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(57) Abstract 

Clinically highly useful drugs having an antagonism to serotonin, in particular, central 
muscle relaxing drugs for treating, ameliorating or preventing spastic paralysis or 
ameliorating myotonia and comprising fused pyridine derivatives represented by general 
formula (IX pharmacologically acceptable salts thereof or hydrates of either (I) or (1), 
wherein the ring A represents a benzene, pyridine, thiophene or furan ring; and B represents 
(2). 
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m <o ft & 

Hlft, *%>\i*\Zmil'g»&tL£<Dipmi*&&a>1*&\zJ:-oX* ^ £ <D 85 f*3 CD 3% 

K#Ta»* a*Ttt*«ttiK5ft««i 

*«tt«S3fi«»Ji LTft#WIC»i, «A«*B6 'J *y > (Tolperisone hyd 

rochloride), A # d :7 j: > (Baclofen) * BSE If — > (Tizanidine hydrochlo 
ride) , ^ P ;U V * If V > (Ch lorzoxazone) & HIA T if A (Diazepam) ft: £ 

/a €> nx t> 

* fc **Btttt5fe«ai t IT A# MIC te, «^LtfiS<b^+if * H- r > A (suxamet 
honium chloride), ^fk/O^D-OA (Pancuronium bromide). ^>hDk>t 
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h 'J O J± (dantrolene sod i ucd) E &m ^ 6> ti T -5 . 

iti^iii^iTt), ffi c £ o «rd*s c * fx £ tnrnm * t> * o fc. 
*«ttttifc«*J-e6 z>&it* **** V - ^ J^^Skitn > ^ d- a 

»tts*na«, ft±«^*< aiH^j** b^-r^raii,*d«a& ^ fie 

-5- R L o . 

R 0J © 18 ^ 

Tga — «*&#rs»«/x«^tr »j « ^ <z> as ai 3* #j n* 

• * 5 • JK # & if O n & £ t> % m T * ^ .« € & # U , 5» ^ £ S'J fls ffl O A ^ > 
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-T -5 *T ffl & *> M ft r * -5 . 

n * & ^ «t e m m ee & £ m & r * . 



T -6. 
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a, r^^r-;ua, ->7; fern? ts^n^^c 

S^$nr^Tt)J:^AfD7 , J-JK£3K7;^M$S^t-5. ) 
Dli, 0£fc 1 ~ 6 co S »: ^: «9fcT*. 

Ilft^nT^T^^^r^^ + J^+yS, 7'J-JKt HD + y)7;^^S. 
7J^-J17 = hHD^yi&^7;^^yX5 1 'JM, fi^7;^4*>7 

'j-;p^^->s, 4-7x-^e^u y>-i--r;n, 4-e u >>;p tf ^ u ->* >-i--r 
is & £ n x u> x t> £ ^ r u — ^ r ^ ^ ~ ;w s , sft^tit^Tt^t^u 

-JU7>IU^-JUS. g^$tlt^Tt)J:^A7D7 l J-^7;^->lH, 
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Qtt g m s fc t* x ^ > s * m * r * • 

R'.RVRMi, H-*&«itt»&o t**k-?. /\ay>jgf-y. Tfc&g, <s«7ju 

Jl/3 + ->S, t HD^yiSSif t7^a**>fi, Z'J-i^tS, ^fD7U- 
Jl^sf-s. d 7 y (t F n * 7 /^ a y > {k<&& 7 Jl^rJim, 

k KD4->ft»7^*;l'S, i^t h'o + y<aS7^ + ^S, m oy >ffc <fc F 

->) te&7;i/*jug, tHD4'>7;^-;n, tHD^y7J^ = ;H, t f □ 
;^ + ->(t kd + '»7j^^*>s, tel&r jp3 * >7 ;^^s, fits 7 ;u 3^- 

•>7^34'>S, tt«^*7;U3*^7JH3* fi«7J^JUJ^z JU7 

;^ + ->l> t H D + ->ii7^J4 : yfi, yt KD^yfig7J^ + yl, h 
HD^->iS^7iK^7J^ + yS, tHD^->^5yiifil7;K;H, 
^D7il/4JKt h'D^y)7i^;H, 7 7 JUrJUm. t Fa4 1 v77J^;H 1 
y7/S, >7 y M7^^;H, 7$HSI*JW\' ; E<JH), N-ft«7^+^ 
75 KS, N-fiSiy^D7;i/^^7S HI, N. N-vtffi 7 ;^JP7 5 KS, N- b 
KD^->t^7^4^7S F&, N-t K □ *->te&7;U*Jl'-N-{&&7 Jl^JlT 5. 
Ki, N-7>J-^7> KI, If -f ^ U y $ 7 ^ / # — ^S, ^^A^-f JH, 
N-«»7Jl/*JUrt;i>n*:>r N, N-yi«7J^JM;W^<M, 75 /X 

^-f^'J7^7iy7^^-^S, N-tlS7J^^7i 

jh, N-ti->^D7jp^;P7i y ^y^z^s, Nj-*> , isa7;^ji'7i;x 

N-tHD^r->®i7;^^7 = /X;^-JH, * is 

7 )\,*r )17 5 y X;W*-;U3£. Dy>ft*»7^*^7J^-^S. t: a "J 

s;zj^;^-;n, (£«7;u*ju^;u*-^7 5 y7J^)H, N-&&7 ju* 
;i/7s ;x;uzjp7i^JH, n. n- <5 «s 7 ^ ;u 7 5 y ;u * - ;u 7 )i 

!IR7yJH, <£&7 is )V 7 )V * )V &.Wl is 9 D 7 ( t H D ^ y ) ^ 
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f iH, f h 7 t K D 7 - ^ S , fc HD + *>Th7t K □ 7 - JPS. t H D 

* S'teSi 7JU*JU^ h ^ t K a tf ^ =JUg, fijR7y^7 ^ y + <^7 

&«7;u*;u;* ;u* - ;ug, 7 ;u 3 * ^7 ;u * ;u* ;u * - tFo^v 
M7;p + ;^ jH, iS3S7;i/*^x;^-^7^ + JH, N-<gi$S7;i/^ 
;i^75 K7;K;H, 7»j-;ug* 7^ju*;u&, ^fD/u-^S, ^\^d7 
y -;ue»7;i'4-^«. ^rD/'j-^fii/;^^^!, ^tdzu-j^^ 
4-^e;u* 'Jz;uj^zjh, 4-** -> ^^^e u ~ jw;wu* - ;u 
4-v?;*-* -> ju* ij jus, 4- : eju* u — ;u;* ju* - 

H n * v >- ^ □ 7 )v*r - f\ d y > ffc t H n * digits 7 ;U* jug, 4- t: H a 

* -> tf ^ 'J y;H, 4-{£&7./Uzi * ^ fcf^ >J v?>Ug* ( t >-fiffi7J^U>y^- 

* -> 7 J^;H, co. a>-{&J& 7 JU* U > -> 7 JU Z3 * ~>S- <Sfy^o7^ 

*;u t H a * ~> > f 7 D -;u*-* 7'J-;P7Syx;^z;H 1 ^ 

^S, tS7^ + Jl/7^1, VUkt&T )U*)17 $ J t: K o*-><&&7;U 

*;ux;u* - ;u 7 ^ y tru^jutt«7JU3^^«* <£i£7;u*;u tf u ^ JU7 

JU 3 * ~> ISi7J^4*>t HP + ->7J^^*>1. © & ^ *~ 7 JU ZJ * >< 7 ;U 

&&7;u*;u;*;u*;- JU7 ju=i *->g* N-<£& 7 ;u* ^/x^t -f ;u 
N. n-v fie 7 ;u*;u# ;u A'^e-r ;ug, N-t h □ * •>i«i7;^;^jw\ti' 

JUg, N-t K a 4^ ->i&lfi7 JU^JU-N-iS^7;U^;U^ JUA^-1- ;Ug, /\ny><t<& 
& 7 JU 3 ^ ->7yS»7^3*5/i, tHD*->llBy^07J^*'>i, 

b y 7 ;u* d ;* h'j7;^D^ K/S, 7 s y <£&7;uzj *->g. N- 

&&7;U*;U7 ^ y 7i^ + >S. N. N-v«»7JU*JU7 5 y 7;U=i 

m 7 > ju 7 ju 3 4- -> s , <& si 7 -> >v 7 s y 7 ;u n * g . < i . 3- *s * * v 7 — ;u ) 

®IS7J^^i, (I. 3-v**7 v-JUJM^7;Uzi^f>g, 75 K(g&7;U=i* 
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->g* 4-(fc FD^i/7;^JUf h7t Folf7 >-4--T JUS, 2. 3->* t h* □ <^ > 
2-t h' D ^ ->-2-7 ;^^-2, 3-y k H n ^ > V 7 7 ^ -f > 

-f S HSi&tt2-t4 1 *!/ , J H >-3—f JU T 

^>^, fc \z U *r is T )[, * )l is 5 W<> ? y >>2U^*-$/>m. t HD^ 

is is 2 a -\^r^ t HD4y7J^Jl'*>^D'\ + 1f>i, 2-t Ho^y>f 

JU-2-* ^ )V is 2 a ^ y >S3. 1. U>^^"^~>5«^^:H^^U>> ? ^-^ 

R ,0 '.R ,I ,R ,3 J M 1 R ,5 1 R ,, .R ,T J ,, J ,9 .R ,0 J M J I, .R ,, .R ,S .R ,7 .R ,, |-J;, *n-F 

nzK^i^^, Aay>Sf, tHa*v», <£j©7JU=^;PS, <&i&7JUr3 

t Ho^->fi«i7 JU* JUg* t HD + ^ISay^J + ySSfcttfh^t KofcT 

« * * * -r « . 

R 30 te, ricSBJSC^. <£S*7JU*JU^ <£»7JUn^ri>S, t K D 7 JU * ;U 

a^fe'tt t Ho*yisa7^3 + ->a«:S*t5. 



*AAAA 
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r^^^S. a7^^ji/», 7'J- jus, 7^ju*;u&* i-tf^'jvuu 

# - ;W g £ (i 7 => )V * )\, * * •> t> - )V m £ M >* r * . 
nil, 0^rc«l-6(OS^c^it^t* -5. 

§e$ntl»Tt)«l:U77i^J^4y|, 7 'J - iMt F D+y)7J^^S, 
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H7y^7 = yg, 7'J-J^JH^-^7 = VI, {£ & 7 )V a * ~> 7 'J - )\* 

— ^ t ;b^-;i/S, s ift £ nt n r t> £ i> u y y -;i> 7 )V tr — fi&£ 

-^7 = y$, ii$nt^Tt)J:^77;K^75y « teTf2-aS5$T^ 

$ n * m & 6 a n it ^ r n ^ <o m * s * -r * . 
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R'.R'.R'ii. |S) — £ fiffl&fc o TTK^IP^, /\oy>M-T, )), 
^^S, (£ffi7;^-;H, <&&7WU*-^g. <&i&&7;Urj* ~>g* {&J&^*7 

fc F o^'>lSiS7^ + M, ^ fc K a * is&l&T ADy>fk(t Fd^ 

^){&&7;i^;Wg* hHD + /7J^-JH> fc HD + y7J^-^S, fcFo 

(t K n^y}7^34yS> i& m 7 )U n * -> 7 ;U * S, il«7;^4 

->t^3^->s. 7 ^ •> 7 a * -> i&mr ji^ji^j^^^^t 

;i/3^yl, t K * yt FP^'>fi»7JP3 + ->l, fc 

HD + y<Sa7J^^7^3 + '>l, fc H -f E / ffittT^^JPS, 

^D7A4JKt Ha*^)7^*JH, 77;^;H, tFn + v77i^JbS, 
->7/S> *>7;iS7;i' + ;i/S, 75 HI(*;i/At^JH), N-<I;I& 7 JU4r ;b 
7 ^ Kg. N-te& >- y* n 7 )V 7 * H £. N. N- v> {£ 3SS 7 ^ * ;U 7 £ F S , N- fc 
HD*y«R7^ + ^7S HS. N-tHo* :> « jR 7 ^ + ^-N-ffi K 7 ^ 4=- ^ 7 5 

KS, Ji-7«j-;i75 Hi, it-f y u^^7i;^i^z;n, ;uy\^e -f 

N-<£&7;U*;i,* JUA'^E -f N. N-:>*<£&7 )l*)\>tl tort** Jim. 7^ /X 
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ji^-jim. -tt-f ^ tj y ? y * / - N-tt»7^*;U7 a / 

N-<£» v £ d 7;^^7 £ J 7.)Vi£ N. N-;x & & 7 7 a y * 

;H^-;l/S, N-t h*D^*>l£»7^ + ^7 = ;7JH^-JH» N-<£«7;m 
7J^^7^ A*-;Ug, N-/n ay >fbffi»7^ + ;l'^;W3j;-^S. tf a »J 

y-;M;^-;PS, « » 7 ;u * ;i/ * 7 £ / 7)i*)vm. x-<&®T)U* 

«»7->^». <g&7 >JU7;U*^g, i8'>^P7^ : l i JHt HD^v)> 

^•>fi«7iK;Pfh7t Fot7-AS, M7yJl/7 5y7A^JI/S, 7 
V— ^-2--f iHhHD^y^^M. ^ (^7 -2--Y ;U) t K □ * > ^ S 

& 7 ;v * )v 7, )v * - jv s , <£ia7;^^>/7;^j^;u^;n, t k d ^ s> 
telft 7^^;i/^;w^- ji/g, li7J^;i/^;^z;i/7;^;H, N-<&&7 
;P7 5 H7^ + ;n, 7U— ;H» 7^;i^ji^ ^-f- a y y — ^\^-ut 

* - 4-^e y - ju* — jug* 4-*^ is^^-^jufr y — ^x^i/^ - )v 

t Ka^yi£fty^D7i^;H, t K □ * > & J& > O 7 ;U * A ^ * -> ^ , t: 
KD + yy^D7J^z;H, A Dy >ib t H D4yilfi7 4-tKo 
^ye^'JyJH, 4-{£& 7;Up * is t!^ y $>^S, w. w-<£iffi7;U* U > i?* 
^*>7i^JH, cu . a>-«« 7 U > v?* * £> 7 ;U 3 * *>S, testis? U7JU 

*)v t k o + fx^^jbg, 7 y — ;u^-^r ->g, 7U-;i/7^ y xA^zji/g. 7 

ayg, fcWt7)\>*)V7 5 / IS* <&3647 JP + JI/7 = 7 t KD + yii7^ 
^^7571, <&&7 ->JU7 = J tFD^yiS7->;i^7^i, 7 

*^x;u* - ;U7 a / try 3» 7 Ji/ 3 * ism* «»7;w*;nf»J >^7 

;un*->g, fi«7^3^-> "t Kd^">7^3=^v», <Stft5 1 ^-7;nj^->7;P 
=3 * 7 ;w * — )V 7 n * *>S, N-{&& 7 i^^*^;^-r ;w 
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£. N. W- is Qktik 7 )V *r fa ft )V ft ^ *1 )]/Hs* N- k \* & ^ is QkfSkT )V if* )V ft )V ^ -1 

h'J7^tD^f^S, h'J7J^D>h^->i, 75/H&7;i'34 : yI, N- 
fi»7J^^7 = /7i^^yS, NJ-i?Ha7;^^7 = ;7^^yl t & 
&7 is )},7 * ism* t&SkT is )17 $ SY)l'ZiJris2& % (J. 3-5*** V 5 

&«:r;u*;ug, (u-vt^V7-ji/)iS7^3^>'i, 75 Fffifijjb^ 

4-(t KD^->7^ + JHf t HDtf7>-4-'f U-^t Fd^> 

77 2-k FD + i/-2-7J^ik2.3-y t HP^>777-jH, -f > 

yy-M, k K a* >-f >y- <^y , /'j;Hii7^a^vI l x ^ is 

^>^, k h'a^y7J^Jk>^ p^>^>i, *>^n^*-y-y>ss, k d * 
">^^D^\^tl->^. kKD^^r^^^ix^o^^-tJ-vm, 2-tFn^y>f 
;l^-2-^ ^ A is 9 D ^ >^ J >m. I. 2-X ^ l^>>?**'>^ifeH^^U>v?^-^ 

R 1 °. R 1 * , R 1 3 . R 1 \ R 1 4 . R 1 *. R 17 . R 1 • . R 1 9 . R 3 0 . R 2 1 . R 2 2 , R 2 3 , R 2 5 , R 2 T , R 2 ' & , -^n^ 
nzk^l^^. j\u>f>EL¥* kKa*->g, <@c K 7 )V * Jl/ S, <£» 7 ;P 3 * *> 
k h*P + y!S7J^;H, k Ko^S/fclftTJUzn^^g^fcli^h^k K a k* 

/i*5-\^ a 7 U -)im t LTcfc 0 Utttol;: \ts W pL «4-t U 2.6- 
i> * ^^'j-;n, 4-f ^-^j^u - ^s, 4-** * * »J - }l> 

S* 4-y^ + yf t^;U'J-;H, 1. 3-^**1* 1 . 4- v * * If ~ ;U g , 

fh7t KD7 7- ^S, yt FDe7-JH, 4. 4-X ^ U > ^ * * ~> k ^ 'J is 
>-l--T ;U S, 4- k HD^y t^'J yy-l-f JH, 4- ;* h * > k ^ 'J > - ] ->f ;U 
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g> tf ^7 V >-! — f 4-t H i/{&®7 )V* )V tT ^ U v >-l- 

;p a « s # tf * c t. tfi -c s -6 • 
R ai «, TK^^^^^ji^aT^^^a^^^r^. 

a^fctt k HD^yfiSi7J^^yS^t^T*. 

T33 — »5«-ca* n^tt^tt* 



*AAAA 
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5**. R 31 teHftgBR 1 R 3 1 gfi f 2 R 1 <h , R 3 3 Iffl IB B <h . * *\ ^ ti m & <D M Qfe £■ 
t ie *k £ ^ * m If % Z. £ & T # - 

(1) 3- (4-^ > Vfr** is 7 -1- e^7v>-H W^f V*; 'J > 

(2) 1- (i-* tf ^ v v >-4-^ ;l/> -3- (4-* h4y7x-^KV+; U > 

(3) 1- ll-y f bf ^ 7 y > -4-< ;H - 3- (4- (2- t K o * -> x h ^ f> ) 7 a. ~ ] -f 

y * y M > 

(4) 1- (4-X^;l, tf ^ V >-)-< ;U) -3- (4- h 'J 7 □ ;* ^;|/ 7 x - )V) -f y 

y u > 
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(5) l-(4-if ;H^^7y>-l--f ;M-3-(4-(l-7;^o7 f n fcf jl) y * x ju] -f y 

*y 'j > 

(6) i-H-x^;i/ tr^c ^ 5* >-i— f ;h-3- (2-t K a * s> 7 x x;h -f v * y u > 

(7) 1- (4-X^JU tf ^ ^ 5>>-l~f ^)-3-<4-fc FD + v7xZJl/)^ 7 + ; LI > 

(8) 1- (4-X^;U tf ^ ^ v?>-l--f ;iO-3-<2-* h^y7xZJM^V4 / 'J > 

(9) 1- (4-X5^U fcf ^ ^ >-|--f ;U) -3- (3-* h^->7x-JH-f V4/'J> 

do) i- (4-x T)i if ^ ^ ^ >-i— f ;u)-3- (4-* h * ~> ? i — ;h -r v * y y > 

(ID 3-(2 ( 3-y^ h4^7xz;H-l- tf ^ 5> >-!-- f ^) -f V * / V > 

(12) 3-(2.4-> ? ^ h^y7x - JP)-|-(4-xf ;Pt:^7v>-l-^^)^ V^/ »J > 

(13) 3-(2,5-y^h4y7xUH-l- (4-x^-;U bf ^ ^ >-!-< -f V * / >J > 

(14) 3-(3,4-y^h^*>7x-JH-l- (4-x^;i/ fcf ^ ^ ^ >-!-< )U) <V+/iJ> 

(15) 3- (3, * h * 7 * x A>) -1- (4-X 3^ tT^ ^ ^ >-l-< )l) -fV^/'J> 

(16) l-(4-X^Jl/tr^^>?>-l— f ;U)-3-(2. 4. 5-h U y h + ->7xZJH^f y^y 

u > 

(17) l-(4-if;l/ £ ^ ^ 5? >-] — T ;i^) -3- (4-fc Ko^y^f ^7x-;i/)< y^y 
•J > 

(18) 3- [2- (2- fc: K d * ~>x h * ->) 7 x. -;H-l-(4-x^;nf ^< ^ >-l-< ^) 

(19) I - (4-x^ ;U fcf ^ ^ ^ >-l--f ;u) -3- [4- (I-t h'o^->yat:JH7xz;Hrf 

v y 'J > 

(20) h(4-xf;^^7y>-l-f ;t-)-3-[4-(3-fc H □ + 7xx^H 

v * y u > 

(21) 1- (4-X 5^ ^ =7 is >-l— f JU) -3- (4- (I- t K □ ^ y y f" yl' ) 7 x z V 

* y y > 

(22) l-(4-xfil/tX7yy-l-f -3- [4- (3- fc I* d * > 7 T )l > 7 x x ;H -f y 

4^ y 1 j > 
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(23) 3- (4- (4- t K D * •> y?)V) V x x;U]-l-(4-X ^ )V tT ^ v is > - 1 --f )V ) -f y 

(24) 3- [4- (I. 3->? t K a^->yo trjlO 7 x x ;H - I- (4-x tf ^5 v?>-l--f 

y * y u > 

(25) 3- (4- (1. Z-i? t h'D+y-3->fJl/^^IH7x-JH-l-(4-I^;Pt^7^ 

(26) 3-14-13-t Ko^y-I-/ h * •> 7 7 x - )U } - 1 - (4-x ? )V hT ^ 5 >? > 

(27) 1- (l-x f Jl/e^7V >-4-*f ;i/) -3- [4- (3- t H □^->-1-7>H'^*d^d tf ) 

•y x x ;v j *f v * y u > 

(28) 1- (Mf^ t: ^ ^ y > -l--f )V) -3- [4- (4- t H a ^ ^ ^^-3-7 n ) y 
x - ;H ^ y 4- y y > 

(29) 1- (4-X^/P t;^7y>-l-f;i/}-3-[3-7JPtD-4-(|-t K D * 5^ :/ D If Jl>) 

(30) 3- 13-^ □ D-4- (3- t K □ + ->7 F De;H7xz;M-l-M-x5 : J^^7y> 

(31) 3-[3-^;U^^ ->73 K-4-(3-fc: HD^y^D \i )V) 7 x-JHH-(4-XfJl' 

if ^ 7 y >-i--f ;u) -r y * y u > 

(32) 3- (3--> T y -4- (3- t K U ^ zs ~7 \3 \L )V} ~7 :x x - 1 - (4- 1 ^ M: ^ 7 y > 

(33) 1- (4-X 3^ H ^ ^ >-l— f ;U) -3- [4- (3- t K □ ^ "/p tT;H -3-* h =^ 

(34) 3- (3- (3- t h * v 7 x x (4-x ^ t* ^ ^ >? 

> - 1 — fii'K v + y y > 

(35) 3-[3-(4-t K a * ->y^;U) -4-* h + y7 xZJH-|-(4-X^JH:^7 y > 

;u) -f y * y >j > 
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(36) I - (4-X^n- ^ V >-!--* ;U) -3- [4- (2- t h'D^yIh^y)7i-JH-f 

(37) 3- [3. 4- (2-^ t Fn^yl h^y)7xrjH-l- (4-x^;U fcf ^ 5 >-l— f 

(38) 3-[3.5-(2-yt H □ ^ > x h^'»7x;JH-l- (MfJl/e^7 v >-l-*f 

(39) 3- [3-£ n d-4- (2-t K □ * is x h^i/)7xZJl/]-l-(4-Xf J^^7 y > 
-J— f -f V * y U > 

(40) 3- [3-* ^JP-4-<2-fc K D + yX h ^ ->) 7 x - ;H -l-(4-X^;i/ t ^7 V s > 

(41) 3- [3 — r y t*;i/-4- (2- t K a^->x 7x-;H-i-(4-x^;n^^ 
^ ^ >-i--r ;u) v y u > 

(42) 1- (4-X^JP tf ^ ^ 5* >-l— f -3- [4- 12- * h ^ -> X h + •>) 7 x - < V 

(43) 3- [3. 4- (2-i^ > h^-/Xh^-»7xZJ|/)-|- (4-X^;i/ tf ^ ^ > - 1 — f >»U ) 

(44) 3- (4- (2- t h'D + ->Xh + -»^f ^7xXJH-|- (4-X ^ )V z? >-\- 
-f ^ ) -f V * y U > 

(45) 1- (4-xf Jbe^ 7y>-!--f^)-3-[M2-7^toi h+y)7x-;l/K7 

+ yj> 

(46) 3- (3. 4- > L/ > y t ^ •> 7 x X ;H - 1 - (4-X5 1 ^ tf ^ ^ ^ > - 1 JM *f V ^ 
y U > 

(47) 1- (l-x^;U tf ^ v v >-4--f JU> -3- (4-7 -fe h ~ )l * * -> 7 ~ )U) ^ V ^ y 

■ ; > 

(48) 3-[4-(3-7 = 7 7"D^^y)7xXJH"l- tf^^^V-l-'OUXV 

*y <j > 
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(49) l-ll-lf^^^y >-4-< )V) -3-14- (2-^ * ^)V7 = 7 r h4'»7xz 

(50) 3- 14- (3-7 -fe: h7 = F^D#4'»7x-;H-l-(4-I? : ^t!^7y>-]^ 

(51) 3- (4--> 7 J * h^y7xr;H-l-(4-Xf Jl.t:^7 V ^ 7 U 
> 

(52) 3-[4-(2->7/x h*->) :7x^;H-i-(4-x^;ktf^^^>-i-- f y * 
y u > 

(53) 3- [4- (3--> 7 J ^d#4v) 7 x - M-l-(4-xf^ t: A 7 v 5 >- 1 --f ;H V 

(54) 3-(4-(3-^f JPft^n#^y)7x-;H-l- u-x^;u e ^ ^ >-i— r 

*f v * y u > 

(55) 3-[4-(3^^;p^i^>yD^^y)7 x-;i/)-l-(4-X^^ \±1 7 y>-|- 

-f ;u ) -f y * y u > 

(56) 3- 14- [2- (I— T sy7^iHXh^y|7izM-l- 7 >-l- 

-f ;u ) *f v * y »j > 

(57) 3- 14-13- (4-tf'Jy^)7 r D#+*>]7x-;H-l - (4-X^ tf ^ v >-I--f 
)V) -f V * / »J > 

(5 8) 3- 14- (2- (2-y ^ ;U tT »J >-5--f JHX h^v) 7 i-M-l-H-l^^ tf ^ 

(59) l-(l-l^J^^7 >>>-4-f Jl/)-3-[4-(N-lf iH7xZJH-fV 
4/ 'J > 

(60) (Z) -1- (4-Xf JV fc^ ^ y >-l~Y -3- (4- t K □ * -> *f 5 J * 7 ;U 7 x - 

(61) (E) -I- (4-X^JP ^ ^ f JU) -3- (4-k F D 4 y 'f 5 V^Jb7xl 

v*y 'j > 
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(62) 3-(4-'>7;7iZJH-l- (4-X^;U fcT ^ z> *J > - I -- f Jl ) -f y =f y 'J > 

(63) I - t: ^ 7 y >-l-^f ;H -3- P = ;*J^rA7iZ 

>v) < y * y u > 

(64) 3- [4- (4-k KP4*>-l-->^D^ + t>-l-^;H7xzJH -1- <4-X^;P fcT ^ 

3 v >-i--r -f y * y y > 

(65) 3- (4-z ^ y y (4-x^;p t:^ ^ ^ >-i--f ;io -f y * y y > 

(66) 3- (4- (N. N-f/ y 5 y ) 77 x - ;H-1- (4-x^;p t:^7y>-l--fM-f y 
* y y > 

(67) 3-[4- (2-t Ha^yXfiH7 = ;7xz;HH- (4-X^JU fcf ^ ^ >-l--f 

;u) -f y * y u > 

(6 8) 3- (4-T ir ^ a 7 a: — )l) -1- (4-X Jl fcf ^ ^ fx >-l--f Jl') *f y * 7 U > 

(69) 3-(4-x^;^;^z^7 s y 7 x - (4-x^;u t; ^ ^ >> >-i—f )V) ^ 
y * y y > 

(70) 3- (4- y a f y "7 ac — ;U ) - I - (4-X^ £ ^ 7 5> > - l-*f )V) 

<i y * y y > 

(71) 3- (4-x^;u;*;u* - ;ut s y y ^ - (4-x^;u tf ^ 7 >-]-- f jh -f 
V 4 / 'J > 

(72) 3- (4-y n tf ^^x;U 7 ^ y y jc - i- (4-x^;b tT ^ ^ y > - 

-< y + y u > 

(7 3) 3-(4-^f;M;^x^75/7 iZJH-l-(4-l^JHf^ ^ >*>-I — f 

y y y > 

(74) 3- (4-X > 7 a h'7i - Jb)-I- (4-x^;U If ^ => i? >- l~Y -f 7 * y U 

> 

(75) 3-! (4-^;U* ijz;H7J^r^7xrjH-l-(4-xf ^t'^7x>-l-^ JH 

-f y * y u > 

(76) 3-1 (4-^*^EJU* »JzjH^;^-;i'7 x-jU]-|-(4-x^;U tT ^ ^ ^ > - 1 - 
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-f )V X y * J 'J > 

(77) 3-1(1. 4- ->?3f * Jl/* 'J X JU*X 7 x x ;n - 1 - (4-x ^ ;u e ^ 

^ ^ >-i--r ;u) -r y * y u > 

(79) 3- ;M Jl/*x 71/ Z 5 ;i5 1 ^7 x-iH-l-(4-XfjH^<7 >>>-]- 

(80) 3-(4-Xf ^7 5 ;^;^-JM5 1 jl'7iZJH-l- (4-X ^ )V £ ^ > - 1 - 

-f ^ ) -r y 4- y y > 

(81) 3- (4-:/d £ ;U T ^ / XJ^" )Mf il^7x - JH-I- (4-X ^ Jl tf ^ ^ > - 
1— f Jl'K V^y 'J> 

(82) 3- (4- (N. N-^X^;P7 ^ / ) ^ JU^-JM f ;t/ 7 x "1- (4-X^;P t: ^ ^ 

(83) 3- (4- (j h 7 t F □ ^ 7 > -4--f JU) 7 a: ~ JU] - 1- (4-X ^ ;P fcT ^ ^ V > - 1--T 

;u) -f v y y > 

(84) 3- [4- (5. 6->> t H D-2H- t: 7 >-4-< )V) V jl — ;H - 1 - (4-X ^ )U t^7y> 

-1— T y * y u > 

(85) 3- (4-x lift ^ y ;i/7 izjH-i-^-x^^tf^^yy-i- 
-f ;H -f y * y y > 

(86) 3- )Vt3 )VX~)VT J y 5 1 )V V x. X ;U ) - I - (4-X ^ )l M ^ z> V > - 

i— r ;h -f y y y > 

(87) 3- (4-X^7U 7 5 y # J^zJMf^7x-JH-l-(4-X7 c ^e^7y>-l- 
-fJH-f V^7'J> 

(88) 3-i4-7*Dt:^75 y ^^^z;mt c jI'7 x-jh-i - (4-x ^ ;u e^7v>- 
I-* f jh -f y * y y > 

(89) 3-(4-7*f;i/7 = y ^ J^-;Mf^7xZJH-l-(4-Xf il/tX7y>-l- 
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-f )V) -f v * y y > 

(90) 3-(^>f JP7J^^iM^^7 jl " JU-l - (4-X-^;i. tf^ ^ >-l-*f JU) < 

(91) 3-(3-£ n n -4- ^ ^ )l 7. Jl ~ )l> T ^ J * ^ )\, y jl - M -l-(Mf ;l/ tf^ 
7y>-l-^f JH< V + y U> 

(92) 3- (3- 57 d n-4-7 D ]£)\,7s)Vifr — )\,7 5 y * T )l 7 =. — ;U ) -1 - (4-X ^ ^ e 

^ ^ >-i--f jH-fv^;^ 

(93) 3- U-^eJl'* 'J - ;U ^ ^Jl, 7 a: - )V) -1- (4-x tr ^ 5? >-l — f Jl) -f y * 

.y y > 

(94) 3-(4-5 L ^^;l/^'J--IM5 : ^7x — yl^) -I- (4-X J~ )V tf ^ y i? >-l--f AO -f 
V * / U > 

(95) 3- (4- (3-^-^-y- v / 'J v y >) 7 i^JH-l- (4-x ^ )V tT ^ ^ 5? >-l->f ;U ) ~Y y 
* y 'J > 

(96) 3- (4- (4. 4-X ^ U>yt^->e^»Jy>-l-^ M7x'JH-l- (4-X^ ^ fcf 

(97) I - (4-x^;Hf^^^ ;U) -3- (4- (4- k K □ ^ -> tf ^ U i?>-\—1 Jl) 7 

y^y ij> 

(98) 1- ^ s? >-l--T ;M -3- (4- (4-* h ^ ~> t: ^ U > )l) 7 

^iH-fv + y y > 

(99) 3- [2- (4-7 fcf ^ ^ >-l-< )V) ti y > -5--f ) - 1- (4-x ^ bf ^ 3 

v> >-i-- r yio <v*y >j> 

(100) 3- [4- (4-7 -fe ^ JHf ^ ^ 5/ >-l— Y ;U) 7 ac x AO - I - (4-X ^ tf ^ 7 i> >- 

I— f ;H -f v 4=- y y > 

(10!) 3- (2-^ h ^ x ^ > v ;P) -1- h' ^ 7 i? f ;u) -f v * y 'J > 

(102) 3-[a-*^;U-(4-* v^>y;H)-l-(4-!5 1 ^f^7 >^ > - 1 — f ) -f 

v * y u > 
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(103) 3-(a-h Hd^-> - (2-;* h + ->^>yil/)]-|-(4-lf t!A7y>-l^ ;H 

(104) 3- [a -t K D * ~>- (4-* h ^ ~> ^ > ^ JU) ) - 1- (4-X ^ t: ^ ^ ^ > -1 ;U) 
-f V * / U > 

(105) 3- I a Jl/- a - t KD^y-(4-^ h * > ^ > 5? A ) ] - I - (4-X J- )V t: ^ 5> 

(106) I- (1-X ^ ;U tf ^ ^ >-4--T ^)-3-(4-^ h^->7x^^^K v + y u > 

(107) 1- (l-x^JU fc: ^ ^ >-4— f ju)-3-[2-(2-t F D 4 y I h^>) 7 x * JU) 

(108) 1- (1-X f Jl/t!^7 ^ >-4--f ;i/) «3- (3- (2- h H D + •> I h4->)7i^7 c M 

-f v + y 'J > 

(109) i-(l-xf jHf^ 7 y >-4— T JU> -3- (4- (2-t H a^yi h*^)7x*f JH 
< V ^ / 'J > 

(MO) 1- (l-if )V tf ^ ^ 5? >-4--f )V) -3- 13-12- (2- t K n ^ > x K * ->) !7 ;c x 

;H ^ □ tf ;n -f v * 7 u > 

(in) 3- (2-* h+y 7 xz;i/^;i/^r:ji/)-i- (4-x^;u tr ^ 7 ^ >-i— f ;w -r v 
+ ;u> 

(112) 3- (4-* h * is ? 3L~)Vj3 (4-X^JU tf ^ 5> ^ >-l--< JH^fV 

(113) 3- (4-* h ^ >-T >* r >-l--f ;U)-l-<4-x^JHf<5 y>-l-fJH-f v^y 

u > 

(114) 3- (6-* h + y-f >y>-i--r ;u) -i-(4-x^;u tf ^ ^ > - 1 —f ju) -f y ^ y 
u > 

(115) 3- [4- (2-h H o * >x K * ->) -< >^>-!--fJH-l-(4-if J^e^7 / >- 
l-< )V) <f V * S V > 

(116) 3-(8-^^y-l.2-/t FDt7^ >-4— f )V) - 1 - (4-X ^ ^ tT ^ 5 V > 
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(117) 3-(7-> h3 1 v'-].2-v ? t H D t 7 ^ U- >-4— f ;U) -1- (4-X^;P tr ^ ^ >? > 

-i— f ;K y + yj> 

(118) 3- (6-* h^y-l,2-yt F □ t 7 ^ l/>-H;P)-l-(Mf Jl/ t^^y > 

(119) 3- (5-* h * S'-l. 2. 3. h^t KD^-^^U>-1--TJU)-1- (4-X ^ )\, tf 

(120) 3- (6-* S'-l. 2. 3. 4-^ h^t K o 7 * U >-l— OI/) -1- (4-x^jPfc: 

^ ^ >? >-i— r ju) r;^; u> 

(121) 3- (7-y h * ->-I. 2. 3. 4-5" h^t FDt7n>-l--fM-l- (4-X^;P tf 

^ 7 i? > - 1 -*r no -f y * y u > 

(122) 3-(3-tFn^i/^;^D7 >-6--f ;U) -1- j|/ e ^ ^ >-!-< 

(123) l-(4-i^;Ubf^^^>-l-< JP) -3- (2-t: •JyJH'fV + y U > 

(124) l-d-X^^f^^v >-4-< )V) -3- [5- (2-t H -/X h ^ x) If 'J y >- 
2--f ;H -f V * J U > 

(125) l-(l-X^;i/t^7y >-4--T JP) -3- [2- (2- t H □ * > X h -> ) tf ' J zs > - 

(126) I- (1-X ^;H^ ^ ^ >-4— f [2- (2-* h *->x h + y) t! L> >-5- 

(127) l-U-xy^fc:"* 7 V s >-4--f ^)-3-(5-(2-y h^yx h^y)t'J y 5 >-2- 

(128) 3- (2-^ P tr;U* JU* x;UT 5 y If U y>-5--f JH-I-H-Xf J^^^y / 
-1— f ;m <Vt/'J> 

(129) 3- [ (2-* f jpx e »j >? >) -5— f ;H -i- (4-x^;u e^7v >-i--y 
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(130) 3- [ (2-X ^ )17> Jl^-Jl tT U v? >) -5--f (4-x^;i, tT ^ v x >-l-*f 

;u ) -f v * y u > 

(131) l-u-x^jwhft^x >-4— f )V) -3- (2-^ f y x >-5--r ;n -r y * y y 

> 

(j 32) l- (i-x^jw £^ ^ x >-4— r -3- [5- (3-7 ;upt d y □ bf >j / >-2- 

(133) l-(l-x?JH^^7*/ >-4--f -3- [2- (3-7^tnyD fcf;p) tf >J -/>-5- 

(134) 1- (I-X ^ )V tT^ v is >-4— Y JW) -3- [5- (3- t K n ^ -> :/ □ t? A ) tT 'J x > - 

(135) l-(l-xf V> >-4— T ;U) -3- [2- (3- t FD + yyot'^) t* 'J >? >- 

5— r -r v ^ j y > 

(136) 1- (l-x^^f-; ^ x >-4 — f JM -3- (2-(3-t K n ^ t* U x >-5- 

-f ^ 3 *r v 4- y u > 

(137) 1-(I-X^^t^7y >-4--f JH -3- [2- (4-fc h'D^y^^JH hT U y>-5- 

(138) 1- (l-X^JPtr^^ x >-4--f JU) -3- (2- (3- t + Jl/^f JMf 

(139) i- (l-x^ 1 tr^ ^ x >-4— f ;w)-3-[2-(3-^ h*>^ae;neuy>-5- 
-f ;H -r v * y y > 

(140) l-d-XfjVt^yy >-4— f ;P) -3- 13- (3-* ^->yafjHt:'Jy>-5- 

-f ;H -f v * y y > 

(14 1) l-ll-XfJUf^^y >-4-*f -3- [5- (3-* h ^ y^n ejH e'J y >-2- 

*r ;H *f v * y y > 

(142) l-(l-x?^t^7y >-4-< -3- (2- (3-x h * -f o t* ) b" 'J v >-5- 

*r ju) -r y * y y > 
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(143) i-(i-xf ;nf^7 v>-4-<;p)-3-I2-(3-(2-^d^^->) ^atjHeu y 
>-5-< )H< v + y u> 

(J 44) 1- (]-X^;U tT V >-4 — T JU)-3-[2-(3-* h^->7^;H £ 'J ^>-5--r 

1145) 1- (l-x^;i/br^ >J v>-4— T ;U)-3-(2-[2-(2-t F o^*^ 
ju)x^x ;n tr u >-4--r ju-fv*;'J> 

(146) lMI-X?J^^7y >-4--r ;u) -3- [2- (i-y? >-l— f ;i^) tr U i> >-5— f ;uj 

(147) 1- (4-X 5^1/ fcT ^ 7 V >-l— f ;u) -3- [2- (^ u >-4--f tf U V >-5-< 

(148) 1- (4-X ^ Jl/ fc* ^ ^ >-l-< ;U) -3- [5- (^ JP* 'J > -4--f JU) fcf ' J >-2-< 

(149) 3- [2- (2. 6->? ;* ;u * u >-4-< ;n tf 'J v >-5— r ;n - l- (4-x^;i^ tr 

(150) 1- (4-X^^ t*^<^ ^ >-l-^ ;H -3- [2- (^^^ U >-4 — f )V) tf'Jy> 

-5— f JH-f y * j > 

(151) 1- (4-x^JV fcT ^ 5 V >-\-4 )U) -3- (2- S/^*^^* 'J >-4— f ;U) 

f >j >-5-< ;n -f y 4 y u > 

(152) 1- (4-x hf 1 ^ >? > ;p) -3- [2- (4-fc: Hn^yt^'J / >-!-< ;U) 

(153) I - (4-l?il/ \Z1 7 i> >-\-<f )V) -3- [2- (4-* F 4 •> tf ^ U > - 1 --f ;H hT 

(154) l-(4-Xf >* >-)--f ;U) -3- (2- (4 - t HD^^^f ;^^'J is >-\ 

-*f )V) e u ^ >-s--f jh -f y ^ y g > 

(155) 3- [2- (5. 6-^ t F d -2H- tr 7 >-4--f )V) f U >-5— f )l>)-\- (4-x^;U If 
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(156) 3-[2-(fh7k K o If 7 >-4-*f JH tf'J V >-5--f ;I/J - 1 - (4-x ^ )l fcf *C 5 

>-i--f -f v + / 'J > 

(157) 3- 14- (3- (3-tT U *J)V) 7 nsB*->] 7 x ~ JH - I - (4-X J- Jl/ fcT ^ ^ > - 1 -- f 

(158) i- (1-X5MI/ tf ^ ^ ^ >-4— f ;U)-3- i\-7 x n tT^ 5 V s >-4— f M -i V * 

(159) i-o-xfjuf >-4--r ;i-)-3-(i-(2-e 'j tr ^ ^ s?>-4-y yn -f 
v ^ y ' j > 

(160) 3- [4-H- : e;^ , J-;H7xz;n-i-(4-x5 : ;i'e^7y>-i-'r;n^ v ^ 
/ u > 

(161) 1-(I-Xf jL-h^7y >-4-*f yU) -3- (2-t H D^i/^^^f^^i >-4-< 

jn-f v^y u > 

(162) 1- )V tT^< 7 >-4-< JU) -3- (2- t h'O^y/^Jl/f >-5-< 

(163) )-(l-XfJ^^7y >-4— f )V) -3- [2- (2-k h* D 4 *>X^JH 7^^" 7 i >- 

(164) l-O-xf i^X 7 y >-4~Y ;U) -3- [2- (1- t K o ^ ~> ;/ □ e yl, ) ^ 7 31 > 

-4— r yn <v^yu> 

(165) 1- (l-X^ yV 7 >? >-4-*f yU)-3- (2- (1- t HD^y7"nt:^)7 t t7x> 

-5--f yv] -f v * y »j > 

(166) 3- (2- {7- h ? t h d e 7 >-4--r ^7x >-s— f yn -1- (4-x ^yu e ^ 
v ^ >-i--f yu) < 7 * / U > 

(167) I- O-X^JHf ^7 i?>-4— f yU)-3-[4-^5 1 yU-5-(2-t h* D^VX^yU) 7^ 

7 V-yu-2— f ;H-f v^yu > 

(168) 1- (1-xf yU t: ^ 7 v> >-4— f yU)-3-(2-t / ^ )V ? 7 V- )V -5--f 

fr) <i v * / 1 J > 
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(169) l-(l-xf jHf ^7 S J >-4 — T ;U) -3- II- (2- t h'D^ylf jH If ^ \/ — ^ - 

(170) l-(I-X5 L ;Utf^7> f >-4-f ;U)-3-[(l-t HD*->^DhrjHf 7'/-^- 

-5— r ;n -f v * y »j > 

(172) 1- tT^ 7 5>>-4— f ;U)-3-[2-(3-y h^->^D tJUf 7»/-Jh 

(173) 1- (l-x^ t? ^ ^ 5? >-4-* f )V) -3- [2- (4-^fc Jl'* U X ;U ) 7 — ;W-5— f 

(174) 3-(2-^d t , ;MMr^7i; f u * s> >-5-< ^)-i-(4-x^;u tr^^ ^ 

(175) 3- (2- (5. t K o-2H-tf ^ >-4->f ^)^t7x >-4— T JH-1- (4-X^;u 

tf ^ =7 5? >-i— f )V) <i v * y y > 

(176) 3- (2- (5. 6-v> fc K a-2H-fcT^ >-4--f ;V)^t7x >-5— f )V)-\ - (4-X^;U 
i> )V) V* J 'J > 

(177) l - (l-x tf^ ^ >? >-4-< M-3-(7xr;i,xf-JM^y^ / U > 

(1 78) l- (l-X ^ fcT ^ ^ V >-4— f ;i/) -3- (4-* H + '>7x-il')X5 1 ZjK V + 

y y > 

(1 79) i- (]-x^;i/ tf ^ ^ >? >-4— f ;M -3- (2-tr »j V s ;u) x^xju-r y ^ y y > 

(180) 3- (3- [4-*:)l* y X Jl, ) - 1 - :/ O fc? - (4-X fcT'^SJV-l—fJUW 

v y y > 

(18 1) l-(l-xf ;nf^7y >-4-< ;u) -3- (3-7 x x;u-i-y a t: x;i,W v * / y 
> 

(182) h(l-Xf Mf^yy >-4— f ;U) -3- (4- jc X ;U- 1-^ ^ X V ^ / y > 

(183) 1- ^ v z? >-4--f )U) -3- (4- (2- t h'D + yl h^y)7HJl/X 
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(184) i- ( i-x =$- )V t: ^ ^ v >-4--f ;u) -3-^ ;n?zjK7^y u > 

(185) I- tf ^ 7 v >-4--f -3- (2. 4-5? ;* h + •> 7 xZ^X^-iH < 

(186) l- (]-x^;u t:^ ^ >-4--r ;h-3-(3-(3-* h * -> y a e;n -5-tr y 

( 387) 1 - (l-x^JU tf ^ ^ >* >-4— f ;U)-3- [2-(2-k H n * is x h * i> ) 7 x x )V] 
Xf ZJK V + y 'J > 

(188) l-(l-Xf^hX7y >-4— f JM -3- [3- (2-t K D * ->x h * ->)-2-fc? U 
;U) X^ - V ^ y »J > 

(189) l-ll-x^^t:^^^ >-4--T JU-3-(h7>X-2-7xx;i,Xrx > fH-f 

y • j > 

(190) 1- (l-X^;l/ t:^ v V >-4— i ;M-3-[h7>X-2-(4-^ V is ~7 x - ;U) x 

r- x )v ) y * y 'J > 

(191) l-tl-x^^tf v >-4-< Jl/)-3-[->X-2- (4-* h^y7i-MXj- 
(19 2) l-(J-x?^f^7y >-4-< JU) -3- OX ^ x x;i,x^ x;t,) 

-r y * y y > 

(193) l-(l-xf ^tT^7v >-4— Y iM-3-(h7>Z-l-^5 1 ^-2-7iXJPXfx 

ju) ^v + y y > 

(194) ^t^7y >-4 — f ;H-3-[h7>X-2-(2-t K a 4- -> x h ^ > -p 
izjHij-JH-f v^; 'J > 

(195) l-(l-xf^f^7y >-4-< ;H-3-[h7/X-2-(2-^ h =^ > 7 xx;U)x 

(196) l-(l-xf ;bf^7y >-4-*f ^)-3-<h7>^-2-^f Jk2-7i-iHr> 

-1— r -f y * y y >■ 
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(197) I- (l-x^;nf *J >-4-<i ;n-3-[F7>^-2-(Z-7;^D7xi;m 

(198) 1- [\-x.T)V fcf >-4— f ;U»-3-[ (E)-4- (2- t KD^^xh^x);*^ «J 
;H -f V * y »J > 

(199) IMI-x^;Hf^7 V >-4-< ( )l) -3-1 h 7 >*-2- [3- (2- h K n * -> x h 
y)7x - MXr-JH< V ^ 7 'J > 

(200) 3- I (E)-2-(2-(4-^e;P^ |J-;H tT U y >-5-f ;Hxrr;H-|-(4-xfj|, t: 

^ ^ >-i--f ;M -f v =*■ y »j > 

(201) 3- I(E)-2-(4-^f J^^^z;i/7x-JWXr-JH-l - IMfJl. K ^ V 

(202) 3- I (E)-2- (2-* 3^ )l * )\, & ~ )\, z? =l *)],) x ^ x ;H -1- (4-x T )l t" ^ ^ >? 

(203) 3-[(E)-Z-(f/fJMil/*-;Mf^7xZ»lf-JH-l - (4-Xf Jl/f 

(204) 3- I (E) -2- [3- U 7x r JHXfXJHH- (4-X^J|/e^ 7 y 

>-i— r ;u) -f v * y »j > 

(205) 3- I (E) -2- [4- (4-^6 ^ * 'J 7 x x iH xf- M -I- (4-xfil^ tr ^ ^ 
> - j — f ;w ) -r v * y 'J > 

(206) 3- I (E) -2-y ^ JU-2- 14- (4-^t )l>& U x;u) 7 x-Mxf-M-l-(4-xf^ 

(207) 3- I (E) -2-y ^^-2- (3- Jl/^»J-JH7xxMxf xM-l- (4-x 5^ 
1208) 3-[<E)-2-y h^y/f ^-2-7xx;Hf-;H-l-(4-XfJi,e^7y>" 

(209) 1- d-x^;i/ tr ^ 7 ^ >-4--f ;u) -3- ( h ^ >*-2-<2-t: u >?ju) x^x ;n -f 
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(210) 1-{I-Xf Jl^e^^y >-4--T )V) -3- [ h y >*-2- (4- If »J V )V) X^XJUW 

(211) 1-(1-X^;U tf-; ^ ^ >-4— Y JU) -3- [3- (2-y h + y)7xzjh2-yn^- 

;H -r y * y y > 

(212) 1- <l-x tf ^ ^ >-4->f )U) -3- [3- (2-h K o * ~> x h^y)7xr;i/- 

(213) 3- I (E) -2-(2- (4-^^* 'J x ;u ) tf'J V s > -5— f JHXf-JH-l-(Mf 

(214) 3- { <E)-2-[3-<4-^;i/* 'J x;U) fcf >J ^y>-6->f ;H xfxM-l-tMf^ 

(2 15) 3- I (E)-2-(4- 'J z;H tT 'J ^ ^>-6-^ iHlf-M-1- (4-X ^ ;!/ 
tf V ^ / U > 

(216) 3- I (E)-2-[2- (4-*^* 'J x tT ^ >? >-6— f JU] X ^ x ;H - 1- (4-X ^ )V tf 

(217) 3- [1- (4-* h^->7x^jHxf-;H-l-(4-X5 : ^t^7^/-|-<JH'f 

(218) l-d-xfjuf^y v >-4--r -N-y x x;u-3--f y ^ / u is y 

(219) i-d-x^;^^^ i> >-4--r ;u) -3- (4-> h^v7-'J / /fjM-fv^; 
u > 

(220) l-d-lf ^t'^7 is >-4--T ;U) -3- (4-* h + y^>y^75 y)^f V ^ / 
»J > 

(221) )-(l-xf Jbf^7y >-4--f ;M -4-> h * ->-3- (4-* h^y7x"JH>f 7 

* y 'j > 

(222) 1- (1 -X tf ^ 5 5/ >-4-< ;W) -5-* ^ JI/-3 - (4-y h^x7xx;i/)<7^ 

y u > 
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(22 3) l-(4-X^^e^7 v f ;U)-3- [4- (2- t H O * -> X h^y)7xZJH 

-6-7 d<v + ;u> 

(224) 1- ( 1-X^Jl/ tf ^ 7 5*>-4— OU)-6-7;U* D-3-(4-> h 4- -> 7 x. - Jl ) -f V 

* / U > 

(22 5) I - (1-X^;U bf ^ 3 ^ >-4-< ;l/)-6-* ^ (4-> h^y 7xZJW< 

y U > 

(226) I- (4-x^;U 1 v x T )V) -6-;* h * ->-3- (4- h U 7 ^ ^- n ;* 5" ;U 37 

jl-JU)^ J ^- J D > 

(2 27) 1- (4-X ^- yVYi^zf zs >- l-^f )\s ) -6-^ h * ~>-3- (4-* h is 7 jl ~ )l) ^ y 

* y u > 

(22 8) I - (l-x^ 1 Jl/ tf ^ 5 v >-4—T ;P)-7-* ^^-3- (4-* h -> 7 x " < V ^ 
J u > 

(22 9) 1- (4-x ^ tf ^ ^ v ;H -7-7 n -3- (4-* h^->7xz;H'f y 

* / U > 

(230) 1- (4-X t: ^ 7 v >-l--f ;P) -3- [4- (2- t: K □ * -> X h + -»7iZJM 
-7-7 a -i y ^ y 'J > 

(23 1) i- (4-x tr^ ^ -7 >-i--r ;n-7-/ h * ~>-3-7 ^ — jp-f v + ; U > 

(232) 1- (4-X3^U tf v >-!-< ;iO -7-y> v--3-(2-* h ^ ->7 iZJPX V 

* y u > 

(233) 1- (1 -X^JU tT^^ -7 >-4— f JW) -8-7 D-3- (4-^ H 4 '> 7 x r JM V 

* y ■ J > 

(234) 1- (]-ji^;U £ ^ 3 V >-4 — T ^)-8-7 * n-3-(4- (2-t H n^yi h + v) 
(23 5) l-(l-x?^t^7y>-HiH-8^ h*->-3-(4-* h4*>7x-JI/K V 

+ yj> 

(236). l-O-rofll/t^yy >-4--f ;U) -3- <4-* h + y 7 x ZJI/K 7 + / U > 
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(237) l-(l-^ot:jHf^7y >-4--f )V) -3- [4- (2- t F D^yi K-»7xz;H 
-f V 4- y U > 

(238) !-(!--< VT'D t:^t:^7 ^ >-4— f JM-3-(4-* h * > 7 x x;u> -f V* / 
U > 

(239) 1- (1- > ^nyDt'J^^^y >-4— f ;I0 -3- (4-* h^y7i x;M < V * 
J 'J > 

(240) I-(l-7'JJHf^7y >-4— f ;U) -3- (4->C -> 7x-;K< 1 J > 

(241) l-|l-(2-7J^DXf;i.) t^7v >-4— f J!/] -3- (4-* h ^z/ 7 ^ 

v * y u > 

(242) 1- (4- (2- t KD^xX^JH t:^7v>-l-f;H-3-(4-/ h4v 7xnjM 

-fy + y u > 

(243) 3- (4-X^;U* ;|,3}n-^7^ y /f^7xx;H-|-[4-(2-t h'o^yX^JH 

tf ^ 7 it >-]-< ji/Wv+y u> 

(244) 8- (4-X^JU tf ^ ^ >? JP) -6- (4-> y 7 xXM fcf 'J H [2. 3-c] fcT 
U > 

(245) 8-(l-xf ;i/tX7y >-4--f ^) -6- [4- (2-t K a * -> x h + ->) 7 xx;M 
-1. 7 ^ U > 

(246) 8- (l-x^;u tT ^ ^ > ? >-4--T ;U)-6-|4-{(S)-2-t K □ + -> y a 7t? ^ y ) 7 x 
xjH-1. 7-t7f 'Jy> 

(247) 8- (l-x-T^U bf ^ ^ v >-4— f ;U) -6- [4- <3-t H D + ->ya t! JH 7 xXJM 
-I. 7-^-7^ U v?> 

(24 8) 8-(l-lf ^e^7y >-4--f ;P) -6- [4- (3- t h* y 7 x 

7-^- 7 J- »J y > 

(24 9) 8- <i-x^;u tf ^ ^ >? >-4-*f -6- (4- (3-t K a * -> - I - 7 )V * a 7 a t* ) 
7 ~ )V] -\, 7 TV v > 

(250) 8-(l-Xf ;i/t^7y>-4->f JH-6-|4-(2-t F D + y-2-/f ^^d^^ y) 



33 



WO 99/18077 PCT/JP98/04465 

7 7-± 7 J- U v > 

(251) v >-4--f ;H -3- (4-* H^->7i-;H-2. 6-t7f U 
> 

(252) 5- (l-x^JUf^^y >-4— f ;i^)-7-(4-* h4y7i-JH-L 6-^ 37 ^ 'J >? 
> 

(253) 5- [4- (2-k K □ * -> X y) 7 x-M-7-(4-^ t!^7 y >-l--f 
^X y [2. 3-c) f U S> > 

(254) 7- (1-x^P Jl/ ^ i> >-4--f JU) -5- [4- H n * -> ^ > ^ ;|/) 7 x - A ] 
?x y [2. 3-c] tr »J > 

(255) 7- (l-X ^ ^ ^ >-4--f ;W -5- (4- (1- t K □ * > -3- * ^ )V ~7 T JU) 7 
x-JUf i; (2 ( 3-cIf'Jv> 

(25 6) 7-(l-x^jPt:^7 >-4--f JU) -5- [4-<3-fc K o * -> - ] - y )V * a 7 o tf ;W ) 
7x-;H?X / / [2. 3-c] tf U y > 

(2 57) 5- [4- (3- b h* □ + D D 7 x — ;H -7- (4-x ? ;U tf ^ ^ > 

;w ^ x y [2. 3-c] e u >? > 

(258) 7- (J-X^JP fcf ^ 7 5? >-4~Y -5- [3-<2-fc K O + yX h^y) 7 x^M 
^X y [2. 3-c] fcf U i- 7 > 

(259) 7- (4-x^;p tf ^ 7 ^ >-J— f ;H -5- (4-t H a * ~> x h * 77 x - ;u) ^ x 
y 12. 3-c] If' J is > 

(26 0) r-O-xfjl/^^^y >-4--f JU) -5- [4- (2 -t FD^v-Z-^^^yo^^y) 
y x x ;M ^px / [2. 3-c) tf g > 

(26 1) 5- (3- (3-t Fo + y^atjH-H h * > 7 x x;U] -7- (4-x^Jb tf ^ ^ 
>-l-f ;H ^x J (2. 3-c] tT » ; v > 

(26 2) 5-(4-(3-t h'D + y^Dt';H-3-y7y7xxjM-?-(4-Xf^t!^7y> 
- l--f ;l>)^x y (2, 3-c] t" >J >' > 

(26 3) 5- 12- (4-* i^'JiJH t' 'J *J > -5--f JH -7- (4-x^ ;U tf ^ ^ > - 1 ~f ;U ) 
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^ X / [2. 3-cJ t'J*>'> 

(264) 5-12- (4-^** JP* U — JP) tf U ^ > -5-*f JH -7- (4-x ^ ^ tT ^ ^ 5> > - 1- 

[2. 3-c] t: y -/> 

(265) 5- (2- (4- t F P * -> fcT ^ U >-l — f )V) fcf U >-5--f -7- (4-X^;U t* 

^ ? v >-\— r ;u) ^x y [2. 3-c] tr y v > 

(266) 5- [4- (5. h F D-2H-t* 5 > -4— f ;H7xzM-7- tf ^ ^ ^ > 
-HJHfx; [2, 3-cJ hf U ^ > 

(267) 5- (2- (2-* F*~>X h * is -2-* ^ )V) M y > -5— < JH -7- (4-X ^ JHf ^ 
^ 5? >-]-< X / [2. 3-c) t? 'J i? > 

(268) S-[2-(2-t KD^yXh^^)t;'J >-5--f ;H -7- (4-X ^Jl, \± ^ 5> > - 
]--f ;u) ^X y (2. 3-c] fcT 'J > 

(269) 5- [2- (2-y h^ylh^/)e'J y > - 5-< M -7- (4-X f ^ 7 x > - I - 

^ ;u) ^x y (2. 3-c) tr y > 

(270) 5- [4- (4- t FD^yi/^ □ ^ ^ -tr > - 1 — f JH 7ix;H -7- (4-x^ tr ^ ^ 

>-i— r )V) ^x y [2. 3-c) t: »; > 

(271) 7- <i-x ^ ju e ^ 7 >-4-< r ;u) -5- (4-^ > ^ y -r ^ y x x ju> ^x y (2.3 

-c] e 'J > 

(27 2) 7- (i-x^;i, ^ >-4--f ;u) -5- [4- (3-* )V7 $> y -f ju) y x -;H ^ 
x y (2. 3-c) y s> > 

(273) 7- <l-x ^ 7 v >-4-*f JU) -5- [4- (N- 5/ 2 □ 4- > )U 7 5 H)7i-;H 

^xy (2. 3-c] tf y i>*>^;u^^->r a f 

(274) 7-(l-i^iHf^7 >-4--f JIO -5-(4-(fcT d y - )V - 1 - # =tf x ;U ) y x 
x A] x / [2. 3-c] bf y v > 

(275) 5- 14- (2-h F a * •> X F * -> ) 7 x x )l] -7- [4- (2- t FD^yifjH^ 

7y>-i-<jHfxy [3. 2-c] t: y > 

(27 6) 5- (4-pC K * ~> 7 x x JU) -7- 14- (2- t N4yif JH e ^ 5 i? >-l-*f )l) 
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^X J (2. 3-c] M U is > 

(277) 4- (4-x^;p t: ^ ^ v> >-l— f )V) -6- 14-* h^y7i-JHfx; [3. 4-c] tf 
U > 

(278) 4- N-x^jl, if ^ ^ >? >-l—f -6- (4- (2- 1 H n -> x h * v ) y x - ;H 
^X y (3. 4-c] bT U > 

(279) 4- (4-* tf ^ ^ v >-i— f ;H -6- [4- (2- t F n ^ ■> x h *~>) 7 x ~ ;U] 
•^x y [3. 2-cJ fcT U ^ > 

(280) 4-(4-X^;U tf^5 v ! >-J— f Jl/)-6- (4-t K x-JH^X / [3, 2-c] 

(281) 4-{4-x^;Ptr^^> ? >-J— f ;U)-6-[4-(l-t: H D + yx^;H 7xz;M5 1 
X y (3. 2-c) tf >J i> > 

(282) 4-(4-xf ^t'^7y >-l^^)-6-[4-(l-k Ho + y^ P e;W7x z;H 
^xy 13, 2-c) fcT U 

(283) 4- (4-x^;p hT ^ 7 >-l— f ;u> -6- (4- (1- t H □ 4- ->:/^ JM 7 x - ;u] ^ 
X y (3. 2-c] KU>?> 

(284) 4- (1-x^ JUtf ^ ^ >-4--f ;U) -6-(3-(2-fc h'D + x h + ->] 7xr 
x y [3. 2-c] t 'J y > 

(285) 4-(J-X^JUbT ^^>?>-4--f ;U)-6-l4-(3-t h* D * -> 7^ )U) y x X )V] ^ 
x y 13. 2-c] t^'Jy> 

(2 86) (4-x^;u t' ^ 7 ^ >-l--f ;U) -6- (4- (2-t h'D + yi h+y)7xzjHf 
X y [3. 2-c] e>Jv> 

(287) 4-(4-X^jHf ^5v>-l-^ ;U)-6-[4-(2-b H □ * > ^ d * f> ) 7 x - JU\ 
? x y (3. 2-c] f 'J > 

(2 88) 6- [4- (2-* ^;|,-2-k K n * :/ □ # * > ) 7 x x ;H -4- (4- * ^ Jl^ fcf ^ 7 >> 
>-!-< ;u) ^X y [3. 2-c] fcf "J ^ > 

(2 89) 6- (4- (2-y t K □ 4^ y ^ P y) 7 x^iHH- □ tfJUf ^ 7 
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v?>-i— r JHf xy [3. 2-c) tr u >?> 

(290) 6-l4-<2-*^»-2-fc KD + y7'D# + -»7x-JH-4-(4-l5 : ;^^7y 
>-]-< / 13. 2-c) t: U y > 

(291) 4- (4-1 f ^ f ^ 7 v > - i-^f ;W -6- [4- (3 - 1 h* D + y-3->fJ^f ;H 7 

x x;n ^x y (3, 2-c] tf 1 J > 

(292) 6- [4- (4-* ^;u-4- 1 K a * ^ > ^ ;u * > ) ~J x — ;n -4- (4-x^;u tr^ 
7*/>-l^ iUfi; [3. 2-c) tf U v 7 > 

(2 93) 4-(4-yDe;i/hX7y>-l--fJl/)-6-[4-(2-t H D^yX h^*>)7 jzM 
^ X y [3. 2-c] l^'Jy> 

(2 94) 6- [4- (2-^ ^;U-2-t K o ^ -> y a # * ) y x n ) -4- [4- (2- ? > it a x 

^■no e:^7 ->'>-i-f JHf x / (3. 2-c] h- u i> > 

(2 95) 4-[4-(2-7i^DlfJl/) tf^^>?>-l--f JU]-6- [4-(2-fc F D * -> X b =^ 

> ) v ^ x ;u ] ^ x y [3. 2-c) tf u y > 

(2 96) 6- [4- (2-j* 3^-2- t Ha^y7*D^ + y)7 x XJW-4- [4- (2-t h'a + y 

x^jh tf ^ ^ ->*>-i— r ;H^x y [3. 2-c) tr y > 

(2 97) 6- (4- (2-^ 7 JP-2-fc F D + y ^ D^^y) 7 (4- (2-^ a: X ;i/ X 

fjHt^7y>-l-^f;Hfx / 13. 2-c] t* U ^ > 

(298) 7-(l-xf^h^7 >-4--f )V) -5- (3- (2- t Fo^ / X h * > ) 7 x x ;w ] 
7 a (2. 3-c] t: U v > 

(299) 7- (1-x b" ^ ^ >-4— T AO -5- [4- (3- t H y t!JH 7xXjH 
3? n [2. 3-c] tf 'J y > 

(3 00) 7- (1-X^ 1 y >-4--f ;U) -5-14- (3- t F a is 7 f )l) 7x*M7 

d [2. 3-c) tr U > 

(301) ?-(!-xf jRX-yy >-4--f ;H -5- [4- (2- t HD + yX h * >- ) 7 x x )V] 
7 d [2. 3-c] tf 'J v > 

(302) 7-(l-X5 1 J^^7y>-4-f A ) -5- 14- [ (R) -2- fc H a * -> - l-* ^ ;U x h * 
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y]7xZJH7o[2. 3-c] ^Uv> 

(303) 7-(l-xf ^7y>-4-< JU) -5- 14- [ (S) -2- t K ;i/X h 4 
~>] 7 x - ;H y o {2. 3-c] tf ' J > 

(304) 7- (l-x^;Hf >?>-4-^ ;i/)-5-l4-[(S)-2-t Ha*S'7D7K*~>]:7x 
x;H 7 □ (2. 3-c] M U 

(305) 7- (l-X^^e^^v? >-4-< ;H -5- 14- ( (R) - 2- 1 Ho^S/yo#=*^]:7x 
x;M 7 □ [2. 3-c] tf'Jy> 

(306) 7- (1-X^JHf ^7i^>-4- f ;W-5-[4-(3-t K a * > -3-* ^ )V 7 V -> ) 
7 x x;H 7 D (2, 3-c] e 'J y > 

(307) 7- (1-x ^ ^ y >-4-*f )V) -5- I h ^ >X-2- [4- (2- 1: K d * i> x h * 
->) 7 x x;H x^x JH 7 d [2. 3-c] tf u *J > 

(308) 7- (]-X^jV t*^ 7 >-4-< ;H -5- I h > 7s -I- [2- (2-t FD^yXh^ 
y)7xZJHlf-JH 7 a 12, 3-c] t'Jyy 

(309) 1- (1-X 5^ fcT^ 7 ^ >-4-< ;U) -3- (4- (2- t KD^y^-^^J^O^+y) 

(310) 1- (l-x^ ji, h' 5 >? >-4--f ;U) -3- (3-7 x x;i,-3- t K x-l-:/ □ fx 
;M < v * y u > 

(311) l-()-x5 : ^t:^7y>-4-< JH-8-^?^-3-(4-^ h * ~> 7 x x ;W V * 

y 'j > 

(312) 1- (1-X^;i/ tT^ 7 >-4--f )V) -4-> (4-> h -> 7 x x;H -f V * 

y u > 

(313) I - [)-(2-y 7 y M fcT ^ ^ >-4— f ;H -3- (4-* h ^ -> 7 x x ;U) -f y 

* y > 

(314) l-[l-(*JW^-f JMf ;He^7*>' >-4--f JH -3- {4-* h * -> 7 x x;U) 

-f v * y • J > 

(3 15) l-(4-x5-juxyu^x;u^^^i/>-i-^;U)-3-{4-y h ^ -> 7 x x ;u) ^ y 
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* J U > 

(316) 4-tf ^ 7 v - JU-6-I4- (Z-^^-2-hh'D^y/D#^y)7i-iHfl 
y [3. 2-c] \d *) i? > 

(317) 7- (l-X^;Hf ^ 7 ^ >-4— f ;U)-5- [4- (3-fc H y) 7 i - JH 
7 D [2. 3-cl t'J^> 

(318) 1- »J ^ >-l-f )V) -3- (4-* h 4 is 7 x. ~ )V) -f V * / 'J > 

(319) 1- IN- [2- (2-y>?^7 = / )xfJM-N-^f ;l/7^ >M -3- (4-* h4'/7i 

(320) 1- (4-^E »J -3- (4-* h^i/7i-JH< V* ^ U > 

(321) 1- (I-x tf n >J yzjb) / f jl^7 5 y -3- (4-^ h + y7xz;H-f 7 

(322) 3- (4-> h^y7xZA)-l-(2-(2-t:'JyJHx^;i/]7a y -f V * y 'J > 

(323) 1- [2- i4-^)V& U ~)V)JL^-)V)y^J -3- (4-^ h 4 :7 m — -fV + /'J 
> 

(324) 1- (1— f 'J ^) -3- (4-* h^y7iZjH-fV^; U > 

(325) l- 14- (tr ^ u v >-i— f ;u) t: ^ u >-i--f ;n -3- (4-> h ^ x -y 

(326) 1- (1. 4. 5, 6-x h 7 k h' o t* 'J S V >-!-- f ;U) -3- (4-* h 4 -> 7 x - JU) *f 

v * y u > 

(327) 1- (l-Xf J^^e t:^ 7 y >-4--f JH -3- M-^ h + y7xZ>Wy^; 'J 
> 

(328) 3- {4-* h + y 7 x^/H-l - (4-X^ jHf ^ 7 > - I ~Y ^ ) * ? -f V 4 J 
■J > 

(329) l-(4-X7 c ^t , ^7v>-!-<;l/)-3-[3-(2-t H o + -> X h+-»7i-JH 
-f V * J ' J > 

(330) I - (4-X^JU b? ^ ^ ^ >-l--f ft) -3- (4-X ^y7x^JH-f 74 / U > 
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(331) 1- <4-X^;U fcf ^ v i? >-\-i )V) -3- [4- (3-t Ko^y^D^^yj^izJH 
<i V * y U > 

(332) 1- (4-X^;U tf ^ 7 y>-|-^f iH-3M3,Mf l/>yt^y7i-JH-f V 
*c J "J > 

(333) ]- (4-X^JU tr^ ^ ^>-I-^f JH-3-[4-<3-* h=^y 7irjH>f 

(334) I- (4-x^;i/ tf ^ 7 >-l--f ^>-3-[4-<n-:/^;M 7 ~ ;H y=*y >; > 

(335) 1- (4-x^JU bT ^ 7 >-l-*f ;H -3- (4-> h ^ ^ tf U >-2--T ;U) <V+y 

u > 

(336) I- (4-x^;l, t*^ ^ >* >-l--f ^)-3-[4- (i,3-yt+V7 >-2— T ;U ;* J- j\, * 
(33 7) !- (4-lf J^^7 ^ >-l--T Jl/) -3- [4- (2. 3-i/ b H o * -> y □ # * f> ) ^ x 

— ;u j v * y y > 

(33 8) I- (4-x5F;Ut^5> >? >-I-*f ;U) -3- <4-# Jl, A ^ -f )V * h + x7x-;H-f 

v + y y > 

(339) I- (4-x^;Hf-< ^ >-l-< JU) -3- (4- h 'J7J^n/ h * is y * ~ )[,) 

v * y y > 

(34 0) I- (4-X^;U t'^ 5 JP) -3- [4-(2-tKD^yXh * :>) -3-* K * 

(341) 1- (4-x^;i/ f ^ 7 ^ > - 1-< JH - 3- (4-^ f t 7 x - -f v ^ y y > 

(342) 1- (4-x^;U tf ^ ^ y>-l-fJH-3-(4-^J^i^-jniZjH'fv + 

y y > 

(34 3) I- (4-Xf jpe^72; >-l-Y -3-[4- (2- t Fp+v-3-> h^y^D*^ 

(344) I- (4-xf;l/t^7v > - I— f JU) -3- (2- ;* h * x fcT » J ^ >-5--f iH-IV + y 
>J > 
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(345) I- (4-x^^bT^7 5>>-l--f ^)-3-(4-(l-t HD + /-|-/f*i fW 7 

(346) l-(4-x?;n;^7i;>-|^;H-3-H-IN-|2-t FD + ^fMi/p/^ 

(347) l-(4-xyjUtf ^9 S?>-l--f *)-3-|4-W-(2-t Kn + xlf W^A7 7 
t-/M7HJH-fy + / ij > 

(348) l-(4-X^^t^5-^>-l-f ;P)-3-f4-(Hfc K □ * -> x ? )l) 7 x x ;H -f 

(349) 1- H-IfAK^J *>-l~f ;H-3-(4-(^D tT^XJU* x 7iz;H-f 
V 4=- y 'J > 

(350) l-M-lfAt^55?>-M ^) -3- 14- [ (3-> h * -> ^ D fcf >UU * x jH 
7ir;n-f yu > 

(351) l-(4-x^;n;^5 ^>-j-^;H-3-[4-(2-t K n * ->x^JW) 7 a: x ;h 

(352) l-(4-ifAC<5J>>-M ;H -3- [4- (3- fc Kd* j/^n KlU 

(353) i-(4-x^;p e-?5 -^>-i--f ;n -3-[4-(N-y d e;^^77t<;w7iz 

(354) l-U-X^M-e^^-l-r ^)-3-|4-[N-(2-* h * -> x ^ ;U) X * 7 7 * 
-f Jl')7x-JH<y + > ; ij > 

(355) l-(M^Jl,^7y>-K ^)-3-(4-(3-7;U^D^D V )\,) * )V )V y 

(356) l-U-xg^f^ 5> >-l--f JM-3-(4-(tfD .j i?>-|~f ,U)x,U*-,i, 7 

i-M-f y + y u > 

(357) l-l4-if;Hf^y>-KA)-3-[4-IMfj^;i-77t^H7izM 
-fv + yu> 
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(358) l-(4-x?*d5S> >-!-< ;U)-3-l4-(N-* ?)\,-H-7a \Z)V*)\,z> r^-f 
)V) 7 i - A]-f y *y ij > 

(359) l-(Mf^t^7y>-l--f;H-3-[4-(NJ-yI?^X^77 ; E'f ;U) 7i 

(360) i-(4-x^;pe-?7-^>-i-r ;u) -3- u- in- <i-> y d trjuxji^ r =e 
-f M 7i^;H'f V*/ 'J > 

(361) 1- * tf< ? is >-\-^( )U) -3- [4- r JU x ju ? r ^ ^ )V) y ^ -, H 

(362) l-(4-if^ei7 JU)-3-[4-(N.N-^>^;ux^7 7 * -f A) 7 » 

-)H-fv*;y> 

(363) l-(4-X^;p f< 7 ->'>-|— f ;U)-3-r4-(N--> ? □ t^XA 7 7 -E< ;H 
7 jc ^: ;H-f y 4- y ij > 

(364) l-(4-x^;nf-t5->->-l--f ;P)-3-f4-(N-x^^* jpa^^ A) -^j 

(365) l-(4-X^,Hf ^7 i7 >-,_ < ;U)-3-(4-(N-^^^A;p/^<;p) 7i - ,H 

(366) I- (Mf ^e'<7y>-i-<M-3-H-(ifjMA*rjH7 I z ;u] -f y 

(367) \-{A-^T)\,\d*7is >-\-4 )\,)-z-u-y )X ,* n -4-* h*->x h + -> 7a: 
x JU) -f y ^ y ij > 

(368) l-M-X?Jl-et5->->-l-f;H-3-{3,S-y7;^P-4-/ h*->x h * -> 
7i-;H-f y + /.j> 

(369) l-(4-x^;utf<7> ! >-l-'f ;U)-3-(3-7;U^-D-4-(2-t Ko*->x H*->) 
7 x x )l] -f y 4. / ij > 

(370) I - 14-1 f Jl, e ^ 5 y >-|--f *l - j- 13. S-y 7 ^* d -4- (2- 1 Kd*>i h 
*y)7iz;H-fV + / U > 
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(371) l-IMfJUi^^-HM-Ma.s.^^o^,^^^^ 
->) 7 x. ~ )U) -f y * y ij > 

(372) 1- 14- (2-t KD*->x^JU) ^5y>-|-0]-3-[ H »-i f;U ^ 77 

(373) l-[4-(2-t KD*M?A)^ 5S ; > . MA] . H4 . (rDeA ^^. 

(374) t-l4-lfJHi^7y>-l-^;H-3-|7i -^ f tK V * / 'J > 

(375) I - 14-1 f ^ 7 J> > - l- -f )H -3- H- 12-* * y y D tf ;P) ? * x;H -f y 

(376) 1- (4-1 5- )V fcf ^ 5 i> >-] ~f - 3 - [ 4 - (2-t K D * •> ^ □ t;H 7 x r ;H 
-f V V u > 

(377) l-(4-x?iH;^?s?>-l-f A}-3-H-<2-t ¥ a * -> - 2 - * ^ ^ n t ) 

(378) l-(4-x^;Ptf'<7 ^>-l--f ^)-3-(2-t U v?;U^*)-f y* y ij > 

(379) l-H-lf*i;^5J».K W .j. H .y3 l y A7s; . AHn/1J > 

(380) l-(4-X^^fcf-?5^>-l-f ;U)-3-(4-(l-t h'D + y-f 5 y^;n 7l . 

(381) l-IMf;i,^5-;>-KJU-3-[4-(ll-^^. N ^ Dt;j ^ Jw ^^ H 

7x-;H-f y * j ij > 

(382) v>-l--fVP)-3-|4-[N-(2-t H n*->x* ,H-N-* ^ }l 

(383) l-(4-If;i,t^7y>-M JH-3-(4-(3-t KD*H-/n7-D|;*| 
7 jc - ;H -f y ^ y ij > 

(3 84) l-H-I5 1 At^7i;>-I^JH-3-|4-ll(-yDtAAju/^-fjn.j. 7 ^ 
(385) l-(4-lf^t'< 7 y>-|-f ;H-3-[3-7;U*D-4-(2-t K D*->x5^1,) 
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7 JC - )U) -f V * J 'J > 

(386) l-<4-Xf^H^7 5>>-l-f JH-3-f4-(3-fc Hd*^2-^j^ d tf;|,) 
7 jc - JU) 4 V * j »J > 

(387) l-(4-x^^tT-;^^>-|-f ;H-3-l4-(l. 2-5> t K d * ^ x 5P A) 7 x - )V] 

-f y + y 1 j > 

(388) J- (Mf^^^y >-!-< ^)-3-(4-(3-b K D * is -3-> ^ ;U >^ )U) 7 

(389) I - (4-x f JHf ^ 7 5? > - 1 - < ;H - 3- [4- (3 - t 2-^*^;i,^d tT 

(390) I-(4-x^^tf^5^>-|-^ J iu)- 3 -(4-(3-t K d * -> - J . J -is * 7 ;u 7 a tf 

(391) 1- (4-x?jPt'^7 S*>-l--f ^> -3- [4- (J . 3-^ fc K n*->-2, 
a tT JU ) 7 x ;u ] y * j \j > 

(392) 1 - <4-X^jPt^ 5 ^ >-l— f ju) -3- 14- [4- <2-fc h'D^yx^JUfhn 
H n b* =7 > -4--f ;H7xz;H<y^; ij > 

(393) l-(4-X^JH:^7 zs > - I --f )V ) -3- (2- 1 F □ * > ^ ;K > ^ >-5--f ;U) 

*r v * y u > 

(394) I - (4-x f JI/ e ^ 7 5? > - l-f ;H - 3- [ (3. 4-5? k KD + y^f;M7x=;H 
-f V * J 0 > 

(395) i-(4-x^Mf^7y > - I — f )V ) -3- [4- ( 1. 4-^ * * * > -2-f JU) 7 x x ;H 
*f V * J ' J > 

(396) ]-(4-xf;H^^7y>-l-f;U-3-(4-(T h^fc Fd7 7 >-H;H7i 
x y =^ / ij > 

(397) tf >-l--f ^)-3-[4-(cis-4-fc Fd^^d^^jh 

(398) |-{4-x^;Hf ^^^>-|-^ jU)-3-[4-Urans-4-k K □ * -> f> d -\ * ~> 
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Jl) 7 I - )\,) -f V*r J >J > 

(399) l-(4-X^;Hf^ ? ->*>-l--f ^)-3-[ 4 -(^ h 7 t H □ K 5 >-4--f ;H * ^ 

(400) 4-* D □-I-I4-If^^ 7 y>-H ;H-3-{4-* hti/JjiAKy* 

y 'J > 

(401) l-(4-X^JPI^5>-;;>-l-^ JU)-3-[4-(cis-4-t KDt^FjtKoe 

(402) l-(4-X5^Hf<7S;>-l~f JU)-3-|4-(trans-4-fc CDt^fhjtFD 
tf 5 >-2--r jh 7x^;n-f y * y 'j > 

(403) l-(4-i?;Hi^7v >-l~f ;U)-3-l4-(2-t f D+y ^ t y) 7i 

-f y =^ y 'j > 

(404) i-(4-i*;pe^?y>-i- r ^)-3-i4-(2-t h ->-i-*?;i,x h*->) 

(405) l-(4-X^^tf^7 5?>-l— T ^)-3-(2-^ h^i/tf •JS*>-<l--f ;H< 
■J > 

(406) l-H-If^fl^/z-l-fAI-a-IMVyAt + ye >j y>- 4 --f JU) -f 
y*/'J>i>«fctf]- (4-x^;u t^j^^-HJH -3- tt-i? a a tf U v>>- 4 --f jm 

(407) l-(Mf JHf^7y>-l-fM-3-[2-(2-^ h * -> x h * » K >j v >-4- 

(408) l-IMf*f'<7y>-H*)-!-M-*Art?'fjl,7iz*H y*y 'J 

(409) l-<4-x^;Ut:^^^>-]-^,U)-3-[4-(^i7 D^y^bF D 4y^;H 
:? x - ;H -< v ^ y »j > 

(410) l-(4-X^;P v ;U)-3- [4-U-fc K D * > ^ h 7 t K □ tf v > 
-4— f ;H7ir^Kv^; 'J > 
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(411) l-(4-X^;U fcf ^^^>-i-<;U)-3-l4-(lf X (1. 3-^7 \Z-A-2-f jl,) t H 

(412) l-(Mf JHf^7S;>-l-f;H-3-[4-(l 1 3-fP7 »/-;P-2--f ;H t K 
•>^f ^7x-jH< y ^ y y > 

(414) l-M-i^^e^^^^-HW-a-iH >y; >- 5 -^^)^ y^ yiJ> 

(415) 1- <4-x^.;U tf^ 5 ^ >-l~f -3- (1- t KD*y-f >^ >-5-^f ;H ^ v * 

(416) !-(MfjPtX7 v 5 >-l— f ;U)-3-[4-(3-t K o^y-3^f;^f ;|,)-3 

-7j^D7xzjH-f v ^ y u > 

(417) 1- <4-X^;U fcf-< 7 ^ >-l— f ;M-3- [3-> 7 ✓ -4- (2-fc K n * ->x h * ->) 
7 a. x ;H < y 41 y y > 

(418) j- (4-x^;u tr-;^ >-i— f ;u) -3- [3-(3-t h'D^->y D t'M 7 x x;n 
*f v y y > 

(419) 1- <4-x^;nf ^5 v >-i— r ;u) -3--< > >? v * y y > 

(420) J - (4-x^ju it >-l--r ;U)-3- (2-t Hd* is -2-7 xr;Hf jn< v 

+ y y > 

(4 22) >-t*>x;U*>T^ K -1- (4-X^^ tT^ ^ >? > ;U) y * / ij > 

(423) l-(4-x^;Pt:^^^>-I-<jU)-3-(4-^ h + y /> C>-t'>XJ^>7 ? K) 

-i v * y y > 

(4 24) I - (4-x^jl, < 7 y >-l--f ;M -3- (4-/ h + y7xy + y/ f jh<v^ 

y 'j > 

(425) I - (4-x^;U tX7y>-l--f ;U)-3-(4-(2- t K □ * -> x h * ->) -2- * ^ =^ 
y7x- J )H-f7 + y U> 
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(426) l-(4-x^/Hf-*^s;>-l-f ;b) -3- |4- (2- 1 K d * > -> >? a >\ * •> )U * * 
~>) 7 xx;um v + yj> 

(427) 4- (4-X e ^ 7 ^ > - l--f ;H - 2- M-/ ^i/7x-JH^tV'J> 

(42 8) i-(4-Xf^e^7y>-l-fJH-3-(4^ h + x 7 x z JM-7-71f V ^ / 

U > 

(429) 7- (4-x^;U tT ^ ^ V s >-l — f ;U) -5- [2- (3- t H □ * Zf a tf ^) tf U >- 
5— f iHfl / [2. 3-cJ fcT U ^ > 

(430) 7-(4-X^;Uhf-<^^>-l— f ;U)-5-[3-(2-fc h'D^yX h + y)^f >JM 
^x y [2. 3-c] tf 'J > 

(431) MM?jHi^7y>-HM-5-[M2-k K a * -> x h * ->) * ^ lUi, ) 
/ (2. 3-c) tf >J > 

(432) 7- (4-x^jb tf^ ^ >-!--r JU) -5-f4-(3-fc H n * :> it a tf ;U ) 7 x - ;u ] 
^x y (2. 3-c] tf «J >> > 

(43 3) 7- (4-x^;i- tf ^ ^ is >-l->f JU) -5- 14- <3-t K D * > ^ a tf JU ) -3-> h * 
~> ^ x — ^ X y (2. 3-c) tf »J ^ > 

(434) 7- (4-x^;p tT^ ^ ^ >-]— f ;i.)-5- (4- (3-t K u * -> it a # * ) 7 x - ;H 
^x y [2, 3-c] e y z? > 

(435) 7- (4-x-^;P tf ^ 7 v> >-J--f ;H -5-[4-(2-b H □ + i/ ^ d -» 7 i -;H 
^x y [2. 3-c) e'Jy> 

(436) 7- <4-x?;W tf ^ 5 fx ;W) -5- [4- (2-fc H □ * is zt a tf ;P ) 7 x x JU] 
^x y [2. 3-c] tf u > 

(437) 7- (4-X ^ jj, t^7y>-l«<JH-5-[3-^QD-4-(2-t K 
7 x x ;U] 5"X y (2. 3-c] ^'Jy> 

(438) 7- (4-X?;Hf^7 5* >-!-- f )U) -5-(4- (I- / ^;W-2-t H a * -> x K * -> ) 
7 x x;H ^x y |2. 3-c) tf »J is > 

(439) 7- (4-xf ;Hf ^ v ^ ;U)-5-(4-(3-t H o * f> -3- * ^ JU It ^ Jl ) 7 
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x-JH^xy [2,3-c]f'Jy> 

(440) 7-(4-X^;Ufcf^^> t >-l-<^)-5-[4-(3-t K D * -> 7 ^ JU) y x. x )V) ^ 
X y [2, 3-c] e 'J y > 

(441) 7-*(4-x?^ t'^^ 5?>-l— f ;H-5-[4-(3-t K □ =*■ >- -2-* ^ y □ tf;U) 
7xz;Mf x; [2. 3-c] t'Jy> 

(442) 7- (Mf;pe^< ^ >-i--r no -5- u-n-t k a* ->-2. i-v * ^juy a e 

^) 7 i x;H ^x y (2. 3-c] tf U is > 

(443) 7- (4-xf jpe^ ^ / >-]--< ;p) -5- [4-<3-t Fn^y-i, j^ Dt 
^) 7 i-JHfi; (2, 3-c] e U v > 

(444) 7- (4-X^;P f-C 7 >' >-i— f JU) -5- (4-(2-t K D * is ~f u tf ^ ^ V i x 
;u]^x y [2, 3-c] t'Jyy 

(445) 7- U-x^p hT ^ 7 i? >-l— f )V) -5- (4-* ^ >x;^x^7xx;H^xy 
12. 3-c) tf »J V > 

(446) 7-(4-X^JUe^5 5* >-l--f JH-5-[4-(l-b F Q^y JU 7xXJH ? 
X y [2. 3-c] tf U > 

(447) 7- (4-x ^ ;Hf ^ 5 5* > - I—OH -5- [4- ^ # ;P A *f JH 37 * - ;U ] 
fx y (2. 3-c] tf 'J > 

(448) 7- (4-x^;u f< 5 >? ;H-5-[4-(N-xf;^;i,;U<;H 37 j. - ;H 
f x y 12. 3-c] t^'Jyy 

(449) 7- (4-X 9^ tf v 5 >-]-< ^)-5-{4-(N-y D fcf JU # ;U A * -f ;H ? x x ] 
fx; 12. 3-c) tf 'J v > 

(450) 7- (4-x 7^ tf ^ 5> v >-!-< ;i/)-5- (M^ >X j^z;|,7x x;U) ^x y 
[2. 3-c] tf >J V > 

(451) 7-(4-Xf^t^7y>-!-<;i/)-5-M-ypyt>x;^xj|,7xxj|/)^x 
y [2. 3-c] fcf 'J iy > 

(452) 7-(4-x^JHf v >-l-< ;U)-5-(4-<N-:/f ;UA^-f iH7x-JH 
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^x y [2. 3-c) tf U i> > 

(453) 7-(4-X^JU tf ^7 v >-| — f JP)-5-f4-(H—>^ □ ^ > ^ ;u £ ;t , , K t ^ , u } y 

x x;u] ^x y [2. 3-c] tr 'j >* > 

(454) 7-(4-x^;L,tr^5S;>-I-<;U)-5-(4-(cis-4-b HD*yfh7tHoe 

^ >-2--r ^ x y (2. 3-c) tr u v > 

(455) 7- (4-X5F^ tf V >-l->f A ) -5- [4- ( t rans-4- h KD^yfh7t K o 

tr ^ >-2--f y x x;n^xy [2. 3-c) tf y v > 

(456) 7- (4-x f e < 7 3; > - l-f ) - 5- (2. 3-s; k Kn-2-t Kd*->^;h 
-y.^;u^>y>;7^ >-5--f ;H ^x y [2. 3-c] t: U v > 

(457) 7-(4-x?;Hf^7 > - l--f ;U ) -5- [4- (~> 2 a "\ * x )V t Hd^v^jh 
x x;M ^ x y [2, 3-c) tf »J zS > 

(458) 7-(4-x^;Hf^^>?>-l-^;U)-5-[4-(^^ P^>f;pt H 
7 x x;H -^x y [2, 3-c) tr U ^ > 

(459) 7-(4-X^JUtr^7> f >-l— T ;i,)-5-(4-y h + S/^xxJH^xy [2.3-cJ tr 

'J V? > 

(460) 4-(4-x^^t^^^>-|-<^)-6-[4-(l. 3-^^-^ V ^ >-2-^f A)> 
:> 7 x - ;U] ^ x y f3. 2-c) tf 'J >? > 

(461) 4-<4-X^;V tT^f7^>-|-<;U)-6-(4-<2-t h'n^^xh^^J^^x^J 
^x y [3, 2-c] tr 'J 5/ > 

(462) 4-(4-lf;ktf^7S;>-l-<;H-6-[M3-t H D * -> 7 D # * -> ) -7 x x JU) 

^x y [3, 2-c) tr »j > 

(46 3) 4-(4-X^JUtr^5^>-l-< JH-6-[4-(2-t H P* >"l-^f JH h^y) 
7 x x;H fx; |3, 2-c) t 'J y > 

(464) M4-xf;i,e^7y>-l-<;H-6-H-(J-t Hn^^-l-^DtTn^J^i 
x;H^x y [3. 2-c] tf y 

(465) 4-(4-x^;utT^5v>-l--f ;U)-6-[4-(3-k KD^y^D e;H 7i - ;H 
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9 1 X y [3. 2-c] tf »J V > 

(466) 4-(4-xf;n;^7y>-|-f;U-6-N-(3-t H □ * ^-3-> 
i\>) 7 jl ~ )\,\ J- z_ j [3. 2-c) tf 'J £✓> 

(467) 7-(4-x?;Hf ^ 7 * >-l--f JU)-5-(4-* h * > 7 x =. JH 7 □ [2. 3-cJ e >J 
y > 

(468) MMyjiretJi' >-l— f *)-6-M-* j> 7 x 7 o (3. 2-c] \d 'J 

is > 

(1) l-M-x^;pbTt5y>-i-if ^)-3-[4-<l-t Hd^->^o tr;u> 7i = AH 
v * y u > 

(2) 1-M-ifA K^5^>-l— f jb)-3-[4-(3-fc h'D+y/ot;M7izM-f 

(3) I- <4-X ^ ;Hf ^ 5 > - |~f -3- [4 _ (3 _ t * a * *, 79- JV) 7 * =. 4 v 

v * y 'J > 

(5) l-(4-x^jutr^7v'>-i-'r;u)-3-(4-(2-y h*->x h + 7xx;n-f y 
+ y 'j > 

(6) l-(4-X^JUtT^^i7>-|-^jU)-3-|4-(2-7;U*nx h*->) 7 x x ;H-f y 

y u > 

(7) 3-[4-(2-> 7 y x K * ->) 7 x-;H-l-(Mf ;n:^7 v >-!-< ;H ^vt 

y u > 

(8) 7-(4-x^;utr^7-^>-i—f ;u)-5-(4-t h*D*xxh^>-7xx^)^xy 

[2. 3-c] f'Jy> 

(9) (4-x^;u t^7->->-l--f JU)-6-(4-(2-t Kd + xX1-*v)7xx;H^x 
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J (3. 2-c) t: »J V > 

(10) 4-<4-x^;i/ tf^ ^ y>-HA)-6-(4-(2-t F n + y ?D^4 y) 7 X -JH 
fl / [3. 2-c) t!'Jy> 

(11) 6-[4-(2-j* t HD4y)^D#^y7xz;H-(M^JHf^7v7> 

as « r © « an su ^k*. -7U-f>«*, ^v;uet^, 3 /n ^ k * <t o^r 

&@g0>tt;&D&, >x;i,*>e£i&, x ^ >*;u* ^>±T>xju*>& 
Jfi. p- h ;ux > >K£* ^>^r-^;u^>^^/j:i:©x;i/^>K<D^jn 

75ytO«HD«<Cf*#»f6rt*tT#» L < teifcgfeig, ~> a ■> & & 

*J T & D , *i S K: ML RK Jfe 2 ti fc: i> . 
t a « ^ 
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*-*->*fbU>, H^{b»J>, E*ftu>* ^fk^^*-;u, Sft7^7'j;k Jg 

n y ><b< V* y 'J (IV) tf^7S'>£fcUl-fBlAe'<7i?> 
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(2) ♦«HK^»&lftKU5?>ft^ttmg)-»tfi:^i>T t gAat^ii-^vf 
i:o*§t)i!IE(l)i:H*i:. y k H o e U K »J >-8-* > »* # (VI) 




(VI) 



(CH 2 )n-R 



33 




(CH^n-R 
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(VII) 




(CH 2 )n-R- 



33 



^ fiats (i) * s e (2) t (c, fiy <j >-7-* mi n 

(T5K#RI. a*, R\R J, .R J2 ,R 3 \nHmfg2a:^^CD^^^^-T^. XIJad 
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^ Htria (i) n u (3) t mi« 7 □ tr u V s >-7-:i- >^«<* (x) ^. m 

5*#ss. R I .R".R",R".nf3«trfBt(gi«(D®«^^-r*. mnDir>i? 

iI»T5. ) 




gf^^n^ffi &k*m. $ 6 \z&m izm cxtz&m. mmm. m&m. 
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D ~** 7^t*7^A, h7»>h,--K7f>, t F D + / y D fcT 

fflt^n-s. ^ n e o ^ • mftm\znm&. -<c <d m>&^ \z o as jc u — ^ ,f > 
D*fflr**aijR»tLT»a. kx&» sirs ft a. 

ffilftttffi, y'j3>^, jtBSttffK «J >J3MK 

if <omn&w en. phm&*j. mk^jh. ^ u - h ^, ^ 

B R& tt #L # R . *W ft ££JStti^*c£ izftfr Z> ft 

©*»iK»ttinSK:lB3e**ltt^. 3£fc*I!lCiE:i:T»<k»Wf^ffl**r*flE 
fittffitt&L ffiftftf. 19 JB BUSH* fcf*5>», 7S/| ( fifiJH, 
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ft ft wm<d mm \z&fzz> n* mm \z 

COS^ fcflfcS**, i^fiEAl Bab^Ofl. 0 Jmg- 1 OOOmg 

Ti&D, b < 14 0. Ifflg-SOOfflg-Cfc 0. S 6 teff* U < ttO. 5mg- 100mg-?& 0. 

(2) Williams & Wilkins^fT, Stedman's Medical Dictionary 24th 
edition, 1277M, iquot;serotonin"CD^ 

(3) H (3). 459-467. 1993. 

(4) v?^ -^-;U. 30 (8). 2030-2068. 1994. 

(5) DNaamp:P. i (8). 453-460. 1992. 

(6) Annals of Neurology. 30 (4) . 533-54 1. I 991. 

-trah->iA, -fenh->2, o 17 Kl/t 'J >ft5g#«ftK« 

Jim 

(ttS> 
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1) tD h - >tV^1tl/- h (5-HT binoxalate. >- ^^ttSS) 

2) ^^irJU^K • *7 W-f >K:& (Metbysergide oaieate. RBI&S) 

3) [ s H]8-fc FD + ->-y7'Dt:jl,7^ y x h7'J > (8-OH-DPAT) 

4) [ a HJ £r * >-fe >J >«®I (Ketanserin hydrochloride) 

5) [ B H] ^ ^ >> (Prazosin) 

znz> coz&m&j: zfi®&it w v> ? t> * \zt m & co <t s & n jl * ; - )i\zmm 

LT*JB bfc. 

6-8 il&S>SD^ 7 y b & Vtz. 

< tOT7D>^7X* : &yt^tl ! -«:ffltiT^-l:L)£:^, 1 . 000 X gT I Oft f»1 & 
fcLfc. ^ & n&±«f £ £ 6 K20, OOOX gT20#BJX£> L/c. »&nfctt**«J5 
tCOVitliiaiWllKDSO^i, ^mtC-D^Tttl0fggO50mMh U ^ -«'flft (pH 
7. 4)K «fc O L. ^&T30#rD*W >*3."< — ~> 3 > 20. 000 x gT 20# 

IBJjS'k Ufc. » 6 $ £ fc2EK f^ttlrfiffi. a^Lfc. 5 *i «: £ , 

<pH7. 4)Siaicl8»LSei*i®$*£Lfc. &® ft W ft \* m & 3i X T~ 

( [Ml] 8-h FD^->-/yDf^75 / h^'J > K») 
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— ^^^T^^X^^^^-tr^iaL^. 50tnM h U X -£gg (pH7. 4) T ^ ^ X 

( 1 3 HI tr 2 >-fe U 

*BAflOS##H»lc, &#Yt£-^£0. 3nMco f'H) >r 9 >± 'J >*«tf, 37«c 
T I 5 # Pol >^^^C — -> 3 > L . £ *l £: -fe ;U /\ — ^7^ - ^fflUT^777>< 

^^-■e^iaufc. 50oMh u x-*ggg ( p h7. 4)t*^5 x:?^ )v* - m& 

Ki = ICso/ (1+ c /Kd) 

* + . c te&&H$ <J # > KSflEfc. KdteX^r K (Scat chard) M « tc «fc 

( [ 3 h] y^y-> > agists*) 

>P^-T«iiUfc. SOaMMJ <pH7. 4)T^ 5* 37 * »*-*ttf*fc^ 

-tfeta3fc;**£tz J: D. *R9!fl:dttttSM4>-fe a h - > (5HT) 1A, tDhz> 
(5HT) 2#«e#»*tt^»«Lfc»**KTlC*r(«*OIIIS«No. 11. '&m<0 
***l<DNo. *fctt-tah = >f|Effltwr*Hitt»«ift:*4fctLT. 

Cyprobept ad ine&£tfCyclobenzaprinefe|SIP$l;:Jfct&L&. 



58 



WO 99/18077 



PCT/JP98/04465 



No. 5HTI (nMJ 5HT2 (nM) 



1 


21. 2 


36. - 


3 


65 


3. 8 


4 


71 


74. 9 


5 


21 


2. 2 


7 


27. 9 


81. 3 


9 


57 


24. 5 


10 


60 


1 1 


12 


140 


5. 32 


14 


23 


35 


IS 


55. 5 


19. 5 


16 


30 


44 


17 


11. 1 


26. 8 


19 


6. 9 


1. 6 


20 


14. 5 


2. 6 


21 


17. 2 


4. 3 


22 


9. 4 


I. 5 


23 


16. 8 


6. 4 


24 


11. 7 


7. 4 


25 


21. 5 


3. 4 


26 


8. 5 


55 


27 


29. 42 


2. 47 


28 


24. 4 


9. 1 


29 


9. 6 


3. 5 
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30 

31 

32 

33 

34 

35 

36 

38 

39 

40 

41 

42 

43 

44 

45 

46 

47 

50 

51 

52 

53 

54 

55 

56 

57 

58 



10. 7 
10. 7 
10. 1 
7. 9 
23. 5 
35. 3 
18. 8 
20. 8 
26 

26. 7 
40. I 
33. 1 
29. 3 
55.4 
45 
58 

25. 3 
25. 2 
102. 77 
23. 5 

61. 25 

62. I 
10. 4 
37. 4 
57. 2 
23. 3 



6. 3 
30. 3 

7. 8 
10. 9 
17. 3 

5. 7 

3. 9 
75. 7 

4. 9 

3. 1 
45. 6 

4. 4 
66. 6 

9 

1. 1 
12. 7 

2. 6 
21. 9 

I. 87 

0. 6 

1. 78 
4. 9 

15. 3 
59. 5 
4. 6 
18. 7 
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59 16.3 14.3 

60 21. 3 9. I 

61 11.7 8.2 

62 14.8 4 

63 18. 1 0. 84 

64 86. 99 8. 5 

65 60. 1 33.5 

66 52. 7 21.6 

67 27. 3 6.6 

68 30. 9 94. 1 

69 17.2 17.3 

70 23. 3 5.5 

71 2 1.5 

72 1 5 3.6 

73 1 3 3.3 

74 4. 6 7. 7 

75 7.7 10 

76 5. 7 8. 9 

77 13.6 90.5 

78 0.56 1.9 

79 5.8 23 

80 0.8 1 6.3 

81 I. 1 15. I 

82 0.2 1 0.8 

83 75. 6 4. 3 

84 72. 1 0. 9 
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$5 

86 

87 

88 

89 

90 

91 

92 

93 

94 

95 

96 

97 

98 

99 

100 

102 

104 

106 

108 

110 

1 1 1 

114 

122 

123 

125 



18. 7 
1 1. 7 
16. 9 
9. 4 
6. 3 
4. 5 
1. 1 
0. 9 
10. 8 

6. 4 

7. 8 
138. 4 

34. 7 
61. 6 
3. 5 
12. 7 
129. 36 
108. 71 
70 
156. 65 
58. 62 
10. 28 
167. 03 
40. 1 
34 

27. 1 



9. 7 
5. 3 
17 

11. 7 
10 

12. 9 
1. 6 
0. 7 

56. 7 
41. 2 
21. 2 
0. 1 

13. 3 
2. 7 
6. 2 
5. 6 

132. 01 
100. 93 
30. 6 
33. 76 
108. 98 
89. 9 
49. 89 
19. 9 
29. I 
6. 9 
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126 

128 

129 

130 

131 

132 

133 

134 

135 

136 

137 

138 

139 

HO 

141 

142 

143 

144 

145 

146 

147 

148 

149 

150 

151 

152 



26. 4 
22. 2 
21. 6 
24. 4 

6. 4 

1. 5 

2. 9 
4. 9 

3. 4 
3. 7 

7. 2 
13. 5 

2. 7 
2 2. 1 

2. 9 

3. 3 
2. 2 

4. 8 
7. 5 

170. 5 
6. 5 
6. 33 
37. 2 
10. 7 
7 

6. 1 



5. 7 
3 

18. 4 
17 

5. 8 
23. 4 

6. 2 
12. 4 
18. 9 
1 1. 6 
32. 5 

5. 5 
5. I 
36. 7 

20. 4 
15. 2 
17. 4 
12. 4 

3. 7 
2. 9 
1. 7 
7. 85 

21. 8 
0. 8 

79. 2 
12. 4 



63 



WO 99/18077 



PCT/JP98/04465 



153 |2.9 i.s 

154 |.6 8.8 

1 55 1 9. 98 4.34 

156 10. 93 0. 0 1 

157 29. 7 4.9 

1 58 0. 4 1 1.08 

1 59 0. 65 1 3.25 

160 22. 2 0.7 

161 10.7 23.8 

162 10.7 84.7 
1 63 25.1 19.2 

164 9. 38 U. 88 

165 32.58 25.38 

166 81. 89 1 1.49 

170 3 25. 4 

171 4.7 21.9 

172 4.7 36.2 

173 3. 9 4.8 

174 29. 1 7.3 

176 154. 55 12.38 

177 45 0.5 

178 56. 4 0.2 
1 79 5.3 0.4 

181 17.9 6.7 

182 10 15.89 

183 14. 1 3. 36 
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» 84 30.85 122.2 

1 85 2 1.2 1 2 

186 2.83 4.5 

187 9.81 2.53 

188 4.47 106.9 

189 37.17 0.44 

190 35 3.85 

191 12.98 0.93 

192 66.74 7.85 

194 n.21 33.72 

195 22.96 37. 22 

196 66.74 6.44 

197 70.69 4.26 

198 45.5 9. 08 

199 3. 27 3.8 

200 77.3 7.33 

201 35.9 2.96 

202 14.61 2.22 

203 5. 5 0.52 

204 25. 46 18.54 

205 33. 15 0. 98 

206 77. 12 2. 59 

207 22.23 1 7.95 

208 91,61 7.62 

209 3.28 2.35 

210 6.56 3.95 
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211 5.17 40.2 

213 21.1 31.82 

214 1 5. 59 7.59 
2 1 5 5 1.93 20.86 
216 16.55 15.53 

219 2.99 5.92 

220 0.53 2. 0 1 

233 200 1. 97 

234 1 28. 78 1. 1 1 

243 1 3 6.7 

244 27. 14 78. 55 

245 109. 44 72. 17 

246 86. 99 1 3. 9 1 

247 25.08 28.72 

248 42.98 3 1.57 

249 37.96 28.08 

250 122. 76 7. 67 

253 75.37 5.98 

254 59. 73 29. 18 

255 75.37 40.04 

256 9.22 19.48 

257 12. 58 23.23 

258 24. 72 35. 1 

259 9.26 18.86 

260 67. 79 0. 54 

261 53.74 0.06 
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262 


9. 04 


0. 25 


263 


6. 42 


0. 89 


264 


61. 35 


3. 34 


265 


9. 73 


113. 9! 


266 


97. 26 


13. 78 


267 


10. 39 


68. 74 


268 


16. 51 


85. 99 


269 


15. 53 


58. 38 


270 


42. 98 


30. 32 


272 


159. 51 


22. 45 


273 


51. 44 


9. 1 1 


276 


159. 51 


0. 45 


277 


71. 36 


52. 06 


278 


41.28 


4. 61 


279 


76. 43 


1. 44 


281 


15. 03 


16. 92 


282 


10.79 


6. 46 


283 


5. 71 


6. 43 


284 


91. 86 


75. 86 


285 


22. 18 


1. 96 


286 


6. 95 


3. 95 


287 


27. 91 


0. 87 


288 


80. 94 


0. 14 


290 


54. 87 


1. 35 


291 


43. 3 


I. 44 


292 


68. 62 


22. 45 
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298 1. 72 5.37 

299 0.37 30. J4 

300 0.49 9.06 

301 9. 15 12. 73 

302 0. 53 30 

303 0.53 44.42 

304 1 5.44 19.42 

305 18. 47 33. 12 

306 47. 73 0. 82 

307 7.7 11.47 

308 6.49 19.46 

309 91 0.01 

310 4.4 10.18 
3 17 12. 24 105.36 
329 3 1. 6 73.6 

331 23.6 5.9 

332 13. 9 12. 1 

333 17. 1 6. I 

335 60. 1 20. 3 

336 45.7 2.6 

337 25.7 5.6 

338 14. 1 61. 9 

339 2 14 1 8.9 

340 26.0 20.7 

342 6. 2 14.9 

343 35.7 5.7 
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344 

345 

346 

347 

348 

349 

350 

351 

352 

353 

354 

355 

356 

357 

358 

359 

360 

361 

362 

363 

364 

365 

366 

367 

368 

369 



10. 7 
I J. 3 
3]. 8 

8. 0 

11. 0 

3. 2 

2. 6 
15. 7 

4. 0 

1. 1 

3. 0 

2. 6 

1. 1 

2. 8 
6. 4 
6. 1 

2. 0 

3. 5 

4. 5 
3. 5 

21. 7 
26. 2 
3. 8 
55. 2 
32. 0 
28. 2 



35. 9 
L 4 
41. 7 
24. 2 
I. 6 

5. 0 
16. 7 

6. 4 
54. 6 

0. 24 
). 3 
4. 9 
24. 2 

0. 58 
19. 1. 

3. 2 

1. 5 

2. 6 
24, 1 

0. 61 

3. 9 
9. 9 
7. 2 
3. 3 
9. 1 
2. 5 
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370 

371 

374 

375 

376 

377 

378 

380 

381 

383 

384 

385 

386 

387 

388 

389 

390 

391 

393 

394 

395 

396 

397 

398 

399 

401 



23. 9 

41. 0 
44. 5 

30. 5 
19. 5 
28. 5 

42. 7 

31. 2 
1 1. 1 

7. 4 
27. 3 
14. 8 

8. 9 
25. 1 
21. 5 
14. 2 

7. 5 
3. 6 

13. 1 
10. 7 
37. 3 
50. 4 
53. 3 

8. 0 
53. 0 
31. 3 



3. 4 

4. 3 
24. 7 

7. 6 
6. 3 
16. 5 
95. 2 

23. 0 
27. 3 

3. 4 
0. I 
21. 6 
2. 4 

24. 7 

0. 7 
7. 3 

11. 1 

12. 8 

1. 8 
32. 9 

4. 8 

2. 6 
0. 9 

5. 9 
17. 2 

3. 4 
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402 23. 7 2. 1 

403 28. 35 0. 78 

404 ] 8. 76 1.07 

405 22.6 10.2 

406 2-Benzyloxy 46. 0 88. I 
2-chloro 12. 2 11.] 

407 17. 8 26. I 

408 19.8 36.3 

409 16.4 9.7 

410 21. 1 2. I 
412 19. 1 41. 4 

414 17.3 4.2 

415 3.6 11.6 
4 16 3 1.2 0.7 

417 13.4 4.5 

418 54. 5 1 7.4 

419 94.8 16.4 

420 1 17.4 22.4 

421 9.47 129.2 

422 5.32 1 75.3 

423 9.8 1 332.47 

424 6 1.6 1.93 

425 320.58 2.55 

426 132. 70 7. 10 

427 80.94 300.37 
430 2.48 11.68 
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431 I. 98 2. J 1 

432 1.98 28.48 

433 20.63 3.53 

434 64. 88 60. 48 

435 61. 18 1. 14 

436 8.64 26.03 

437 30. 49 1 8.11 

438 * 62. 94 18. 83 

439 44. 18 6. 03 

440 21.83 0.72 
44 1 15.23 0.4 1 

442 23. 23 2. 66 

443 10. 24 I. 85 

444 43. 16 1 1. 98 

445 5. 46 90. 37 

446 12. 20 29. 96 

448 22. 60 345. 80 

449 24. 04 43. 79 

450 6. 89 15. 16 
45 1 7.72 37.86 

452 19. 61 7.04 

453 22. 18 45. 39 

454 67.4 1 26.53 

455 50. 33 39. 99 

456 63. 33 16. 21 

457 63.33 280.93 
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458 


75. 37 


93 


. 12 


459 


107. 86 


60 


. 15 


460 


5. 32 


175. 


. 3 


46 J 


0. 17 


15. 


21 


462 


4. 83 


2. 


84 


463 


6. 98 


20. 


86 


464 


47. 81 


1. 


40 


465 


6. 28 


7. 


1 1 


466 


49. 8 


J. 


0 


467 


20. 55 


93. 


1 1 



Cyproheptadine 29.5 1.68 

Cycl obenzapr ine 25 29 



XKftJ No. or 1 (nH) 



I > 2000 

7 52 ) 

12 4111 

1 9 373 
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20 
21 
22 
23 
29 
32 
33 
36 
42 
45 
52 
63 
70 
73 
109 
123 
126 
139 
160 
173 
179 
181 
183 
185 
187 
200 



868 
636 
3095 
1253 
668 
500 
758 
1220 
2450 
1220 
555 
252 
1260 
699 
> 2000 
553 
382 
374 
536 
284 
208 
920 
577 
741 
969 
755 
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202 


> 2000 




220 


3803 




242 


1788 




259 


405 




281 


345 




286 


305 




289 


1306 




300 


> 2000 




331 


721. 


5 


393 


241. 


8 


4 16 


173. 


5 



Cyproheptadine 1900 



A (C < < , <tO»^tt©ifi5^ai»lT»*Ci:t>9i6^7?*-6. 
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> if)],** > > (5. 60g) £ >X7^t t K (2. 90g) £ 

->* * f 75 H (30ml) y ^ □ D-HX - h U 7 x 7 ^ ^ 

OA(0.40gK 3 ^ftfg-ffl (0. 20g) , h 'Jxf^7i > (2. 5ml ) 3E T\ £3s#® 

tttt v d/* f> £ A TK« U&. *g & £ & 



2-[2-{4--;>^;U^^i/^^>iU)x^-;UJ-5-^ h^^>X7^j t h* (2. 60 
g), t HD^y;b7 = >-m&& (O.B3g), m & *> h U A (0. 7 8g) £ JC * y - ;u 
(30m])*, 60T:-C2ISiaKJSS-t*fc. KfcSdGM;:*** »J ^A (2. OgK *(5ml) 

Hfc«* 2. 0g£»&. 
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3- (4 -^> V 4. is-jj. , U) ^ v 4= y ,j > . 2 _^- + . > H (2. Og) Jfiffc »J > 

ftI&&*Sg^ h U >?A7k€rlia^T. *r«SJi£7k. §& fa ft « * T «• # U £: . 

*«essv if * ~> v a mm^Mas^^ft, n&mvt<b t. l t&k. \-c? 

a a -3- 77. y^y .j N-If frf'C^y > (So]). 

U ^ (0.5g) £ )20-C-T5RfraSJj:^-a-/r. K^ffiSr^SJL, »SSX5^£ 

U >/* 9 S TRS UT." &ftefciH*©8fjtl{t£«!i jESffls l.32g£f§ 

'H-NMR(400MHz. CDCI,) : 6 (ppm) 1. I 7 < t. J = 7. 2Hz. 3H) . I. 64- J. 75 {a, 2H) . I. 80- 
1. 92 (■. 2H) . 2. 54 (q. J = 7. 2Hz. 2H) . 2. 74 (m. 4H) . 2. 80 (t. J = 7. 2Hz. 2H) . 3. 41-3. 56 (n. 

4H).4. 49 (s. 2H), 7. 02 Is. IH). 7. 22-7. 36 (m. 5H). 7. 40 (t. J = 8. 0Hz. 1H). 7. 53 (t. J = 8. 

0Hz. 1H), 7. 64 (d. J = 8. 0Hz. 2H) . 8. 01 (d. J = 8. 0Hz. 2H) . 

MS (FAB) ra/z 404 (M+H) +. 

T. If fiT^E JVy t X 65 18 |.l4g£tHfc. 
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OMe 



Me 



1-^ D D -3- (4-* h 3- ~> 7 ~ )l) -1 U > (526mg) i: 1-^ 1 ^ 7 y > 

(4.4ml) £r]20 t CT'-l&U!# L*:. SlSl^fi^EflllU fig fa S W * £ ft 
RKx^UTftttti Ufc. *r*g|Jg£*ifc, &&(MgS0<), MfiE««l^ ^ 'J * y ;u * 

tc<fc 0 i£6£&<h b, ?5*s& (x* y l, *£ft^*s<fi^4£gi{t#&j&6sjg 320 

mg^iAc. <JK^ ; 40X) 

: 

IfejK ; I34-I36X: 

'H-NMR(4O0MHz, DMS0-d«) ; 5 (ppm) 2. 86 (3H. d. J = 4. 4Hz) . 3. 26-3. 44 (4H. m) . 3. 54 
(2H. d. J=M. 6Hz) . 3. 80 (3H. s) . 3. 97 <2H. d. J = l 1. 6Hz) , 7. 05 (2H, d. J = 8. 8Hz) , 7. 55 (1 
H. ddd. J = 8. 2Hz. 6. 8Hz. I. 2Hz) . 7. 70 (IH. ddd, J = 8. 2Hz. 6. 8Hz. 1. 2Hz) . 7. 93 (1H. d. J* 
8. 4Hz) . 7. 98 (IH. sK 8. 06 (1H. d. J = 8. 4HzK 8, 13 (2H. d. J = 8. 8Hz) . 
ESI-Mass ; 334 (MH+) . 

W 3 I- ^ Jl fcT^ ^ ^>- 4--f JU1 -3- f4- (2-b K D * -> x K * y, I -y ^ - 

;h -Y v * y 'j > <p Et 
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Me 

l-(I-^?JH;^7i?>-4-^ h*->-l-7iZJH-fV*y.j>[2. 

u^A-cJsstt<pii=io)tLi7DD*^A-p»aiL. ^r*se&7ksfe. <M g so,) , 
ttiEm&urz. > * y -;p&»DAT^s«i^j!8© • m.m lt, a? # a a <* © & g 

<t^#) 946me£*lfc. (iE^ ; 50*) 

'H-NMR (400MHz. CDC I s) ; 6 (ppm) 2. 28 <3H. s) . 2. 60 (4H. br-s) . 3. 40 (411. br-s) . 6. 
85 <2H. d. J = 8. 8Hz) . 7. 48 (1H. dd. J = 8Hz. 7Hz) . 7. 63 (1H. dd. J=8Hz. 7Hz) . 7. 79 (1H. s) . 
7. 86(111. d. J = 8Hz).8. 00 (MI. d. J = 8Hz). 8. 01 (211. d. J = 8. 8Hz) . 9. 62 (1H. s) . 

l~(|-?t^^K^7^>-4-^ .>U)-3-f4-f x »^- it , * K ^. w 



o 




I 

Me 

I - (l-* •? JU 7 -^>-4-< ;H - 3- (4-fc h-D+y-l^irjH-fVt y y > 
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(320og) $N. N-y > A 7 = K (5nl ) t~ & £j? L % *?&T, 60%* ^ ft ^- K ij ^ 

^ <48nig) A, SttT l*IHffl#Ljfc. « tK * » L . 2- ^ o * X ^ )V ( i 6 6m 
l)»A6WM«#Lfc. SJKB*«it»Kx^jl,t7|cK:»EL. ^ fig S ^ * ife. 0£ 
*&(MgS(M, «JEJB«Lfc. g&i5f£ x U ft V )Vtt ^ A £ n v h ^/^ 7 ^ — (jgft ^ 
^U>/^^y-;b^)T^i3bT. ?$ftfef&#(0£IIIft^>& J7iog£#£. (jr 
* ; 40%) 

' H-NMR (4 00MHz. CDC],) ; 6 (ppm) 1.31 (3H. t. J = 7. 2Hz) .2-41 (3fl. s) , 2. 7 J <4H. t, 
J = 4. 4Hz) . 3. 56 (4H, t. J = 4. 4Hz) . 4. 28 (2H, Q. J = 7. 2Hz) , 4. 67 <2H. s) . 7. 0J (2H. d. J = 8. 
8Hz) . 7. 43 ( 1 H. ddd. J = 8Hz. 7Hz. J. 2Hz) . 7. 55 (1H. ddd. J=8Hz. 7Hz. 1. 2JUK7. 60 <IH. s) % 
7. 75 OH. d. 8Hz>. 8. 04 (I H. d. J=8Hz) . 8. 1 I (2H. d. 8. 8Hz). 

i^^I l- (l-^^JU^^5 y >-4--Y ;U)-3- H- (2-h Kp^^x K4y)-7xr]L] 
-f V =fr y 1 J > 



1- (i-pc i^>-4-r ;h-3-(4-(x h * ;u*x;u * h4->)7xza] 

-f V* y U > (320Bg) h ^ t K n 7 ^ >(5ml)lw«*L. *J£T* *?fcft7;p 

U**A <l6mg)tt*5#M«#Lfc. S^rg^^tr, * {16ml) . 5N*|£ft 
^~ h U r> A (16ml). * (48ml)£flB*;Jn A. ft if x ^ ;p T # R L X -fe 5 -f V m ifi & . 

Ttt* Lfc. £*l£ttttlcfc Dtt»*£ W IS A <x * y - JU) L , ft 
6&&Ot£Igft I05mgt»*:. <JR$s ; 50%) 




O 



Me 
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8L& ; 13I-133TI 

*H-NMR (400MHz. DMSO-ds) ; <5 (ppio) 2. 85 (3H, d. J = 4. 4Hz) . 3. 36 (1 H. t . J= MHz) . 3. 
38 (IH, t, JHlHz). 3. 42 (IH. t. J- 12. 6Hz) . 3. 45 (JH. t. J = 12. 6Hz) , 3. 54 (2H. d. JHlHz). 
3. 73 (2H. t. J=5Hz) . 3. 96 (HI. d. J = 12. 6IIzK 4. 04 (2H. t. J = 5HzK 7. 05 (2H. d. J-8. 8Hz> . 
7. 55 ( JH. ddd. J = 8Hz. 7Hz. L 2HzK 7. 70 (IH. ddd. J = 8Hz. 7Hz. I. 2Hz) . 7. 93 (IH. d. J = 8H 
z). 7. 97 (IH. s) . 8. 06 (IH. d. J=8Hz) , 8. 12 (2H. d. J = 8. 8Hz) . 10. 95 (IH. br-s). 
ESI-Mass ; 364 (MH+) . 

^-(4-xyj|,e^7S? >-l^ - (4 -K U 1 )Uzt a 



mmm io-nc « ^, n-* t-jv-o- k >vy k u. og> 1 4- h y ^;u^-d/^;u^> 

l/- h U ;p (I. I5g) £ Kfc 2 tTflfc, a-M-MjTj^P^fj^xzjH'fy^ 
J 'J >-l-3f > ->i£*fc 'J > (10ml) (CfiOx., 1 1 OX: T 3B^ IB] in L £ . 

f# £ tift \-5 n d-3- (4 - h »J 7 a * T)l 7 jl - )V) -f v 4- y »j > n- 
x^;Hf-<f7>?> (lOal) <h !20t:T5^nOKiSa-ti-fc. &£^BE©8SL* Slit 




SI 
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-<nt^f i/>/^^y-;^)tasitT, &&&tbvt<Dmm<t summit* 

'H-NMR (400MHz. CDC I*) ; <5 (ppm) l. 18 (t. J = 7. 6Hz. 3H) . 2. 57 (a. J =7. 6Hz. 2H) . 2. 7 
8 (id. 4H) . 3. 60 (n. 4Hh 7. 50 (br-t. IH) . 7. 62 (br-t. 1H) . 7. 7 J (d. J = 8. 4Bz. 2H) . 7. 74 
(s. IH). 7. 8] (d. J = 8. 4Hz. IH), 8. 09 (br-d. IH) % 8. 26 (d. J = 8. 4Hz. 2H) . 
»Sn&iBHI#^#ttfc:«fcO*K*i:L, / -;i,/x-t JM^^^S t 

T, n&f&*&<D&mfc<£®> 0. 19g££l*:. 

4fi St . 

fifcjft ; I 3 I - 1 33*C 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 34 (t. J = 7. 2Hz. 3H) , 3. 19-3. 27 (m, 2H) , 3. 30 
-3. 4 J (o. 2H) > 3. 52-3. 65 (n. 411) . 4. 02 (br-d. 2H) . 7. 67 (ddd. J = 8. 4. 7. 2, I. 2Hz. 2H) , 7. 
79 (ddd. J = 7. 6. 7. 2. 0. 8Hz. 1 H) . 7. 88 (d. J=8. 4Hz. IH) . 8. 04 (d. J = 7. 6Hz. IH) , 8. 16 (d. 
J = 8. 4Hz. IH) . 8. 25 (s. 2H) , 8. 16 (d. J = 8. 4Hz. IH) .11.27 (br-s. IH) . 
MS (FAB) m/z 4 16 (M+H) +. 

& l- <4-xy tf^^ t> >- i-^ )V) - 3 -r4-(i--7 )\,* p -fu e )i>) y =. - ;M 




l9T*fc 1 - t: ^ ^ v >-l — f ;P)-3-[4- (1- t K a =s~f a £;U) 
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7 x -)V]-i V + yj> (0. 53g) (Dt&lt X f- U > (30ml) t&m IC-78"C T ^ ;W 7 = 
7 -- h u 7 fr* ij K (0. 27g) SritJ*. 1 B# fB] Jg # & . ^iSI-pLfc. K 

fo^STfc-eftjt iaa&bfc. «jg&><j ay^* ja^ h * 

- U&ltX^U >/ X * y - JS) T f3 © L (0. 38g). SilcSSCet-^Tltagi: 
L. fSfil&;fc#CD&IHb£4& 0. 36g£f#fc. 



'H-NMR (400MHz. CDC1.) : <5 (ppm) i. 01 (t. J=7. 2Hz. 3H) . 1. I7(t. J=7. 2Hz. 3H) . 1. g 
2-2. )0(m. 2H). 2. 56 (0. J = 7. 2Hz. 2H) . 2. 76 (d. 4H) . 3. 59 (m. 4H) . 5. 35-5. 5 Ota. IH). 7. 
42 (t. J=8. 0Hz. 2H).7. 45 (t. J=8. 0Hz. IH) . 7. 58 It. J = 8. 0Hz. 2H) . 7. 68 (s. 1H) . 7. 79 (d. 
J = 8. 0Hz. IH) . 8. 08 (d. J = 8. 0Hz. IH). 8. 17 (d. J = 8. 0Hz. 2H). 

; 147-149"C 
MS (FAB) a/z 378 (M+H) +. 

^S&ftl 6 |-|MfJI-^7y> -l-<f JH-a-(2-h KD*y 7 iZ)H-f7j: / 
> * 



**«8T»fc I- <4-x^;u tf ^ 7 ->->-l~r ;H-3-(2-> h + y7izM-fv + 
^ U > (0. 38g) €r48X^<t**S? (15ml) (C«» L. 1 2 0*C T 1 . 5P$ R3 5 $ 1* . R 
^jffi«r*SlcMBE»SgL. #r HI L it IS 4* £ * flx L . <!> fi CD * * T i* 
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OiDg^*&l3S£t>TffiKlgi: L, Stfi*» 5fc C> 6! Sift ^ & ig g£ ifi 71ng£#£. 
ifl 6$ {£L • 

Sfc* ; 228-2301C 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppm) i. 31 (t. J = 7. 2Hz. 3H) , 3. 20-3. 30 (n. 2H) t 3. 36 
-3. 52 (m. 4H) . 3. 63-3. 70 (n. 2H) . 3. 90-4. 08 (m. 2HJ > 6. 95 (d. J = 8. 0Hz. 2H) . 6. 95 <t. J = 
8. 0Hz, 1H>, 7. 65 (t. J = 8. 0Hz, 2H) , 7. 80 (t. J = 8. 0Hz. 2H) . 8. 00-8. 09 (a. 2HJ . 8. J5 (d. J 
= 8. 0Hz. 2H) . 8. 27 (s. 1H). 
MS (FAB) m/z 334 (M+H) +. 

^ffiftl 7 1 ~ (4-X * )l e ^ =7 V> >- 1 JV) -3- (4- h K D^y 7 j Z/l/)^f f 



* V 'J > (I. 50g) £48XA{fc*XK ( 1 5 a 1 ) lc & A L * I20TC T I. 5^r f3 $ it it . 
^ ; 75X) 
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tt£ ; 2O4-206t: 

'H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) I. 08 (t. J = 7. 2 Hz. 3H) » 2. 38-2. 52 (m. 2H) . 2. 68 
(br. 4H) . 3. 42 (br. 4H) . 6. 87 (d. J = 8. 8Hz. 2H), 7. 51 (ddd, J = 8. 0. 7. 2. 0. <Hz. 1H) . 6. 87 
(ddd. J = 8. 0. 7. 2. 0. 8Hz. 1H) , 7. 82 <s. 1H) , 7. 88 (d. J = 8. OHz, 1H) . 8. 02-8. 06 <m, 1H) . 8. 
03 (d. J = 8. 8Hz. 2H), 9. 66 Is. 1H). 
MS (FAB) m/z 334 (M+H) +. 

8 1-(4-X^JUt^^ >-l--f Jfc)-3-(2-* S^y.7xrjU)^74y 'J 



10-1 IZV£ N-^f^-o-HbJi H {2. 30g) £ 2-* h > ^ > V— h U 
JM2. OgJ ^ i* -tfT*3£:3- (2-* h * > 7 a: - )V ) -f V * / U >-l-* > ;* * 
5"*flS U > (10ml) £r*0 A, 1 OOt: T 2m fSSi ttJ & L Tc. K ffc f& £ K fl£ & ffi U . ^ S tC 

l-i7DP-3-(2-/ h + y7zr^K V^y 1 J > £ , N-Xf bf ^ 7 ^ > (10ml) i 
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'H-NMR (4 00MHz. CDC 1 3 ) ; 6 (ppm) I. 17 (t. J = 8. OHz. 3H) . 2. 56 (q. J = 8. OHz, 2H) , 2. 7 
5 (m. 4H) . 3. 55 <n. 4H) . 3. 93 (s. 3H) . 7. 02 (d. J = 9. 4Hz. 1H) . 7. 10 (t. J = 9. 4Hz. IH) . 7. 32 
(br-t. 1H) . 7. 45 (t. J = 9. 4Hz. IH) . 7. 58 U. J=9. 2Hz. 1H) . 7. 78 <d. J = 9. 2Ilz. JH) . 7. 98 
(s, IH) . 8. 08 (d. J=9. 2Hz. iH) . 8. 15 (d. J=4. 5Hz. IH) . 

6£ ^£1 • 

; 1 33-135*C 

'H-NMR (400MHz. DMS0-d«> ; 5 (ppm) 1. 33 (t. J=7. 2Hz. 3H) . 3. 19-3. 25 (m. 2H) . 3. 29 
-3. 41 (n. 2H) . 3. 53-3. 65 (m. 4H) . 3. 90 (s. 3H) . 3. 97 (br-d. 21!) . 7. I 1 (br-t. IH) . 7. 19 

(d. J-8. OHz. IH) . 7. 42 (br-t. IH) , 7. 65 (br-t. IH) . 7. 78 (br-t. IH) . 7. 9&<d. J = 8. OHz. 
211). 8. 06 (s. IH) . 8. 15 (d. J = 8. 8Hz. IH) . 1 I. 30 (br-s. IH). 
MS (FAB) m/z 348 (M+H) +. 

% %m 9 1- (4-X^P )V bf ^ ^ x>-l--f )l) -3-(3-> ^y7i"^MV^y'J 
> • ~ & CD E£ 



^faM 10- ft N->f;i/-o-hJl/7i K ([. 49g) <t 3-* h * ~> ^ > V — h 'J 
^ (1. 33 g) £ £ m £ i*T 3- (4-* h * > V x - ;H ^ V * y >J > H 

S« I0-2IC ffi o T U > (10ml) £ & £ it, □ n -3- (3-* h ^ x ^ 

x ~ ;U)< y * / 'J > £ N-Xf ;i/ y > ( 1 0ml ) <h 120*C T 61$ f»] 




• 2HC1 



OMe 
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RjfcS-frfc. &&&&&&&& b, SaStcKKx^^^TK^DaA^:. 

'H-NMR (400MHz, CDC1,) ; 6 (ppm) 1. 17 (t. J = 7. 6Hz. 3H) . 2. 55 <q. J = 7, 6Hz. 2Hh 2. 7 
6 (m. 4H) . 3. 5 8 (n. 4IIK 3. 90 (s, 3H) . 6. 93 (dd. J = 8. 4. 2. 4Hz. Ill) . 7. 37 (t. J = 8. 4Hz, IH) . 
7. 45 (br-t. 1H) . 7. 59 (br-t. IH) . 7. 69 (s. 1H) > 7. 70-7. 75 (0. 1H) . 7. 77-7. 82 (n. 2H) . 8. 
17 (d. J = 8. 0Hz. IH) . 

T. Scfi»*«©«SBft^tt 0.27g£»fc. 

*tfi 66 • 

fife* ; 108-1 1 0*C 

'H-NMR (400MHz. DMSO-d*) ; 5 (ppm) 1 . 34 (t. J =7. 2Hz. 3H) . 3. 1 8-3. 27 (a. 2H) . 3. 35 
(q, J»7. 2Hz. 211) . 3. 52-3. 66 (m, 4H) . 3. 87 (s. 3H) , 3. 96-4. 04 (n. 2H) , 7. 0 1 (br-d. IH) . 
7. 44 (I . J = 8. 0Hz, IH) . 7. 63 (br- 1. IH) » 7. 7 3-7. 82 (id. 3H) . 8. 10 (d. J = 8. 0Hz. IH) .8-13 
(s. IH) ,8.13 (d. J = 8. 4Hz. IH) , 1 1 . 25 (br-s, IH) . 
MS (FAB) m/z 348 (M+II)+. 

jfe*fiM 1 Q I- ^ V M -3- (4-* F»y7irM-fV^; 

(10-n 3-<4-j* h^->7xz;M>fv^y u > 
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WO 99/18077 PCT/JP98/0446S 

^ JU-o- 5 K (4. 47g) O THF ( 1 00ml) ® & IC , I. 6M n-BuLi (40ml. 2. 2 Mi 

D^^SSSST, OtTSTl^. 2l$ra&# Lfc'tS, »*t K7-f 7< 
-fc h >®~V-1QX: \Zftl$ 7 ~ y-;M4. Og) & KfclAfc. K ^ -f T-f * / 7 
■fe h >?S £ liT L, £ffifi£tt$£&£R Lfc. fiS » *g ft 7 > * ~ A 

X-^JU. n-^*+f><DJlk:£fcfrL*:. C *l * S£ j& U X mm it 1. 72g£ 

mtc. mm ; 24%) 

l H-NMR (400MHz. DMSO-d«) ; 6 (ppm) (ppm) 3. 84 (s. 3H) * 6. 85 (s, IH) . 7. 05 (d. J = 8. 
4Hz. 2H) . 7. 46 (m. IH) . 7. 69 (s. IH) .■ 7. 65-7. 72 (o. 1H) . 7. 78 (d. J = 8. 4Hz. 2H) . 8. 20 (d ( 
J = 8. 0Hz. 1 H> . 

(10-2) 1 — rgy □ P -3- (4-* y 7 xZJl/)-f y u > 

OMe 



CI 

3- (4-* h^->7x-;M^V^;>J >-J-^Xl. 70g) & * =¥ zs&ik 0 > (10ml) 

UDAfc. *T«&Ji£zk, ^KtKSI h U ^ A*&i£. £5 *n ig *K T? i& & b . BSKv 

(ff|FBfcx^^/'\^l^>3R)T»aLT, Get95|?#;<D|gfIffc£$fe) 1.7 
6g£ ^ /i. (iR^ ; 96X) 

'H-NMR (400MHz. CDC1 >) ; d (ppm) 3. 8 7 (s. 3H) . 7. 0 2 (d. J = 8. 4Hz. 2H) . 7. 6 I (b r- 1 . t 
Hk 7. 71 (br-t. Ill) , 7. 84 (d. J = 8. Ollz. 1 H) , 7. 92 (s. 1 H) , 8. 07 (d. J = 8. 4Hz. 2H) , 8. 3 2 (d. 
J = 8. Ollz. Ill) . 

tlQ-31 l- (4-x^;u e^7v >-i— r ;n -3- u-* h^y7xzjn^ n > 
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OMe 



o 



• 2HC1 



\-$ d d-3- (4-> h * -> y 2L n jb) -r y * y y > (o. 89g) , N-i tf ^ ^ ^ > 
(0. 86gJ vim ft U A (I. lOg) 0>/g^^£:>? *^JU*;|,A*7 5 K (20m J J 4 s . 90*C 

y -vftm l t. ^^-feto#;cDtsijiift:^& i.02g^#fc. ; 88*) 

' H-NMR (400MHz. CDC],) ; (5 (ppm) 1. 18 (t. J=7. 2Hz. 3H) . 2. 55 (a. J = 7. 2Hz. 2H) > 2. 7 
6 (br. 4HJ . 3. 5 9 (br, 4H) . 3. 87 (s. 3H) . 7. 00 (d. J = 8. 4Hz, 2H) . 7. 4 3 ( t. J = 8. OHz. IH) . 7. 
56 U. J = 8. OHz. IH) . 7. 61 (s. 1H) . 7. 76 (d. J = 8. OHz. IH) . 8. 06 (d, J = 8. OHz. IH), 8. 12 Id. 
J = 8. 4Hz. 211) . 

Hflfifrl 1 1 3- (2. 3->» * h ^ -> V ~ ;U) -1- (4-X ^ Jb fcf ^ =r -J >- )V) -i V 
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lO-lK ffi^ ^JW-o- h )V7 5 K (1. 49g) i2.3-v^ h * v 'O 1/ - 

h IUM1. 63g) ^SltJ $ 1*T?t & 3- (2. 3->? * h 4 *> 7 x Z JH < V + 7 'J >-l-* 
3r =*r is & it *) > < I Om l ) IC in * 1 1 Or T 3(5 R3 JJD ft L S^^^«ffifi$g 

&fP&i&*Tft# L, zsO AT&tiU*:. 85 & £ JE T © £ L , f§ 6 

nfe 1-^ n D-3- (2. 3-5/ * h + y 7x-JH-f Vt7 'J N-Xf;Hf^7y> 
(15ml) t 120^ T 5 WW Jfc i£ £ & BE 2S *g L , a » BE & x ^ £ ?K 

^ U0 ^ /i« ffl?D^^7KTtt^U, 5£Hv^^y^AT$J;iLfc. 

^y-MiT^stx, 

MM ft : 

1 H-NMR (400MHz. CDC 1 a ) ; 5 (ppm) 1. 18 (t. J=7. 2Hz. 3H) .2.55 (q. J=7. 2Hz. 2H) t 2. 7 
6 (id. 4H> . 3. 55 (m. 4H) . 3. 78 (s. 3H) . 3. 92 (s, 3H) . 6. 94 (d. J = 7. 5Hz. IH) . 7. 16 (t. J=7. 5 
Hz. 2H). 7. 47 (d t. J = 7. 6. 1. 2Hz t 1HK 7. 56-7. I 9 <tn. 2H) , 7. 78 <d. J = 7. 6Hz. 2H) . 7. 96 (s. 
1HK 8. 10 (d. J = 7. 6Hz. IH). 

T. ^fet&3fc#CD}f II{b£!& 0. I9g£*#fc. 

-^hI 

it* ; I 22-123*C 

1 H-NMR (400MHz, DMSO-d*) ; 6 (ppra) 1. 33 (t, J = 7. 2Hz. 3H) . 3. 18-3. 27 (m. 2H) , 3. 35 
(q. J =7. 2Hz. 2H) . 3. 53 (br-t. 2H) . 3. 6 2 (br-d. 2H) . 3. 74 (s. 3H) . 3. 88 (s. 3H) . 3. 94 (br 
-d. 211). 7. 1 4 (del. J = 8. 0, 1. 6Hz. 1 H) . 7. 2 0 (t. J = 8. 0Hz. IH) . 7. 49 (dd. J = 8. 4. 1. 6Hz. IH) . 
7. 65 U. J=7. 2Hz. I II) t 7. 77 U. J = 7. 2Hz. Ill) . 7. 97 (s. IH) . 8. 00 (d. J = 8. 4 Hz, IH) , 8. I 
5 (d. J = B. 41Iz. ill) , 1 1. 19 (br-s. Hi). 
MS (FAB) m/z 378 (M+H) f. 

1 2 3- (2. * h =fc is 7 3cX;U)-)-(4-X^JUh' z/>-\-^ JH -C V 
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OMe 



mMW 10-1 fiE N-/?Jl-o-MP7i K (2. 20g) £ 2, 4->? > h 4- -> ^<> V - 
b U ;V (2. 40g> S 1*T»fc3 - (2. 4-5>> h * >- 7 x - ;M -f y * / ij > - ] 

S'i&te U > (10ml) Srj&OX., 100r T 1 B* R3 JO Jft b . *S i& £ & flE ifi *S 

tifa \ -& □ □ -3- (2. \-V * h + y7xzM-f V^y »J > N-lf ^ >? > 

(ismi) t iio*c-ci2^rasrt;a -frfc. b, s^ice* s^x^^t* 

SrllDAXt. §& fa ^ ig tK T life » b , ISSlT^^y^At^lglf:. « 

pt^y — ;i/3S%)TfSfflbT. £&*fctt#<B«Hft*toifitt#*»fc. 

l H-NMR (400MHz. CDC I *) ; 5 (ppm) 1. 15(1. J=7. 2Hz. 311) , 2. 55 (q, J = 7. 2Hz. 2H) . 2. 7 
0 (id. 4H) . 3. 55 Cm. 4H) . 3. 85 (s. 3H) . 3. 9 I (s. 3H) . 6. 57 (d. J=4. 0Hz. 1H) . 6. 64 (dd. J = 8. 
8. 4. 0Hz, IH) . 7. 43 (t. J = 8. 0Hz. IH) . 7. 56 (1. J = 8. 0Hz. IH) . 7. 77 <d. J = 8. 0Hz. I H) . 7. 9 

5 (s. Ill) . 8. 04 (d. J = 8. 0Hz, IH) . 8. 13 (d. J = 8. 8Hz. IH). 
»6ti/tiH«^**tt»c,fcOttifi«(kb, x^y-^/x-^ju^^pis&L 

t. Pii*w*tt<omm<t'£m o. i2g*»fc. 

6 & ffi : 
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Sftjfi ; 145-148*0 

'H-NMR (400MH2. DMSO-d*) ; 6 (ppm) 1. 36 (t. J = 7. 4Hz. 3H) . 3. 35 (q. J=7. 4Hz. 2H) . 3. 
44-3. 55 (d. 2H) . 3. 64-3. 75 (o. 2H) . 3. 77-3. 88 (n. 2H) . 3. 84 (s. 3H) . 3. 86 <s, 3H) . 4. 17 
-4. 26 (n. 211) . 6. 66 (br-s, 1H) . 6. 67-6. 82 (dj. 1H) . 7. 57 (dd, J = 8. A. 1. 2Hz. IH) . 7. 66-7. 
14 (m, 2H) , 7. 88-7. 84 (n. 2H) . 8. 08 (br-d. IH). 
MS (FAB) m/z 378 (M+H) +. 

1 3 3- (2. 5-S?* h±is-y 3l-JI)-\'(4-j:^)U^^^ i? >-\-^ JWW v 



SSlfcM lO-HCft N-^f^-o-hil/7$ni, 64g) i2, 5-y> h^yA>-/r 
h >J ;M1. 80g) £ EjC£ i^T#fc 3- (2. * h 4- ~> 7 i - ;U) -f V * / U >- 1 
><0.61g)£, ^J6#l 10-2tCft ^. ^- * 5> ifi ffc U > (I Oml) t & $ -t£ , \-truu- 
3- (2. 5->? ^ h+y7xZJH<V^y »J>^t#fc. C ft ^N-If JU bf ^ ^ / > (1 
5ml) t iOO*C T 80$ WIS. ft 2 it it. EfSfK£&ffii9a&l^ ^^trfit^X^^tTK^ 

£ & EE T @ 3* L , ii^y 'J^yj^7A^D7 hy77^-(Ift^5 : U>/^ 



1 H-NHR (400MHz. CDC la); 6 (ppm) 1. 16 U. J = 7. 2Hz. 3H) . 2. 5 5 (q. J =7. 2Hz. 2H) . 2. 7 
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6 (m. 4H) , 3. 55 (id. 4H) . 3. 86 (s. 311) . 3. 88 (s. 3H) . 6. 88 (dd. J = 8. 1. 2. 4Hz, 1H) . 6. 96 (t. 
J = 8. 1Hz. 1H) . 7. 46 (br-t. 1H) . 7. 57 <br- t. 1 H) . 7. 76-7. 84 (m. 1H) . 8. 04 <s. III). 8. 08 
(s. 1H). 8. 12 (d. J = 8. OHz. 1H). 

T, &&®mk<Dm®<t&!fo 0.55g£^fc. 
i^i §jt • 

; 1 89- 1 9 1 "0 

1 H-NMR (400MH2. DMSO-d 6 ) ; 6 (ppm) 1. 32 (t, J = 7. 2Hz. 3H) . 3. !9-3. 28 im. 2H) . 3. 36 
(a.. J = 7. 2Hz. 2H) . 3. 48 (br-t. 2H) . 3. 63 (br-d. 2H) . 3. 79 (s. 3JI) . 3. 86 (s, 3H) . 3. 97 (br 
-d. 2H) . 6. 98 (dd. J = 8. 0. 3. 2Hz. 1H) . 7. 12 (d. J = 9. 2Hz, 1H) . 7. 6 1 -7. 66 (m. 2 H) . 7. 51 
It. J=7. 2Hz. 1HK7. 97 (d. J = 8.4Hz. III). 8. 12(s. IHK 8. 11-8. 16 (n. 1H). 10. 73(br-s. 
1H). 

MS (FAB) m/z 378 (M+H) +. 

glffiffl I 4 3- (3. 4-i> * h * > 7 jl =. JU) - I- 14-JL^)1> tf ^ ^ V >-\-4 jU) * v 

* j u > —m&mcp & & 



^$6#J 10- HC ft ^> ^;p-o- h;i/7i K (2. 60g) <h 3, 4->? ^ K * •/ - 

h U ;i/ (2. 83g) £ & J* S t*T»fc 3- (3. 4-^ * ^y7i-il^H V ^ / 'J 
>(0.98g)£. vSHb 'J > (15ml) <h 8 0 1; T 3 PS |BJ » IBS L . J& m £ & EE & fcg 
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tt/i 1-^ a a-3- (3. 4-:>*> h^y7xz;H>f >J>^, N-x 7- Jl/fcf ^ 5 s? > 

(J5nii) <h loor •vsmm&fezvrc. KfcmzMBEmmL, mmizmm*? )v t* 
mmw : 

'H-NMR (400MHz. CDC],) ; 6 (ppo) I. I 9 (t , J = 7. 2Hz. 3H) . 2. 78 <■. 4H) , 3. 59 (m. 4H) . 
3. 95 (s, 3H) . 4. 01 <s. 3H) . 6 : 98 (d. J = 8. 4Hz. IH) . 7. 45 {ddd, J = 8. 0. 7. 2. 1. 2Hz. IHh 7. 
58 (ddd. J = 8. 0. 7. 2. I. 2!Iz. IH) . 7. 64 {s, IH) . 7. 72 (dd. J = 8. 4. 2. 0Hz. IH) . 7. 78 (br-d, 
J = 8. 0Hz. IH) . 7. 84 (d. J = 2. 0Hz. 1 H) . 8. 07 (br-d. J = 8. 0Hz, IH) . 

ftS ^eL 

; 125- 1 26. 5*C 

'H-NMR (400MHz. DMSO-d,) ; (5 (ppm) I. 33 (t. J = 7. 6Hz. 3H) . 3. 27 (q. J = 7. 6Hz. 2H) , 3. 
30 (br-t. 211) . 3. 45 (br-t, 2H) . 3. 68 {br-d. 2H) . 3. 74 (s. 3H) . 3. 78 (s. 3H) . 3. 98 (br-d. 
2HK 6. 83 (d. J = 8. 4Hz. IH) . 7. 06 (dd. J = 8. 0. 2. 0Hz. IH). 7. 09 (d. J = 2. 0Hz. IH), 7. 29 (s. 
IH) . 7. 59 (br-t. IH) . 7. 65 (br-d. IH) . 7. 76 (br-t. 2HK 7. 90 (br-d. IH) . 
MS (FAB) m/z 378 <M+H)+. 

^ W 1 5 3- (3. 5-v> * h^y 7x-;t,)-l-(4-X^JbK^v ->->- l _^ ; U) ^ v 
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OMe 




10-1 \ztt n-* ^ b )iy ^ h u. 4 9g) 1 3. s-s? * k * -> ^ > *y - 

h } J JV U. 63g) £ JE * S i*Tl*Jfc3 - <3. * h^'>7x-;M^ V^y >J >-l-* 
>£, ->«Hb 'J > (I Oral) fcjD*-. 1001C T 3B» P.3 ill!* L fc. £jt>i££MBEia*g 

«S(£ttSx^j|,i:;<|c£Jfli*.;fc. *T *fc Jf £ * , ^^zk^^hU^ATk^fiK, 

> (15ml) £ \2QX;~cmmKfc2l*:tz. & Jfc « * M £E & & L , S it tr ft & x ^ ^ £ 

: 

1 H-NMR (400MHz. CDC 1 3 ) ; 6 (ppm) 1. 18 U. J =7. 2Hz. 3H) . 2. 56 (q. J = 7. 2Hz. 2H) . 2. 7 
7(n. 4H) . 3. 58 (d. 4H) , 3. 90 (s. 3H) .6.51 (d. J = 2. 4Hz. IH). 7. 35 (br-d. 2H) . 7. 45 (br-t. 
IH) . 7. 59 (br-t. 1H) . 7. 67 is. IH) . 7. 79 (d. J = 7. 6Hz. 2H) , 8. 07 (d. J = 7. 6Hz. 1H) . 

T. «H<fc^tt£Jfte»5fc£ LT«fc (0. 5lg). 

&j& ; 121-12 3X: 
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! H-NMR (400MHz. DMSO-do) ; 6 (ppm) 1. 32 (t. J = 7. 2Hz. 3H) . 3. 18-3. 27 (m. 2H) . 3. 34 
(q. J=7. 2Hz, 2H) . 3. 48-3. 58 (m. 2H) . 3. 63 (br-d. 2H) . 3. 85 (s. 3H) . 4. 00 (br-d. 2H) , 6. 
57 (dd, J = 2. 4Hz. 1H) , 7. 44(dx2. J =2. 4Hz. 2H) . 7. 62 (br-t. 1H).7. 62(br-t. IH), 8. 00 
(br-d, IH) . 8. 12 (br-d. 1H) . 8. 14 is. JH) .11.02 (br-s. IH) . 
MS (FAB) m/z 378 (M4H) +. 

1 6 1- (4-X^Jb E ^ 7 V >-l--f )V) -3- (2. 4. 5- h 'J * h * is y ^ - ju) 



10-MC€£ li-^f ;i-o-hJP7 5 h* (1. 50g) <h 2. 4. 5- h 'J ^ h * z> ^ > 
V - h »J ;p (i. 93g) $:£0$-^T^fc 3- (2, 4, 5-h 'J > h 4 ^7x "M-f y^y >j 
!£Jg#J 10-2(C«£ii, i'i&ffc; U > (10ml) tSfiJ^t, 

> (15ml) £ l20t:T5ieraKJC$13-fc. S Jfcfcfc&lE&Sg L, a m IC IS i ^ JL- 



1 H-NMR (400MIh. CDC I ,) ; 6 (ppra) 1. 17 (t. J = 7. 21iz. 3H) . 2. 55 (q. J = 7. 2Hz. 2H), 2. 7 
6 (m. 4H) . 3. 55 (in. 411) , 3. 88 is, 3H) , 3. 91 (s. 3H) . 3. 94 (s. 311) . 6. 65 (s. IH) . 7. 43 (t. J = 
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8. OHz. 1H) . 7. 56 (t. J = 8. OHz, III) . 7. 77 (d. J = 8. OHz. 1H) , 7. 92 (s. 1 H) . 8. 03 (s. IH) > 8. 
06 (d. J = 8. OHz. IH). 

T. &6«*#£>«IHt^4& 0.23g£^fc. 
Ifi St ^£L - 

istjft ; 158- 1 eox: 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1 . 32 (I, J = 7. 2Hz. 3H) . 3. 1 8-3. 2 7 On. 211) . 3. 35 
(q. J=7. 2Hz. 2H) . 3. 52 (br-t. 2H) . 3. 63 (br-d. 2H) . 3. 80 (s. 3H) . 3. 88 (s. 3H) . 3. 92 <s, 
3H) . 3. 99 (br-d. 2H) . 6. 8.4 <s. IH) . 7. 59 (br-t. IH) > 7. 7 1-7. 78 (n. 2H) . 7. 76 (s. IH). 7. 
94 (d. J = 8. OHz, IH) . 8. 10 is. IH) , 8. 08-8. 13 On, IH) . 10. 76 (br-s. IH). 
MS (FAB) m/z 408 (M+ll) +. 

^^^Jl 7 1- U-X»JUfcT "< 7 i> >-\— f JU)-3-<4-h K □ * -> * 3^:7 x " )l) 

(17-D ^^&7^;ms h 



MtK^^^^JUK (20g) <h^3?t (60g) £ 1 70T: T IP* W JE S Kfc 

tK (500ml) ^ JtJD^TitlS^ £ ^ % L. IS^iLT^^7^H 

(17-2) l,3-y^DD-fV^;'J> 




o 
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7 5 JU-f 5 K (10. 5g} £ 7 x — Jlifc 7s * >? ^ D U H (30nil) O 



07-3) 3-j7pq-i-(4-if j^^7i;>-i-^ u > 



U-y^ V^/ U > (9. 30g), N-x^U fcf^ (5. 90gK St S£ * U r> 

A (I0.0g)*5;^f ;P*>A7S K (70nl)*, 70TC T 5P# m S ft £ /c. 5ft*££- 

_QIr4l 3- Ml. 3-s***y ^ >-2--f JU) 7 3L = jU-l-<4-x^fl, e ^ >-i-^r 






N 
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3-£ □ a-1- tT ^ ^ *J >-!-- f ;U}< 7 * v> »J > (3. 5g) £4- (J. 3. 2-v?:* 

U ^- >-2-< ;U) -1- (1. V ^ >-2--f JU) 'O-fcf > (5. Og) >* > 

7 S H (50m)) <K R ir ~> O A (7. 3g) , f h7 + X h 'J 7i-J^77 
^ >/S ^ A (0. 3g) <0#&T* S^gl^T-C12^F^S^$-a:^:. Kmm 

( 1 7-5) 1-(4-X^JU hf ^3 S? >-1 — f JH-3-(4-*Jlr * 7 " JU ) V * / >J > 



* y U > (4. 50g) £ * * / - (50ml) trigs? (50ml) Srftiit. sot:-c 13$ 

^jwmtuistz. ojstcifc#, m&vzi. fam* 

y'J*yjPHAi7D7h^77^-(ISfl:^l/>/^y-;^)-cffil!LT, 
&#&&ft&4*0«j®te£#) 3.62g£*#fc. 

(17-6) 1- (4-X ^ ;U b* ^ ^ > - l-< JU) -3 - (4- b h'D^y^f Jt/7iZJM^f V 

* 7 U > - JS ife IS 
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OH 



l- <4-x^;u tf ^ ^ s; >-l--f -3- (4-*;us )V y - ;io -r y^y u > (o. 3 5g) 
^ y — )v (20mi) Basic. ^ h ^ t Kp^^^fkt h u (o. 20g) ^or-r m 

X- &. £ JSf£3r30#Jt#&* ®fi§L, gS&tC* £2JD*. &ffc> l">Tfc&£iJ, £ 
*88Sb;t. S£&£NH-~> 'J tiffrti 2x2 d-^ h 7 4 - (S^|[if;H -eft 

kit, &n&fott<D&M<t&m<Dmm&$:mtz. dn^^^ic^ox^^^i 

^fct05fc#o&gi>(b£^ 0.21g£#fc. 
• 

IK ; 145-147X: 

1 H-NMR (400MHz. DMS0-d 6 ) ; 5 (ppm) 1. 33 (t, J = 7. 2Hz. 3H) . 3. 17-3. 27 (m. 2H) . 3. 29 
-3. 41 (n. 2H) , 3. 50-3. 66 (d. 4H) . 3. 99 (d. J = 9. 2Hz. 2H) . 4. 57 (s. 2H) . 7. 45 (d, J = 8. 0Hz. 
2H) . 7. 57-7. 63 (in. 1H) , 7. 71-7. 77 (d. 1H) . 7. 99 (d. J = 8. 0Hz, 1H) . 8. 08 <s. 1H) .8-12 (d. 
J = 8. OHz. 1H) . 8. 17 (d, J = 8. 0Hz. 2H) . I 1. 1 8 (n. 1H). 
MS (FAB) m/z 348 (M+HH. 

n m n I 8 3- 12- (2-fc F P=fr->x h^y)7xrM-l- )U it 
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nmm 1 6 1-2. # ^-vmmm 20 1 m& \z it, i-^ d^-2-(2-^>^jp^-^ ->x 

. h ^ ^ ) ^ > -t* > <886ng) ^5J;C/3-yo^:-|- <4-X^;U fcT ^ 7 ^ >-l--f HO V ^ 
y U > (904mg) *>£ntl4K^£#fc. £ *l K: * * y - ;U (30ml) t;t7y^A/i)-# 
>fcfe& <200mg> &m A. 7Ki&S£HfaT, ^ T *t * £ ffc 2 it . t(D&. &.mmm 
£-fe ^-f K ffii® L fc*. &JBEi&*fcLfc. a & & 1 N* K {fc * b U 9 * * « « T T Jl 

^yj^7A^D7h^7 7><-T^ss!L, Mi^^i^^fc. ^nzi%m\z£ oi N 

^fi Sl • 

Mj& ; I 58-160T: 

1 H-NMR (400MHz. DMSO-de) ; 5 (ppm) 1. 33 (t, J = 7. 2Hz. 3H> , 3. 18-3. 28 (n. 2H) . 3. 32 
-3. 42 <o. 2H) . 3. 55-3. 63 (m. 4H) . 3. 79-3. 82 (m. 2H) . 4. 00 (d. J = 1 4. 0Hz. 2H) % 4. 14-4. 1 
6 (in. 2H) .7. i 1 (t. J =8. 4Hz. IH) . 7. 18 <d. J = 8. 4Hz. 1H) , 7. 39 <dt. J = 8. 4. 1. 6Hz. 1H). 7. 
64 (t. J = 8. 0Hz. IH) , 7. 78 <t, J = 8. 0Hz, 1H) , 7. 95 (d.J = 8. 0Hz. IH), 8. 05 (d. J = 8. 4Hz. IH). 
8. 15 (d. J=8. OHz, IH) , 8. 29 (s. 1H) . 
MS (FAB) m/z 378 (M+H) +. 

mmw : 

'H-NMR (400MHz. CDCI *) ; 6 (ppm) I. 16 U, J = 7. 2Hz. 3H) . 2. 54 (q. J = 7. 2Hz. 2H) » 2. 7 
4 (br. 4H) . 3. 53 (br. 411) . 3. 92 (d. J=4. 4Hz. 2H) , 4. 2 1 (d. J=4. 4Hz. 2H) . 7. 03 (d. J = 8. OH 
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z t 1HK7. II (dt. J = 8.0. 1. 2Hz. IH).7. 33 (dl, J*8. 0. J. 6Hz. IH) . 7. 48 (ddd, J = 8. 4. 8. 0. 
1. 2Hz. IB) . 7. 59 (ddd. J = 8. 4. 8. 0. I. 2Hz. IH) . 7. 75 (d. J = 8. OHz. 1H) . 7. 8 I (s. 1H) . 7. 9 
I (dd. J = 8. 0. 1. 6Hz, IH) . 8. 10 (d. J=8. 4Hz. IH). 

1 9 l-(4-X^JPH^ V >- f-*Y f4-(l-bKD4->yp^^>7r 

OH 




^S£#J 17-5T4§fc 1- )V 5 V >-l-< Jl) -3-<4-*;i- ^JU7xz;U)< 

Vt/'JXI. 20g) CD^ h ^ t h' D 7 7 > (60ml) ^ ^ (C, OTI T 3MX ? A> *^ $ * > 
O A^n ^ K/yX^JUx-'T 1 (2. Oml) £ A, 2 (5 r«5J *1 L *: . Steele 

2Nlfi^E7K (20m J) £ & X ^ )V & Ho x. fc. tK £ 2N* & it ± h 'J ->A^T7;M 'J 

TtBSibT, OtilttdtttDiBJKtt 1.03g£*§fc. CD Z> % 0. 50g£ o T 
«&ffi<hU, Hfet»^^©«j^{b^^ 0.48g£#*:. 
i££ 

Btj£ ; 143-I44T: 

1 H-NMR (400MHz. DMSO-d.) ; <5 (ppm) 0. 86 (I. J = 7. 2Hz. 3H) , I. 34 (t. J = 7. 2Hz. 3H) . 1. 
66 (ra. 2H) . 3. 18-3. 28 <n. 2H> . 3. 29-3. 4 I (in. 2H) , 3. 49-3. 66 (in. 4H) . 3. 95-4. 04 (m. 2H) , 
4. 52 (t. J =6. 4Hz. IH). 7. 44 (d. J = 8. 4Hz. 2H) , 7. 58-7. 64 (m. IH) . 1, 71-7. 77 (n. IN) . 
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7. 98 (d. J = 8. OHz. IH) . 8. 07 is. JHK 8. 1] (d. J = 8. 4Hz. 1H) . 8. 15 (d. J = 8. 4Hz. 2H) . II. 2 
3 (m. 1H). 

MS (FAB) d/z 376 (M+H) +. 

^356 2 o l-(4-x^;ue^ y >- i--r ju> -3-f4-(3-n KD»->^Dt?jH7r 



[4- (2-x h * -^^^sSzjU^iH 7 x h »j ^ > (2. 998g) £ 3- 

y D ^E-l- (M^Jt tf^ ^ y>-l--f iH-fV + y'JXl. 292s) *7-h^*XhU 
7 — JU* * ^ ^ > (0. 185g) <9#£ET, * -> U > (20m I) g 18 ^ ffl ^ T 2f*$ ffi ^ 

{kt MJOATTJ^'JtttL, BF K x ;P T «l Hi U&. # fll M £ #, &fa^ifi 

tKt^c^. ^ssu^o ^enti- (4-x^ tr ^ ^ >-i--* ;n -3- 14- (2- 

X h^y^J^zjPxfM7xz;H>f y=fy 'J >«:t h7t h*D77>(20ml} 
IC&8?L,, 7K5$Hb7^ =• ~ £ A U ?*A (0. 106g)<OM^^^S5TL/c. & f£ & £ 
SiftT3l5ra«i* 7k&Yfc:J- h U ^ A*, TKOJilZjtaA, 

B»W***L&. a«tt*:*#J L, »»X^^Tft»Ufe. 5 ft «: & L , 

'J * y ^ # ^ a £ pv - (mfb^^ 1 u> / /^^y — ;^)TfiBUT, 

^H^ftfatK O i- (M? ^ 7 ^ >-l— f ;U)-3- (4- (1- t K D =^ y y □ t J|/ ) 7 x 




OH 
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'H-NMR (400MHz. CDC1.) ; 0 (ppn) I. 18 (t. J=7. 2Hz. 3H) . I. 91-1. 98 On. 2H) . 2. 56 (q. 
J = 7. 2Hz. 2H) . 2. 76-2. 79 (■. 6H) . 3. 59 (br-t. 4H) . 3. 7 1 (t. J = 6. 4Hz. 2H). 7. 31 (d, J=8. 
OHz. 2H). 7. 45 (br-t. !H) . 7. 58 (br-t . IH).7. 67 (s. 1H) . 7. 78 (d. J = 8. OHz. JH) . 8. 07 (d. 
J = 7. 6Hz. 1H). 8. JO(d. J=8. 4Hz. 2H) . 

H ft £ affile i OtSKifitL. H&t&5fc4*©«firt:£!!*£*#;t. 

St . 

; 1 1 6— 1 1 9"C 

'H-NMR (400MH2, DMSO-d«) ; 6 (ppn) 1. 33 (t. J = 7. 2Hz, 3H) , I. 73-1. 80 (m. 2H) . 2. 68 
(t, J = 7. 8Hz. 2H). 3. 20-3. 27 (n. 2H) . 3. 31-3. 39 On. 2H) . 3. 45 (t. J = 6. 6Hz. 2H). 3. 52 (b 
r-l. 2H) . 3. 62 (br-d. 2H) > 4. 00 <br-d. 2H) , 7. 34 (d. J = 8. OHz, 2H) . 7. 60 (br-t. 1H) , 7. 7 
4 (br-t, 1H) . 7. 98 <d..J = 8. OHz, 1 H) . 8. 05 (s. 1 H) , 8. i 1 (d. J = 8. 4Hz. 2H) . 10. 9S(br-s. 1 
H). 

MS (FAB) m/z 376 (M+H) +. 

X«iW2 1 1- (4-X^JU tf^ ^ y >-l— f ;U)-3- f4- (1-b K a^y 7xr. 



JJb7x-JM h U 7?)l7> 9 ± > (1. 566g) t n ^-]- t - 

^7s;>-K;n-f v* / u > (o. 985g)$r^ hnn'j7irj^77Y>(o. 

!38g)(O^^T, * V > (20ml) +. « ## fflfiT2Wr H K « 3 -fr fc. s 



OH 
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tfi££*iaL> *>m& 5Nig&*T!i&m L*:. * m £ 5N* & ft 7- h ij £ ^ T 7 ^ 

VTz. ®*>t\tz l-(4-xfMf^7 v ? >-l-f;U) -3- 'J ^7i-jH-fy^ 

y U > (0. 177g) £ ;* * >> - L> ia^lSc07K^ft^05Sl^-hU^A^i>S 

rrasa lt, &m&mtt<ommit&® o. i50g£*#*r. 

1 H-NMR (400MHz. CDC1,) ; 6 (ppm) 0. 95 (t. J=7. 2Hz. 3H) . 1 . 18 (t. J = 7. 2Hz. 3H) . J. 3 
1-1. 62 (m. 2H) . I. 69-1. 89 (n. 2H) . 2. 57 (q. J = 7. 2Hz. 2H) . 2. 77 (br-s. 4H) , 3. 60 (br-s. 
4H) . 4. 76 (t. J = 6. 8H2. 1H) . 7. 44-7. 48 (m. 3H) . 7. 59 (br-t. 1H) > 7. 70 (s. 1H) . 7. 80 {d. J 
= 7. 6Hz. Ill) , 8. 08 (d. J*8. 0Hz. 1H) . 8. 17 (d. J = 8. 4Hz. 2H) . 

is =l ^? K & : 

MA ; 1 98. 5-199. 5T: 

'H-NMR (400MHz, DMSO-de) ; 6 (ppm) 0. 89 (t. J = 7. 2Hz. 3H) . I. 26 (t, J = 7. 2Hz. 3H) . I. 
22-1. 42 <o. 2H) . I. 53-1. 69 (o. 2H) . 3. 12 (br-q. 2H) . 3. 36 (br-s. 4H) , 3. 67 (br-s. 4H) . 
4. 59 U. J -6. 4Hz. 1HK 7. 44 (d. J = 8. 4Hz. 2H) . 7. 60 (br-t. 1H) . 7. 73 (br-t, IH) , 7. 98 (d. 
J = 7. 6Hz, IH) > 8. 05 (s. JH> . 8. 10-8. 15 (n. 3H) . 
MS (FAB) m/z 390 (M+H) +. 

^ m m 2 2 l-(4-X^;Ph'^ 7 V >-l — f ;H-3- f4- (3-b: HD^y^f Jl/)7x- 

v»y »j > -i/ zLvmm<D<£&i 
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OH 



XfM:^7y>-l-^JH-1 p V * 7 U > (I. 405g) £5=- h ^ ^ X h U 7 x - ;P * 
7 W > (0. 217g) O^fiET, * -> U > <20rol) £ * 3? S ft TT 2^ P«1 £ j£ $ £; . ft 

^JStfc* *>iab, *&£5N:£&7KT&aiL*:. *® £5N*&{fc± h U A 
T7i^'Ji!H, B^Kx^^TtaiLfc. *r«/g£7fc* fig fP & 4& * T ft *§K f£ 
ift*SL*:. # Ztlfz. l-(4-X^;i/ tf< ^ 5? >-l— T JV)-3-[4-<3-X h * A 

h y ^ ATffiiifc. #&x^ju-t? *aaj, e»ft«K 

*^u> / ; -)\,%)~vmmL,x. wtm&teVKommit&to o.346g£#*:. 

'H-NMR (400MHz. CDCla) ; <5 <ppm) I. 18 (t. J = 7. 2Hz. 3H) . 1. 25 (d. J = 6. 4Hz. 3H) . 1. 7 
9-1. 85 (id. 2H) . 2. 56 <q. J = 7. 2Hz. 2H) , 2. 70-2. 86 (m, 6H) , 3. 59 (br-t, 4H) , 3. 87 (tq, J = 
6. 4Hz, 1HK 7. 31 (d. J = 8. 0Hz. 2H) > 7. 45 (br-t. 1H). 7. 58 (br-t. IH) . 7. 67 is. 1HK 7. 78 
(J=8. Ollz. 1H). 8. 06-8. 1! (m, 3H) . 
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HA ; 193-194X: 

, H-NMR(400MHz ( DMSO-d.) ; 6 (ppm) 1. 10 (d, J = 6. 0Hz. 3H) > I. 26 (t, J = 7. 2H2, 3H) , 1. 
62-1. 69 (0. 2H) . 2. 60-2. 77 (n. 2H) .3.11 (br-q, 2H) . 3. 35 (br-s. 4H) . 3. 58-3. 66 (m. 5Hh 
7. 33 (d. J = 8. 4Hz. 2H) . 7. 59 (br-t. 1H) . 7. 73 (br-t. 1H) . 7. 97 (d. J = 8. 0Hz. 1H) . 8. 03 (s. 
1H). 8. 10 (d. J = 8. 4Hz. 2H). 
MS (FAB) m/z 390 (M+H) +. 

2 3 3-f4-(4-b KP^^^fjH 7 x - 1 - 1 - (4-X ^ JU hT ^ ^ y > 1-w 



*SSfll20£|3I«fcLT, (4-7 -tr h * > :/ ;H ^ > if > (1. 5 7g) *5 

ct^3-ya ; e-l-(4-xf JL' fcT ^ 7 5x >-l--f ;H -f V 4- / U > (1. Og) & £> £ 
^t. Z. t\\Z * * J -)V (15ml) £. lNTK^^fc^- h U ^ AtK^?S (4ml) ^ DP A , 3K IH 

fc. si £ i> 'j # y ^ a o u ^ v v ? v -< - Trass u r, c 

tl&ftm \Z <fc 0 £ te^fc^4fci£&;£G03tfe*£& 656ng£^*:,. (« ^ ; 

66%) 

S*j& ; 1 40-144'C 

'H-NMR (400MHz. DMSO-de) ; 6 (ppra) 1. 33 (t. J =7. 2Hz. 3H) , I. 45 - I. 49 (m. 2H) . 1. 6 3 
-I. 70 (a. 2H) . 2. 51 (br. 2H> . 2. 65 (t. J = 7. 2Hz. 2H) . 3. 18-3. 28 (n. 2H) . 3. 30-3. 38 (n. 2 




OH 
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H) » 3. 54 (t. J = J 3. 2Hz. 2H) . 3. 62 (d. J = 10. 8Hz. 2H> . 3. 98 (d, J = 12. 4Hz, 2H) , 7. 33 (d. J = 
8. 4Hz. 2H) . 7. 59 (I, J = 8. OHz. 1H) . 7. 74 U. J = 8. OHz. iH) , 7. 98 <d. J = 8. OHz. 1H) . 8. 05 
(s. 1H). 8. II (d. J = 8. 4Hz. 2H) . 8. 12 (d. J = 8. OHz, 1H). 
MS (FAB) m/i 390 IM+HH. 

1 H-NMR (400MHz. CDCJs) ; 6 (ppm) I. 18 U. J = 7. 2Hz, 3H) . 1. 61-1. 77 (d. 4H) . 2. 56 (q. 
J =7. 2Hz, 2H) . 2. 71 (t, J=7. 2Hz. 2H) . 1. 76 (br. 4H) . 3. 59 (br. 4H) . 3. 6 8 (t. J = 6. 4Hz, 2H>. 
7. 28 (d, J = 8. 4Hz. 2Hi . 7. 45 <d L J = 8. 0. 1. 2Hz. IH) . 7. 58 (d t . J = 8. 0. 1. 2Hz. IH) , 7. 67 
(s. IH) . 7. 78 (d. J = 8. OHz. IB) > 8. 07 <d. J = 8. OHz. IH) . 8. 09 (d, J = 8. 4Hz. 2H) . 
^MM 2 4 3- 14- (1. 3-^ b Ka^->yDb:jM7 jl ~ )U 1 -1 - (4-X 7- )V tf ^ 3 is 



*&mW 161-2, &^T^«S#J20i: 1*3*$ K IT, I^Dt-Ml, 3— f V :/ □ t? 'J 5* 
>^D fcf JU) ^ >-fcf > (2. 21g) ^5 <t t/3-^ □ ^-1- (4-X^;U t?^^^>-l— MU)-f 
V * J U > (700ng)d^*««l*»fc. :nt:fh7t K □ 7 ^ > (15ml) t 1Nj£& 
<2ml) ^&K:T3PSffiJ£fi;£-tirfc. ££&£IN7fcgMfc^KUOA7k&igT 

OiKitb, «H^^ttttfiSEJ&^ft6IS A 387mg£»&. mm ; 44%) 



OH 




OH 



§ji 



108 



WO 99/1 8077 PCT/JP98/04465 
; 145-I47T2 

'H-NMR (400MHz. DMS0-d») ; 6 (ppa) 1. 33 (1. J = 7. 2Hz. 3H) . L 70-1. 84 (m. 2H) . 3. 18 
-3. 26 (m. 2H) . 3. 32-3. 39 (n. 2H) . 3. 45-3. 58 (n. 4H) . 3. 62 (d. J = 6. 8Hz. 2H) . 4. 00 (d. J = 
13. 2Hz. 2H>, 4. 72-4. 75 (d. IH) . 7. 46 (d. J = 8. 4Hz. 2H) . 7. 61 (dt. J = 8. 0. 1. 2IIz. 1H) . 7. 
74 (dt. J = 8. 0. 1. 2Hz. 1 H) . 7. 99(d. J = 8. OHz. 1 H) . 8. 07 (s. IH). 8. 12 (d. J = 8. DHz. 1H). 8. 
15 (d. J = 8. 4Hz. 2H) . 
MS (FAB) m/z 392 (M+H) +. 

/ H-NMR (400MHz. DMSO-d«) ; 6 (ppm) 1. 07 (t. J=7. 2Hz. 3H) . 1. 70-1. 90 (m. 2H) . 2. 45 
<q. J=7. 2Hz, 2H) . 2. 67 (br. 4H) , 3. 35-3. 60 <m. 2H) . 3. 44 (br. 4H) . 4. 61 It. J = 4. 8Hz. IH) , 

4. 73-4. 7 5 <n. 1 H) . 5. 20 (d. J =4. 8Hz. IH) , 7. 44 (d. J = 8. 4Hz. 2H) . 7. 55 (t. J = 8. OHz. IH). 

7. 69 (t. J=8. OHz. IH) . 7. 93 (d. J = 8. OHz, IH) . 7. 95 is. IH) . 8. 05 (d. J = 8. OHz. IH). 8. 14 
<d. J = 8. 4Hz, 2H). 

mmm 2 5 3- f4- tl. fc K a* ->-3-jC * )V 7 x n )\,\ - 1- (4-X ^ )V bT 




16 1-2. ^THJ6#J20£ m&i IZ U T, \-7 a ^e-4- (1. 3-*f vyot'Jr 
>-3-* ^ JU-y^jU) >i» > (I. 87g) *3 «fctf3-7nt-l-(4-if ^ tf ^ ^ > - | 
--f JH-f V + /'J> (4I3mg) ^nCrh^t Kd77>(10id]) 

t. I N ifi 81 tK fi£ fi£ (0. 5ml) SrjtJDA, £ S T 3f*5 M E IE 2 1* & . C <D R ft & £ | NtK & 
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r«. mmu. mm* -> u * yji* ? a ^ d v h ^/^ 7 --cfiSibx, 

cn^^fiil:J;t3«KItL, & SflS^«&:!aKi& OK feU 289mg£^ 
fc. ; 69%) 

-^S ■ 

Sfej& ; 1 90- 192-C 

'H-NMR (400MHz, DMSO-d*) ; 6 <ppm) 1. 19 (s. 3H)\ 1. 26 (s. 3H) . I. 33 (t, J=7. 2Hz. 3H) . 
3. 22-3. 26 (n. 2H) , 3. 37 (br. 2H) . 3. 50 (t. J = 13. 6Hz. 2H) . 3. 63 (d. J=7. 2Hz. 2H) . 4. 00 
(d. J= 12. 8Hz, 2H) . 4. 59 (br. 2H) . 4. 94 (d. J=7. 2Hz. 1H) * 7. 47 (d. J = 8. 0Hz. 2H) . 7. 60 it. 
J = 8. 0Hz. 1H) , 7. 74 (t. J = 8. 0Hz. IH) . 7. 90 (d. J = 8. 0Hz. IH) . 8. 07-8. 1 6 (m. 4H) . 
MS (FAB) m/i 420 (M+H) +. 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 08 (t. J = 7. 2Hz, 3H) > I. 19 <s, 3H) . I. 26 (s, 3H) % 
1. 65- 1. 80 (n. 2H) . 2. 65 (q. J=7. 2Hz. 2H) . 2. 67 (br. 4H) . 3. 44 (br. 4H> . 4. 74 (s. 1HK 4. 
91-4. 93 (d. IH) .5.41 (d. J=3. 2Hz, IH) . 7. 44 (d. J = 8. 4Hz. 2H) . 7. 55 (d. J = 8. 0Hz. IH) . 7. 
69 (dt. J = 8. 0Hz. IH). 7. 93 (d. J = 8. 0Hz. 1HK 7. 95 (s, IH) . 8. 05 (d. J = 8. 0Hz. IH) . 8. 13 
(d. J = 8. 4Hz. 2H). 

2 6 3-f4-(3-b HD^y-l-^ b*zs 7 a: -JU) -1- (4-JC^JU tf ^ 

5 5?>-i->r;i,w u >p^rit 



OMe OH 
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h * J10 ^ >±f > (l. 59g) ^ J: 3-^ □ ^e-l- {4-T.^Jl> v >-l— r 

-f V + / U > (957iag) 6 d *T.K * & y — Jl* (lOmJ) t lN7KSL<k^- h 

U £ A*»tt (lnl) 3^r«1iiS5 $ £ £ i£ £ B* & if ^ £ tK lc 

fei^H I96mg£*§*:. <JR# ; 20*) 

6& 4iS • 
Bfc* ; 17J-174X: 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppm) I. 06 (t. J = 6. 4Hz. 3H) . 1. 33 U. J = 7. 2Hz. 3H) . 1. 
5 2 — 1 - 6 0 (id, 1H) . 1. 91-1. 98 On. 1HK 3. 12 (s. 3H) . 3. 21-3. 26 On. 2H) . 3. 34-3. 39 (n. 2H) , 
3. 39-3. 51 (d. 4H) . 3. 63 (d. J = 1 2. 0Hz. 2H) . 4. 01 (d. J = 1 3. 6Hz, 2H) , 4. 35 (t, J = 6. 4Hz, 2 
H) . 7. 4 3 <d. J -8. 0Hz, 2H) . 7. 62 U. J = 8. 0Hz. IHL 7. 75 ( t, J = 8. 0Hz. 1H1 . 7. 99 (d, J = 8. 0 
Hz. 1H) , 8. 09 (s. 1H) . 8. 12 <d. J = 8. 0Hz, 1H) . 8. 18 (d. J = 8. OHz. 2H) . 
MS (FAB) m/z 420 (M+H) +. 

1 H-NMR (400MHz. CDC 1 a ) ; 6 (ppm) 1. 18 (t. J = 7. 2Hz. 3H) . 1. 7 1- J . 7 6 (m. 1H) . 1. 92-2. 
00 (m. 1H) . 2. 56 (q. J=7. 2Hz. 2H) . 2. 76 (br. 4H) . 3. 27 (s. 3H) . 3. 60 (br. 4H) , 3. 74 (br. 1 
H) . 4. 06-4. 10 On. 2H) . 4. 45 (dd. J = 10. 0. 3. 2Hz. 1H), 7. 40 (d. J = 8. 4Hz. 2HK 7. 47 (ddd. 
J = 8. 4. 8. 0. 1. 2H2. 1H) , 7. 59 (ddd. J = 8. 4. 8. 0. J. 2IIz. 1H) . 7. 70 (s. 1H). 7. 80 (d. J = 8. 0 
Hz, 1H) . 8. 08 (d. J = 8. 4Hz. IH) . 8. 17 (dd. J = 8. 4Hz, 2H) . 

^HB W 2 7 l-(l-I^JlbX7 y >-4— f JU)-3-f4-(3-k K □ * •> - 1 - 7 )l * U f 
D h" )V) 7 " V =fr y U >(O£0E 
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OH O 



. ifltxf ;P (5. 8bI) ft t h 7 t K D 7 7 > (80nl) L, ^3;^®faT, -70 

TCtl.SM'J^CAi/WVyj tJP75 K/^£a^*1f>&&<4 3ml)ft;&D7LT15 
ftffifRW Isti. R^M^^\ZA'-fu=e^> XT )Vr \i Y {\^, I51g)/f h7 t K □ 

^ ^ > uomi)iSf& ft an*T30#Rgs# Ltz&. fgfa £ it; t > * - r * ft aa a , » 

&X^;u-r*&ttJ bJt. *r*BJlft*rfc* $£&(MgS0«), ^JBEtR^b. (NH) -> 'J * y ^ 
SSffc^^ M.906gft#^io mm ; 80%) 

1 H-NMR (400MHz. CDC1 ,) ; 5 (ppm) 1. 27 (3H. t, J = 7. 2Hz) . 2. 68-2. 71 (2H. n) . 3. 38 (1 
H. d. J = 3. 6Hz) . 4. 19 (2H. q. 1 = 1. 2Hz) > 5. 07-5. 12 (1H, □) , 7. 26 (2H. d. J = 8. 8Hz) . 7. 48 
(2H. d. J = 8. 8Hz). 

(27-2) m m 3- (4-^ D^7i-iH-3-7jl/tD^D/0 




O 



3-(4-yp^7x -Jl)-3-t Ko^->ypt:^>fex^^ (7. 443g) £~/X^;i,7 
5 y h U 7 U H (237ml) 3S*« 132 |^ «HC « 3 L T f§ £ ft . 

fh7 t HD77>(60iDl)l:ISfi?L, *?f*T. ^5Kft7^i-^A U ^ A (1.0 
QSglftJiD^T* 20# GJUt^ b fc. SfSig^^K, * (1ml) , 5N*^jbt h'J^A 
(lml), tK (3ml) fttS# JjDA, ft -fe ^ -f h «t & L , & EE ig* *fc L . m fit ft t* 

»J v > (30ml) iCg^L, (3. 5ml) t V* ^-)V7 5 J \± »J >? > ( 1 82mg) ft Jo 

30#|BI£ia«#Lfc. £ Jfcfcft Bligft #&x^;u £ TKtC^S 

^■^©ftTtciJt, (MgSCK MJE««Lfc. ft "> 'J * y ^ A £ a v K # 
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^ y * - (m&^^ju/ >m) t«sb u Pimfe^^ cossfb^^i 4.542g£ 

It*:. (JR* ; 61%) 

'H-NMR (400MHz. CDC1 s) ; 5 (ppm) 2. 06 (3H. s) . 2. 06-2. 3 J (2H. m) . 4. 1 1-4. 29 (2H. m) . 
5. 54 UH, ddd, J =47. 6Hz. 8. 8Hz, 4Hz) . 7. 22 <2H. d. J = 8. 8Hz) . 7. 52 (2H. d. J = 8. 8Hz) . 
(27-3) l-(l-X^;H ^^>-4--f JP)-3-l4-(3-fc KD »->-l-7Jbtpype 



fti3-(4-^D ; t7xZ^)-3-7;^P/D>'Ox7TJl/ (833mg> tt*7(h'J7 
^;i^>) (2ml)£, I^JS^J 1 6 1-2 t |5J 8Hc & )1 L I- ( 1-X ^ )\, bT ^ 3 V >-4 

-fJl/)-3-^Dt^ y * J ij > (321mg) t^j66^ 300t f^«* IC^IS bT, 

&£h(omm4k£%i&&m i87ng*»&. mm : 40%) 
i&mm : 

i9fe jSL ; 14 1 - 1 46*C 

1 H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) I. 31 (3H. 1, J = 7. 2Hz) . 1. 70-2. 20 (2H, d) . 3. 2 I 
(1H. q. J = 7. 2HzK 3. 22 (I H. q. J =7. 2Hz) . 3. 32 (IH. t. J = 10. 4Hz), 3. 35 (111. t. J=10. 4Hz), 
3. 43-3. 53 (4H. id) . 3. 6 1 (2H. d. J = I0. 4Hz) . 4. 08 (2H. d. J=13. 2Hz) , 5. 70 (IH. ddd. J = 4 8 
Hz, 9. 2Hz, 4Hz) . 7. 39-7. 76 (4H. m) , 7. 95-8. 24 (5H. m) . 10. 75-10. 85 (IH. br-s). 
ESI-Mass ; 394 (MH + ). 

mmm 2 s i- u-x ^ ju e ^ => ~j >-\--r )v) -3- f4- H-h k p » ■> ^ ju 



F 




OH 



Et 
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( 28 - 1 ) l, i->7^^ / 'J > 




Br 



Br 



^{fc 'J > (23. 5g) tr K > (84ml) £;&D*, ^iaT*§8?L*;. *L <D 

SE^ffiRl*qE7^;P-f5H{6. Og)fe*e-f^llliLfc«. 35# R3 AD 1% it 95 L, & . R 
tei£*#£PL, £ n o (300ml) • ^ ^ y -JMSOml) Ic 

& <Z> gift 42? 6. lg*l§fc. (JK^ ; 57X) 

(28-2) . 3-7 o ^e-i- (4-X ^ bf ^ ^ S? >-l-f JU) V ^ J 'J > 



V^y 'J > (2. 70g) . N-X^;i, t: ^ V > (]. 16g) . kK^'J-) 
A (3. 50g) DM F (30ml) *P . 80t: T 5B# P»1 S f£ $ ■& fc. £ * S£ £ « ZEE « US ^ , gfc&x 

<t * ic 5>e wle&i&ltc. mm&mis *) ft 7 )\, ft 

mm<t$®> 2. 2lg£?Sfc. 

1 H-NMR (400MHz. CDC I ,) ; 6 (ppro) 1. 17 (i. J = 7. 2Hz. 3H) , 2. 54 <q. J = 7. 2 II z . 2H) . 2. 6 
6-2. 73 On. 4H) , 3. 52-3. 58 (m. 4H) > 7. 40 (s. HI) , 7. 4 5 (d t, J = 8. 0. 2. 0Hz. 1H) , 7. 5 8 (dt. 
J=8. 0. 2. 0Hz. ill) . 7. 62 (dd. J = S. 0. 2. 0Hz. 1H) , 7. 98 (dd. J = 8. 0. 2. 0Hz. 1H) . 
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(28-3) 1-14-Xf J^^7y>-l-f JU)-3-f4- (3-7 Jl,* iU7 T z 



4-yn^-2-7JI/^D^>X7^f t K (5. Og) £ ^ 4- >^ ^ )V V ^ > U4. 3g) 
^ V ? *r7, b V y jl~)1>&X7 * > (0. 3 8g> <Z>?? £ET, * U > (50ml) * T;bQ3& L 
THfc2-7J^o-4-Mjy^^X^-JM>X7JPrt H (2. 20s) £ * (2 8-2) 7? 
f#Jfc3-:/ n ^E-l- (4-X^;U lf^7y>-l-f ilK 7 + 7 U > (1. 20g) ^ h ^ ^ 

&$i*fc. £j*i&£2N*g&7KT , ftba3, 5 NtK $Hb :J~ h 'J O 2* 7k ~C 7 JV 'J 

-vtnmi^x* tgrnit^®) o.92g^^fc. 

(28-4) l-(4-X^JU b'^^ fx>-l-^ JU)-3-f4-(4-h K □ ^ y ^ ^JP-3-7 □) 




CHO 



F 




OH 
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1- (4-X^;P tf ^ y *J >-l — f )V) -3- [4- (3-7^^ o-4-*;u ^ ^ i - ;H < V 
3r y 1 J > (0. 2 5 g) <D 9 J — )V (20nl)^^^, 0t:T7K^fk^^^^- h »J r> A (0. I 
0g)£Jja*£. £*fci££30#fl3ig#^ iS&L, « i£ IZ * £ *D , 4£ it * ^ U > T 

^feic^^xiffiltb, 3tfc*fr5fc#co£5£I{h:'&#> 0.l5g£f§*t. 

■Ifi St - 

M£L : 228"C <##) 

'H-NMR (400MHz. DMS0-d*> : 6 (ppd) 1 . 34 <t, J = 7. 2Hz. 3HK 3. 1 9-3. 28 (m. 2H) > 3. 35 
(br-Q. 2H) . 3. 49-3. 67 (o. 4H) , 4. 01 (br-d. 2H) . 4. 62 (s. 2H) . 7. 57-7. 67 (m. IN) . 7. 76 
(br-t. 1H) . 7. 94-8. 01 (m. 2H) . 8. 05 (dd. J = 8. 0. 1. 6Hz. 1H) . 8. 13 (d, J = 8. 4Hz. IH) . 8. 1 
6 (s. 1H). 

MS (FAB) m/z 366 (M+H) +. 

mmm 2 9 1- u-x^;u e ^ =? & >-i-> t ;i/)-3- [z-y a-4- (1- h Fo^yy 



JHf^7y>-l--f M^V + y U > (I. 090g) b y X h'J7x-;^X7^ 
> (0. 1 53s) <OSf«T. 4- ~> U > (20ml) 4> . £ 31 5? 60 ^ T 2«r jfc JS £ i* fc. 



F 




OH 
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^ j& 5&£5N^&7KT*ft £ij L ft. tJc /g £ 5N* ft <fc ± h >J ■> A T 7 ;U 

» ufc. i^n^i- (4-x^;p e ^ ^ ^ >-i-< ;u) -3- [z-y jv* a -4- (2-x h^y 
^;u^-^x^>-i--f;p)^i-;H<v^y U > ( 1 . 222g) ^7h7th'cJ77> 
(10ml) K&S? L, **fb7;U5=^A >J (0. 2llg)<D»a»Ci«TU&. E 

£tt&8P?MlDJR3BaE tK, *fift-fb^ h U A*. 7k tf> J© K *D A , If^ffi 

I im *C It ^ I /: , r£*£4fc£ ^S'J SHRifJ^itlH/fc. 5 ffi £ £ U . »S 

t * ^f^i^oi- (4-x ^ )V tr ^ ^ V s >-i--r -3- [3-7 d-4- (i- 1 k a ^ 
•>yDe;H7xz;H-f y*/U> 0. 226g£»&. 

: 

'H-NMR (400MHz. CDC] 3 ) ; a (ppm) 1. 18 (t. J = 7. 2Hz. 3H> . 1. 90-J. 97 (o. 2H) . 2. 56 (q. 
J = 7. 2Hz. 2H) , 2. 76 (br-l. 4H) . 2. 80 (t. J = 7. 4Hz. 2H) , 3. 59 (br-t. 4H) . 3. 72 (t. J = 7. 4H 
z. 2H) . 7. 16-7. 19 (d. 1 H> . 7. 47 (br-t. 1H) > 7. 60 (br-t. 1H) . 7. 66 (s. 1H) . 7. 79 (d. J = 8. 
4Hz. IH) . 7. 85-7. 89 (a. 2H) , 8. 08 (d. J = 8. 0Hz. 1H). 

*fi |& £i : 

IB * ; 1 26- 127TC (#8?) 

l H-NMR (400MHz, DMSO-d.) ; 6 (ppm) I. 32 (t. J = 7. 2Hz. 3H) . 1. 71-1. 78 (d. 2H) . 2. 70 
(br-t. 2H) , 3. 21-3. 28 (n. 2H) . 3. 31-3. 40 (m, 2H) 4 3. 46 U. J = 6. 4Hz. 2H) . 3. 48 (br-t. 2 

H) . 3. 64 (br-d. 2H) % 4. 02 (br-d. 2H) . 7. 42 (dd. J = 8. 2. 8. 2Hz. I H) , 7. 63 (br- 1. IH) . 7. 7 

6 (br-t. IH) , 7. 93-8. 00 (m. 3H) . 8. 12-8. 14 (m. 2H) . 

MS (FAB) ra/z 394 (M+H) +. 

mmm 3 o 3- 13-d/ □ d-4- (3- h h p*->:/p ju> 7x = jui-i-(4-x^jug^ 
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/ 'J > (I. 3g) 6 Ml Ctitc, *#T* K p 7 7 > (20ml) t 

U AT^Ux ^ A/W H 7>f K (120mg) WX. SL&IZX mWV RJ&iS #1t m t 
<D'&, zfc (0. ] id 1 ) . 5N?fc f&itJ- b U A zfc 2g $t (0. lml) . * (0. 3ml) £ In , ^ 
IT. H^m«»Sl3:fc. R X ^ T ifc *t> U U * y * 5 

«J8ffc^^i£&:£co3cfeil£ii 900og£»&.. (iR* ; 71%) 

mmm. - 

K,« ; 1 23-1 24"C 

'H-NMR (400MHz, DMSO-d.) ; 0 (ppm) L 33 (t. J = 7. 2Hz, 3H) % 1. 72-1. 82 (id. 2M) . 2. 79 
( t. J = 7. 6Hz. 211) . 3. 20-3. 28 (m. 2H) . 3. 32-3. 40 (m. 2H) . 3. 48 U. J = 6. 4Hz. 4H) . 3. 65 (d. 
J = l 1. 6Hz. 2H) . 4. 00 (d. J = 1 3. 2Hz. 2H) . 7. 47 (d. J = 8. 0Hz. 1H) . 7. 63 (t. J = 8. 0Hz f 1H) , 7. 
76(t. J = 8. 0Hz, 1H).7. 99 <d. J=8. 0Hz. 1HK 8. 11 (dd, J = 8. 0. I. 6Hz. 1H) .8. 13(d. J = 8. 0 
Hz. Ill), 8. 1 6 (5. HI), 8. 22(d. J=l. 6Hz. 1H). 
MS <FAB) m/z 410<M+H>+. 

m&<* : 

1 H-NMR (400MHz t CDC1 3 ) ; 6 (ppra) 1. 67 (t. J =7. 2Hz. 3H) . I. 90-1. 97 (m. 2H) . 2. 55 (q. 
J=7. 2Hz. 2H) , 2. 76 (br. 4H) . 2. 88 (t. J = 7. 6IU. 211) % 3. 58 (br. 4H) . 3. 72 (t. J = 6. 4Hz. 2H) . 
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7. 32 (d. J = 8. 0Hz, JH) . 7. 47 U, J = 8. 4Hz. 1H) . 7. 59 (t. J = 8. 4Hz. IH) . 7. 65 is. IH). 7. 7 8 
<d, J = 8. 4Hz. IH), 7. 96 (dd. J = 8. 0. 2. OHz. IH) . 8. 07 (d. J = 8. 4Hz. IH) . L 16 (d. J = 2. OHz, 
IH). 

3 i 3-f3-ft;u**->y a K-4-(3-e k ->^p g ;u> 7 x - ju-i-(4 



*«S«16l-2. *^-r**W20t R « lw IT, l-yPt-3^J^ + ->7S K -4 
- (3-7 ir h * ~> y a tf ;H ^ >-fcf > (1. 04g) *5 £ tfl-zf a - 1- <4-x ^ ;U hf ^ ^ ^ 
>-|-<JH>fV + >' U > (409mg) cniC^^y-MlOni]) 
tlN7/c^{k^h'J^A7fc^^{lDi])€:»Dx, afiT?i|*«JE«Sli-fc. £ & i£ £: Bfc 

fc. (4*^ ; 30%) 

: 

»j& ; 2 l 3-2 I8*C 

'H-NMR <400MJIz. DMSO-d*) ; 6 (ppm) l. 08 (t. J = 7. 2Hz. 3H) . I. 76 (t t. J = 8. 0, 7. 6Hz. 
2II) . 2, 45 (q. J = 7. 2Hz. 2H) . 1. 68 (br. 4H) . 2. 80 (t. J = 8. OHz. 2H) . 3. 44 (It, 4Hh 3. 39-3. 
44 (n. 2H) . 4. 54 (t, J = 5. 2 II z. Ill) . 7. 37 (d. J = 8. OHz, III) . 7. 45 is. I H) . 7. 5 7 ( t. J =8. 4Hz. 
IH) . 7. 70 (L J = 8. 4Hz. IH) . 7. 90 (s. IH) . 7. 94 (d. J = 8. 4Hz. IH) . 7. 99 (s. IH) . 8. 06 (d. J 
= 8. 4Hz. IH) . 8. I3(s. III). 8. 14 (dd. J=8. 0. 2. OHz. IH). 




OH 
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MS (FAB) m/z 419 (M+H) +. 

3 2 3-(3->T / -4-(3-h K ->^g K HQ 7 * - 1 - I- (4-X ^ e ^ 



-(3-7-fe h^->^D tf;U)^>ir > (]. I5g)*5 J;^3-yD^-]-(4-xf;Pt^7y 
>-i--on-f u >(442ng)^^^^^^^^^^ 0 cintcTHF (5ni) tmm.it 

mm (5eI) <b h 'J 7 x n * * 7 ^ > (588mg) £ jto A, 60T: T 4B* W K« S i* £ 

J£iS*S L fc„ attic * * y (10nl) £ JN*&ft:f- h 'J O A * fcc llnil) fcJrtJA. 
50t:T30»WS«:S-B-fc. S « * « £ IF tt x ^ A> £ * K # £ b . W t& i§ £ & *P 



'H-NMR (400MHz. fiHSO-de) ; <5 (ppm) I. 35 (I. J = 7. 2Hz. 3H), 1. 78-1. 85 (m. 2H) . 2. 89 
(t. J = 8. 0Hz. 2H) . 3. 20-3. 25 (■. 211) . 3. 33-3. 40 (n. 2H) . 3. 49 (t. J = 6. 4H*. 2H) , 3. 55-3. 
65 (id, 4HJ .4. 02 (d. J = 13. 6Hz. 2H) ,7.61 (d. J = 8. 4Hz. 1H) , 7. 65 ((. J = 8. 4Hz. Ill) . 7. 78 
U. J = 8. 4Hz. IH). 7. 99 (d. J = 8. 4Hz. HI), 8. 14 (d. J = 8. 4Hz. 1 H) . 8. 2 2 (s. 1 H) . 8. 45 (dd. 




OH 



Sit : 
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J = 8. 4. 2. 0Hz. 1H) . 8. 54 (d. J = 2. 0Hz. !H). 
MS (FAB) m/z 401 («+H) +. 

mm it-. 

'H-NMR (400MHz. CDC1 j) ; 0 (ppm) 1. 20 (t. J = 7. 2Hz. 3H) . I. 96-2. 05 (m. 2H) . 2. 59 (q. 
J = 7. 2Hz. 2H) . 2. 79 (br. 4H) > 3. 01 (t. J = 7. 2Hz. 2H) . 3. 6 1 <br, 4H) . 3. 75 (t. J = 6. 4Hz. 2H) . 
7. 44 (d. J=8. 0Hz, 1H) . 7. 51 (ddd. J = 8. 4. 8. 0, 1. 2Hz. IH) . 7. 62 (ddd. J = 8. 4. 8. 0. I. 2Hz. 
Ill) . 7. 68 (s, 1HK 7. 81 (d. J = 8. OHz. IH) . 8. 08 (d. J = 8. 4Hz. 1H) , 8. 29(dd, J = 8. 0. L 6Hz. 
1H) . 8. 43 (d. J = l. 6Hz, IH) . 

3 3 1- (4-x ^ ^ ^>-l--f JU)-3- [4- (3-fc K a * -> ^ o tf ;H -3- 

* h =fr -> 7 x^l >T V^ / U >-Ja&i£?)^i£ 

(33-D i-(4-x^;i/fcf^7 ^ ^)-3-f4-C3-r-b h^i/^peju-s^ k 

=¥ > 7 m — ;u l -f v =e j u > 



2-<3-T -fe h * ^ y D tf ;U) -5- h D 'J 7 )V7s $ - >vy - v — ;u (0. 92g) £ 1-7 a 
^Er-1- (4-X^^U tT ^ ^ *J >-|--T JW) -f V * / U > (0. 37g) f h74Xh'J7x 

- JU*X 7 w > (0. 3g) GD^fiET, +'>U>^I^^i^TT4^r B 1S^$trc. ^ 

$> / — T*5£i IT, *£gS{fc^#l 0.28g£*S£. 

(33-2) l-(4-x^Jt, b'^ ^ >-l-f JH-3-14- (3-b K P x U h 




OAc 
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1- tT ^ 5 v >-l — T JU) -3- [4- (3-7 -fe h + y/ Dfil/)-3-^ h * ~> :7 

x - V* y U > £ * ^ J —)V (10ml) fcigfl? Wfc&Ht± h 'J ^ A* (2ml) 

^:?^-(ig{fc*^u>/>^y-;^)Tft©b, gftn^oTliittx, 

*tfe»*«ilG>«Hfl;£tt 0. I8g££|jt. 
4bJ 65 • 

S£,£ ; 123-124X: 

1 II-NMR (400MHz. DMSO-d*) ; <5 (ppm) 1. 3 2 (t. J = 7. 2Hz. 3H) . I. 66-1. 76 (m. 2H> . 2. 59 
-2. 68 (0. 2H) , 3. 20-3. 29 (id. 2H) . 3. 36 (br-q. 2H) . 3. 41-3. 55 (o. 4H) . 3. 64 (br-d. 2H) , 
3. 93 (s, 3H) . 4. 02 (br-d. 2 H) . 7. 26 (d. J = 8. 4Hz, 1H) . 7. 61 (br-t. IH) . 7. 76 (br- t. 1 HK 
7. 70-7. 78 (n. 2H) . 7. 99 (d. J = 8. 4Hz. IH) . 8.09-8. 14 <m. 2H). 
MS (FAB) m/z 406 (M+H) +. 
ifil : 

Ml-NMR (4O0MHz. CDC } *) ; 6 (ppm) 1. 17 (t. J = 7. 2Hz. 3H) . I. 84-1. 92 (n. 2H» . 2. 54 (q. 
J=7. 2Hz. 3H) . 2. 73-2. 81 (m. 611) . 3. 58 (m. 411) . 3. 63 (l. J = 7. GHz. 3H) . 3. 96 (s. 3H) . 7. 2 
3 (d. J = 6. 4Hz. 1H) . 7. 4 5 It. J =7. 6Hz. IH) . 7. 57 (t. J =7. 6Hz. IH) . 7. 6 5 (br-d. IH) . 7. 6 8 
(s. IH) . 7. 77-7. 82 (m. 2H) . 8. 07 (d. J = 8. 0Hz. IH) . 
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31 m m 3 4 3-f3-(3-fc FD^yyp fcf h * 7 :n ~ ;H -1- (4-X K 

,OMe 



;M -4-* h*>"<>1f><2. 5 7g)*5J;tf3-^D*-|- (4-x ^ JU tT ^ ^ >-l-< 
< V * J U > U. 7g) 6 C tl \Z * & J — )V ( I Om I ) £ IN* & it ± h 

U ^ (2ral) £rj&P A, 3P£ |S9 tJP & il gfi 2 tz . S £P & , #&X^;U 

^ ^ 7 -< — T-ra§aUT?fc#4&£^fc. C n £ 3? ?£ K J; D^KItl, & H f t &j 
J£SE Jg<DfSfi*£ifl 1. 2g£»fc. (ifc^ ; 74X) 

; 157-I60*C 

'H-NMR <400MHz. DMSO-de) ; 6 (ppm) 1. 33 (t, J = 7. 2Hz. 3H). 1. 72-L 7 9 (m. 2H) , 2. 67 
U. J = 7. 2Hz. 2H) . 3. 18-3. 2 6 (n. 2H) . 3. 32-3. 39 <n. 2H) . 3. 47 (t. J=6. 4Hz. 2H) . 3. 53 it. 
J = I 2. 8Hz. 2H) . 3. 64 <d. J = l I. 2Hz. 2H) . 3. 8 6 (s. 3H) . 3. 99 (d, J=13. 2Hz. 2H) . 7. 08 (d. J 
= 8. 4Hz. 1H) . 7. 57 (t. J = 8. 0Hz. IH) . 7. 72 (t. J = 8. 0Hz. 1H) . 7. 95 (d. J = 8. 0Hz. 1H) . 7. 96 
(d. J = 2. 4Hz. Hi) . 7. 99 {s, I H) . 8. 04 (dd, J = 8. 4. 2. 4Hz. 1H) . 8. 09 <d. J = 8. 0Hz. 1H). 
MS (FAB) m/z 406 (M + II) +. 



' H-NMR (400MHz. CDC 1 3 J ; 6 (ppm) 1. 18 (t ( J = 7. 2Hz, 3H) . I. 93 (t 1. J = 7. 2, 6. 4Hz. 2H) . 




OH 
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2. 56 (q, J-7. 2Hz. 2B) . 2. 77 (br. 4H) . 2. 82 (t. J = 7. 2IIz. 2H) > 3. 58 (br. 4H) . 3. 66 (t. J = 6. 
4Hz. 2H) . 3. 90 (s. 3H) . 6. 96 (d, J = 8. 4Hz. 1H) . 7. 43 (ddd. J*8. 4. 8. 0. I. 2Hz. IH) . 7. 57 
(ddd. J = 8. 4. 8. 0. I. 2Hz. JH) , 7. 62 Is. IH) . 7. 77 (d. J = 8. OHz. 1H) . 7. 96 (d. J = 2. 4Hz. IH) . 
8. 03 (dd. J = 8. 4. 2. 4Hz. IH) , 8. 06 <d. J = 8. 4Hz. IH) . 

nm&13 5 3-f3-(4-b H P * is 7?- JU) -4-* S^->7 m " ;H - 1 - (4-X ^ )l K ^ 




* J6 09 1 61-2. *HT*lSe9 20£|BiaH::UT. j-7Q^-3-(4-7t h^y^^JH 
-4-* >"<>-tf > (1. 54g)^cfcZ^3-^ r n : t-l-(4-X5 L ^hr^^ ^ >-l--f ;U) < 
V y U > (913mg) ttotityo&mrz. ZOitofttfjlz*?; — ;U UOnl) £ JNzkBS 

ffc^- h 'J C A*S® (2ml) JSi A, £ST"?2H*KlElSSli:fc. JR *S ffi £ 6t & X 5 1 

^^7-r-T»»L, 805mg£«£ mm ; 90X) . ^ n^g^l: 0 IffiJfi 

Bfc* ; J 28-1 32*C 

'H-NMR (40OMHz. DMSO-do) ; 6 (ppm) 1. 31 (t. J = 7. 2 Hz. 311) . I- 42- 1 . 52 (id. 2H) . I. 56 
-I. 64 <m. 2H) . 2. 63 (t. J = 7. 2Hz. 2H) . 3. 16-3. 24 (a. 211) . 3. 2 8-3. 38 (in. 2H) t 3. 4 I ( t . J = 
6. 4Hz. 2H) . 3. 52 (t. J = 8. OHz. 2H) . 3. 62 (d. J= 1 I. 2Hz. IH) . 3. 83 (s. 3H) . 3. 97 (d. J=14. 
OHz, IH) . 7. 06 (d. J = 8. 8Hz. LID . 7. 75 (t. J*8. OHz. IH) . 7. 70 (1. J = 8. OHz. IH) . 7. 94 (d. 
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J = 8. OHz. 1H) . 7. 94 (d. J = 2. 4Jlz. IH) . 7. 97 (s. IH) . 8. 02 (dd, J = 8. 8. 2. 4Hz. 1H) . 8. 07 (d. 

J = 8. OHz. IH) . 

MS (FAB) m/z 420 (N+H)+. 

'H-NMR <400MHz, CDC 1 3 ) ; 6 (ppo) 1 . 1 8 ( t. J = 7. 2Hz. 3H) . 1. 67- 1. 74 (m. 4H) . 2. 56 (q. 
J=7. 2Hz. 2H) . 2. 72-2. 77 (n. 2H) . 2. 76 <br. 4H) . 3. 58 (br. 4H) , 3. 68-3. 71 (m. 2H) , 3. 87 
(s. 3H) . 6. 93 (d. J = 8. 4Hz. IH) . 7. 42 (ddd. J=8. 4. 8. 0. 1. 2Hz, IH) . 7. 56 (ddd, J = 8. 4. 8. 
0. I. 2Hz. IH) . 7. 61 is. III). 7. 76 <d. J = 8. OHz. IH) . 1. 93 (d, J = 2. OHz. JH) . 8. 00 (dd. J = 8. 
4, 2. OHz. IH) . 8. 05 <d, J=8. 4Hz. IH). 

mmm 3 6 1- (4-x^;u r> y >-i--r ju) -3- f4- <2-h k d * >jl h * ->i -7 = 



^i^J?TII^]-(4-l5 L Jl't:^7y >-!-< Jl/)-3-(4-t Hn + y 7x^^X7 
^ 'J.>(IJg)fiTh7t H n 7 ^ > (3 0ml) L, 60X*5?Hb:>- h U 9 A (0. 

» « l * mm * is v * y )i ti ^ j± & a ^ h # ? ? ^ — mit * ^ I* > / * ? ; — ji 




OH 
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6$ i£ , 

l H-NMR (400MHz. DMSO-d.) ; <5 <ppm) 1 . 33 ( t. J-7. 2Hz. 3H) . 3. ! 8-3. 28 (m. 2H) . 3. 40 
(q. J=7. 2Hz, 2H) . 3. 50 (br-t. 2H) . 3. 62 (br-d, 2H) . 3. 97 (br-d. 2H) . 6. 90 (d. J = 8. 8Hz. 

2H) , 7. 55 (t. J = 8. 0Hz. 1H) , 7. 7 1 (t. J = 8. 0Hz. Ifl). 7. 93 (s. 2H) . 7. 91-7. 96 <d. 1H) > 8. 0 

4 (d. J = 8. 8Hz. 2H) . 8. 08 (d, J = 8. 8Hz. 2H) . 10. 92 (br-s. 1H) . 

Bfej& ; 1 27- 1 29*C 

MS (FAB) m/z 378 (M+H) +. 

nmm 3 7 3-13. a-v n-n k 5>x k ^ ->> ? * - jm-i-im *)u ^ ^ 



^*SmO<h P*I& £«3 Tz 3- [3. 4- fx (2- ^ > V )\> * * > X h + -»7x-JH 

d d «f y * j »J > (j. 97g) >J £ A (2- 5g) , N-x ^ £ ^ 7 > (5 

ml) A» 3- (3. 4-v (2-^ > )V * * > x h^*>) 7xz;H-l- (4-xf Jl, tf ^ ^ i? 
>-l-^M-f V*;'J> 2. 23g£ Ac. ^n^IKffitL, > * / -;MI0Oral) £ 
/^^ >«(K (50mg) ttraA, *sfc#afiT. S ffll T »S E S . 

R««««r-fe7-f »EE»«bfc. »» lc IN* B fb MJ 

A*i£f££Jit] 'Jtt <h L, BtST X^ ^T»m L Jfc. # & /S £ & ffl & ig 




o 
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*-Cflfc*§K &flEia*8 L tz&* i" 'J 2> 5 A ^ D "? h ^ 7 7 ^ - (»Bx 

>i)T«[StT. fSfefHltt^J 686ng€:»3t «JR * ; 442). :n^^ 

fi^ 4& • 
»,« ; I30-1 32TC 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) I. 33 (t. J = 7. 2Hz. 3H) . 3. 20-3. 28 (n. 2H) . 3. 32 
-3. 40 (in. 2H) . 3. 51 (t. J= 12. 8Hz. 2H) . 3. 6 3 (d. J=M. 2Hz. 2H) . 3. 74-3. 78 (n. 4H) , 4. 00 
(d. J = 1 3- 2Hz. 2H) . 4. 07 (t. J =5. 2Hz. 2H) . 4. 14 <t. J = 5. 2Hz. 2H> . 7. 1 Md. 1 = 8. 4Hz. IH) . 
. 7. 58 (dt. J = 8. 0. 1. 2Hz. 1 H) . 7. 73 (d t . J = 8. 0, 1. 2Hz. 1H) . 7. 76 (dd. J = 8. 4. 2. 4Hz, 1H) , 
7. 81 (d. J = 2. 4Hz. IH) . 7. 96 (d. J = 8. OHz, I H) . 8. 04 (s, IH) . 8. 09 (d. J = 8. OHz. IH) . 
MS (FAB) m/z 4 38 (M+H) +. 

mm& : 

1 H-NMR (400MHz. CDCI •) : 6 (ppro) 1. 19 (t. J=7. 2Hz, 3H) , 2, 57 (q. J = 7. 2Hz. 2H) , 2. 7 
8 (br. 411) . 3. 58 (br. 411) , 3. 97-4. 01 (n. 4H) , 4. 18-4. 20 (m. 2H) % 4. 26-4. 27 (m. 2H) . 7. 0 
6{d. J = 8. 4Hz. IH) . 7. 47 (ddd, J = 8. 4. 8. 0, I. 2Hz. IH) . 7. 59(ddd. J = 8. 4. 8.0. 1. 2Hz. IH), 

7. 63 (s. IH) . 1. 78 <dd. J = 8. 4, 2. OHz. IH) . 7. 79 (d. J = 8. OHz. IH) .7.91 <d. J = 2. OHz. IH) , 

8. 08 (d. J = 8. 4Hz. IH) . 

^ M m 3 8 3- 13. l-V (2-b KO^->± h^i/)7x-M-l-(4-3l^Jl/e^^y 
>-l— i )V)<4 V * J 'J >-iSi£te(0^fiE 




OH 
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mm win t mm \z&m l xmizi- (3. 5-^ u-i > * •> x h^-»7izjn 

-l-^OD-f y + 24g) <h. 3km* 'J <7i> (J. 6g) fccfc tfN-a:^;utf-< * ^ 

> (5ml) 3- (3. 3->^ > z/)U*Jr i>> X h^-> 7xz (4-X?A e^7 y 

>-l-*OU)-f V * y U > l.70g£f#fc. £ L. 18£ b 

T, /t ^ A/^-2^>ltt^ (50mg) ^JOATfflit. «B^bd«OiKlllifc 510 
mg£^fc (JR$ ; 42X) . in^^&tct I, « & {fc ^ tt 4B &*& V> M ft £ 

§Jt • 

m& ; 232-234-C 

'H-NMR (400MHz. DMSO-de) ; 5 (ppm) I. 33 (t. J = 7. 2Hz. 3H) > 3. 20-3. 28 (d. 2H) , 3. 32 
-3. 40 (in. 2H) , 3. 46-3. 52 (m. 2H) , 3. 65 (d. J = l l. 6Hz. 2H) . 3. 76 (t. J = 5. 2llz. 4H) . 3. 99 
<d, J = I 3. 2Hz. 2H) , 4. 09 (t. J = 5. 2Hz. 4H) . 6. 57 (t. J = 2. 0Hz. 1H) » 7. 37 (s. IH) . 7. 38 (s. 
lH) , 7. 62 (t. J = 8. 0Hz. IH) . 7. 76 (L. J=8. 0Hz. lH) . 7. 99 (d. J = 8. 0Hz. IH). 8. 13 (d. J = 8. 
0Hz. IH). 8. 15 (s. IH). 
MS (FAB) m/z 438 (M+H>+. 

mmw : 

'H-NMR (400MHz. CDC 1 3 ) ; 6 (ppm) 1. 18 (t. J = 7. 2Hz. 3H) . 2. 57 (a. J = 7. 2Hz. 2H) . 2. 7 
8 <br. 4H) . 3. 58 (br. 4H) . 4. 01 (t. J = 4. 8Hz. 4H) . 4. 18 (t. J = 4. 8Hz. 4H) . 6. 54 (t. J = 2. OH 
z. IH) . 7. 40 (d. J=2. 0Hz. 2H) . 7. 48 (ddd. J = 8. 4. 8. 0. 1. 2Hz. IH) . 7. 60 (ddd. J=8. 4. 8- 0. 
1. 2Hz. )H) . 7. 67 (s. IH) . 7. 79 (d. J = 8. 0Hz. IH) . 8. 0 9 (d. J = 8. 4Hz. IH). 
mmm 3 9 3- f3-^7 a P-4- (2-fc: KD^yXS^y)7x _;U -l-(4-x^^ tf ^ 
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OH 



fkmm 161-2, #t>TH$6#J20a:f^&tcLT, \-7 ° ^ -3-^ d o-4- (2-^ > 
jU^-^f>x N3^>)^>-fef > (2. 52g)^5ct0^3-y n ^& - l - <4-x ^ ;U f ^ ^ >*>-l — f 

JH<v + ;u>ii.3g)*»&iiii««*«fc. oomi) tin? v+> 

/t>-i& >»« (200mg) £JQ A, *3§3?S^T, £ & T & & & $ 1* £. 
£JSiSttt&-tr7'fhttiaL£:ig. M£iBJi <2 ^ & l:: IN* SMb ± h 'J ^ A 

Jjd*. 7 »J tele bfc^, WSx^;^tKi:^EL. *r&/g £ *zfe, 

JSUTttSIL. ffot^ l- 26g£*§fc (JK* ; 99%). Z. tl €■ * j£ K J: 0 « ffi « £ U , 

£J gfcgl : 

»A ; J 38- 140X: 

'H-NMR (400MHz. DMSO-da) ; 6 (ppn) I. 33 (t. J = 7. 2Hz. 3H) > 3. 20-3. 26 On. 2H) . 3. 30 
-3. 3 8 tm. 2HK 3. 53 (t. J=l3. 6Hz. 2H) » 3. 64 (d. J = J l . 6Hz. 2HK 3. 79 <t, J = 4. 8Hz. 2H) . 3. 
99 (d. J = I 3. 6Hz. 2H) . 4. I 7 (t. J = 4. 8Hz. 2H) . 7. 30 (d. J = 8. 8Hz. IH) . 7. 60 (1. J = 8. 0Hz. I 
H). 7. 74 (t, J = 8. 0Hz. IH) . 7. 97 (d. J = 8. 0Hz. 1 H) , 8. 09 (s. 1H) . 8. 1 1 {d. J = 8. 0Hz. IH) . 8. 
14 (dd. J = 8. 4. 2. 4Hz. IH) . 8. 25 (d. J = 2. 4Hz. IH). 
MS (FAB) m/2 412 (M+ H) +. 

! H-NMR (400UHz. CDC1 >) ; 6 (ppm) I. 20 (t. J = 7. 2 II z . 3H) . 2. 59 (q. J = 7. 2Hz. 2H) . 2. 7 
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9 (br. 4H) .3.61 (br. 4H) . 4. 03 (t. J = 4. 4Hz. 2Hh 4. 22 (t. JM. 4Hz. 2H) . 7. 04 (d. J = 8. 8H 
z. 1H) . 7. 46 ( <ddd. J = 8. 4. 8. 0. I. 2Hz. 1HK 7. 59 (ddd. J=8. 4. 8. 0. I. 2Hz. IB) . 7. 61 is. 1 
H) . 7. 77 (d. J = 8. 0Hz. 1H) . 8. 03 (dd. J = 8. 4. 2. 4Hz. 1H) . 8. 06 (d, J = 8. 4Hz. 1HK 8. 19 (d. 
J = 2. 4Hz. 1H). 

4 0 3- [3-* =r )l>-4- (2-b KD^ylh^y)7x ~ )V I - 1- (4-x ^ Jl bf ^ 



USS^J 161-2, ^ViTHl^J20(!:^^(:LX, 1-^ □ ^ -3-pt (2-^ > ^ 

;u x h=^y)^>t'> (i. 4 8g) 45 cfc zf3-7 a ^e-i- (4-x^;u tr ^ ^ > -i--r 

)V) -f V ^ y U > (495mg) A» e> iftJRtt £ »&. C n \z * $> J -)V <30nl) 

A/* — # >tt«E UOOrag) **»H8SIT. SiaTttftSfSS-efc. tf> 

200mgS:fife (JR* ; 44X) . d tl £ « j£ <fc 0 £ & Jft fc 

4£l §5t 4n& • 

St* ; 133-I36T: 

'H-NMR (400MHz, DMSO-d«) ; 6 (ppra) 1 . 33 (t. J =7. 2Hz. 3H> , 2. 28 (s. 3H) . 3. 18-3. 2 8 
(m. 2H) . 3. 30-3. 40 (m. 2H) , 3. 50 (t, J=12. 0Hz. 2H) , 3. 64 (d. J = 1 0. 8Hz. 2H) . 3. 77(1. J = 




OH 
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4. 8Hz. 2H>. 3. 99 (d. J=I4. 0Hz. 2H) . 4. 07 (t. J = 5. 2Hz. 2H) . 7. 06 (d. J = 8. 8Hz. ]fl) . 7. 57 
U, 0Hz. 1H) , 7. 72 U, J = 8. 0Hz. 1H) , 7. 95 (d. J = 8. 0Hz. IH) . 7. 99-8. 03 <n. 3H) . 8. 0 
9<d. J = 8. 0Hz. 1H). 
MS (FAB) bi/z 392 (M+H) +. 

'H-NMK (400MHz. CDCI *) ; 6 (ppm) 1. 20 (t. J=7. 2Hz. 3H) . 2. 35 (s. 3H) . 2. 58 (br. 2HL 
2. 78 (br. 4H). 3, 61 (br. 4H) . 4. 02 (t. J = 4. 4Hz. 211) , 4. 17 (t. J =4. 4Hz. 2H) > 6. 93 (d. J = 8. 
4Hz, 1H>, 7. 33 U. J = 8. 4Hz. 1H) . 7. 57 (t. J = 8. 4Hz. iHK 7. 62 (s. 1H) . 7. 77 (d. J = 8. 4Hz. 
. 1H), 7. 9 6 (br. 1H) > 7. 99 (dd. J = 8. 4, 2. OHz. IH) .8. 06 (d. J = 8. 4Hz. 1H) . 
*ttW4 1 3- 13 — T vyPe^-4-(2-bKD^->Xh^y)7xZ^l-1- (4-x^ 




^ 1609 161-2* *^T*J6W20tR«ICUT, 1-^ n f V ^ D tT^-4- (2- 

* is jl h ^ f>) ^ > -tf > (3. 4 5g) J: 3-7 n ^-1- (4-x ^ jut* ^ ^ >? 

>-i->r JH-f v + yu>(i.og)*»&itt»s»fc. - ntc y ^ y - ;w (soni) t 

^ >«« (300mg) ADA, * & 3? ffi T . SiaT»*RflS<*-frfc. K 

rt?iS«&-fe 7< h iffiiBLfca. fc&ffi&a&LTc* » « lc IN* K ffc ^ h 'J A * * jffi 

TttBU. nbtttt 650mg£«fc («* ; 40X) • cn«:«fcK:J:Dtt&*&<!:L, 
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1^ 4£l • 

Rk,« ; 248-250t (##) 

1 H-NMR (400MHz. DMSO-d*) ; <5 (ppm) J. 26 (s. 3H) . 1. 28 (s. 3H) . 1. 34 It. J = 7. 2Hz, 3H) . 

3. 26-3. 2 8 (d. 2H). 3. 30-3. 39 (in. 3H) . 3. 60 (t. J = 8. 8Hz. 2H) . 3. 64 (d. J=li. 2Hz. 2H) . 3. 
78(t. J=4. 8Hz. 1H) . 3. 99 (d. J = 1 3. 2Hz. 2H) . 4. 08 (t. J = 4. 8Hz. 1H),4. 26-4. 28<m. IH) . 

4. 40-4. 4 2 (m. 1H) . 7. 08 (t. J =8. 0Hz. 1 H) » 7. 57 (t, J = 8. 0Hz. HI) . 7. 73 U. J = 8. 0Hz, IH) . 
7. 98 (d. J = 8. 0Hz. IH) . 7. 99-8. 06 (m. 2H) . 8. 00 (s. 1 H) . 8. ) 0 (d. J = 8. 0Hz. IH). 

MS (FAB) m/z 420 <M+H)+. 
: 

1 H-NMR (4 00MHz. CDC Is) ; 6 (ppm) . J . 18 (t. J = 7. 2Hz. 3H) ,1.28 (d. J = 7. 2Hz. 6H) . 2. 5 
6 <q. J = 7. 2Hz. 2H) . 2. 77 (br. 4H) . 3. 37-3. 44 (n. Ill) . 3. 59 (br. 4H) . 4. 02 (t. J = 4. 4Hz. 2 
H) . 4. 16 (t, J = 4. 4Hz, 2H) . 6. 94 (d. J = 8. 4Hz. IH) . 7. 43 (ddd. J = 8. 4. 8. 0. 1. 2Hz. IH) . 7. 
57 (ddd. J = 8. 4. 8. 0. 1. 2Hz. IH) . 7. 6 2 (s. IH) . 7. 78 (d. J = 8. OHz. IH) . 7. 97 (dd, J = 8. 4. 2. 
4Hz. IH), 8. 06 (d. J = 8. 4Hz. 1 II) * 8. 07 (d. J=2. 4Hz. IH). 

M m 4 2 l-(4-Xf J^^7 >-I--r f4- (2-* h^yX h^v)7zz 



H 7T *3 1- (4-X 5" £ ^ ^ f/>-!--f;U)-3-(4-t KD^y7xr;H^f V 
* J 'J > (0. 420g) y,H/fJ^i^7S K (5ml) \Z mm 60%7k&<b:J- h 'J 




OMe 
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O A (0. 06g) £ fin**:. #*<0«£>F»7 2-^ h^i/Xf^rDi H(17 

8MJ)^3toA. 5CC 7? 3. 5WIMRfl= U fc. £ £ ffi £ S & * T # SJ) t S . » K X ^ 

-X^JHf ^ 7 5? >-l— f ;U) -3- [4- <2-> FtyXh^y)7i-jl/WV + ; 'J > 
*»fc. ^n$^^l:J:OIKItL. ft * O SJB ft €r « 0.457g*«fc. 

HL« ; 184. 5- 185-0 

MI-NMR (400MHz. DMSO-cU) ; 6 (ppm) I. 33 ( t. J=7. 2Hz. 3H) , 3. 2 1 -3. 27 (m. 2H) . 3. 3 1 
-3. 39 (2H. m) . 3. 33 is. 3H) . 3. 49 (br-t. 2H) . 3. 63 (br-d. 2H) . 3. 69-3. 7J <m. 2H) . 3. 99 
(br-d. 2H) , 4. 16-4. 18 (m. 2H) . 7. 0 8 (d. J = 8. 8Hz, 2H) . 7. 5 6 <br- 1. 1H) . 7. 72 (br-t. 1H) % 
7. 96 (d. J = 8. OHz. HI) . 8. 00 (s, 1H) . 8. 10 (d. J = 8. 4Hz. 1H) . 8. I 5 (d. J = 7. 0Hz. 2H) . 10. 7 
4 (br-s. 1H) . 

MS (FAB) m/z 392 (M+H) +. 

mmm 4 3 3- r 3. 4- *j (2- * v -> x h * -> ) 7 x =. ;i 1 - 1 - (4- x ^ ^ if ^ ^ y > 



V * / »J > (I. 28 g) . 'J O A (913mg) ixf ^t!^7y> (30ra I ) 6 & <fc 

^«<DiB«# 1. 4Smg£»& mm ; 95*). - ft £ * & tc <fc 0 J£ & JS L , tS£ltt; 




o. 



N 
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^£L ffit 4£& • 

HK* : 143-144*C 

'H-NMR (400MHz. DMSO-de) ; 6 (ppm) I. 34 (t, J = 7. 2Hz. 3H) . 3. 20-3. 26 (m, 2H) » 3. 30 
-3. 40 (m. 2H) . 3. 34 is, 3H) . 3. 36 is. 3H) , 3. 54-3. 63 <m. 4H) . 3. 69-3. 7 1 <m. 4H) . 3. 99 (d. 
J=13. 6IIz. 2H) . 4. 16-4. 18 On. 2H> , 4. 2 3-4. 2 5 On. 2H) . 7. 1 1 (d, J = 8. 4Hz. IH) . 7. 58 (dt. 
J = 8. 0. I. 2Hz. 1H) . 7. 73 (td. J = 8. 0. 1. 2Hz. 1H) . 7. 78 (dd. J = 8. 4. 2. OHz. IH) . 7. 80 (d. J 
= 2. OHz, IH) . 7. 96 (d. J = 8. OHz. IH) . 8. 04 is. 1 H) . 8. 1 0 (d, J = 8. OHz. IH). 
MS (FAB) m/z 466 (M+H) +. 

1 H-NMR (400MHz. CDCU) ; 6 (ppm) I. 17 (t. J = 7. 2Hz. 3H) . 2. 55 (q, J=7. 2Hz. 2H) , 2. 7 
5 <br. 4H) > 3. 47 (s. 3H) . 3. 55 (s. 3H) . 3. 57 (br. 4H) . 3. 79-3. 84 (m. 4H). 4. 21-4. 24 (m. 2 
H), 4. 28-4. 30 (id. 2H) .7.01 <d. J = 8. 4Hz. IH) . 7. 43 (dt. J = 8. 0. 1. 2Hz. IH) . 7. 56 (d t. J = 
8. 0. t. 2Hz. IH) .7.61 (s. IH) , 7. 72 (dd. J = 8. 4. 2. OHz. IH) . 7. 76 (d. J =8. OHz. IH) . 7. 85 
(d. J =2. OHz. IH). 8. 06 (d. J = 8. OHz. IH). 

mmm 4 4 3- f4- <2-b k □ -> x h ^ ->) * * ju? m - jh -1- m-x ^ ;u h 




*«ffl 161-2, * t»-C**OT20i: PI & \Z IT, 1-^ D^-M2-^>yAt^vl 
h * ^) ^ >-tf > (I. 72g) *5cfc Z/3-7 D^-I-I^xf Jt/lf ^ ^ V>-\-^ )V) 

^V + ;»J> (854mg) ^bi^1lJ^fl)t. cntc/^y-^ <20ral> t A* 5 ^ A / 
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*£:&i££-fc hiSiS L£f£. SSEEiSaSL*:. » » K INtK & <fc ± h "J O A tK © i£ 
*HDAT7AA'Jtti:b. Kg£X^;UTffl£ii Lft. W « JB £ fit ft Jfc IB * T ft # • 
t£iH* Sffi«ttUfc«. 2/ U * y ? A £ □ v h ^ 7 7 A - (BRX^^/A.:*. 
t>^)TfiSLT, IS&**4*:#J S67mg£»Jfc («¥ ; 73%). ^ t: J: »3 Jg 

ttj£ ; l 29- 1 3 I 

.'H-NMR (400MHz. DMSO-d s) ; 6 (ppm) I. 34 (t. J = 7. 2Hz. 3H) , 3. 20-3. 28 (m. 2H) . 3. 33 
-3. 39 (m. 2H) , 3. 55-3. 64 (m. 8H) . 4. 00 (d. J = l3. 6Hz, 2H) . 4. 57 (s. 2H) . 7. 48 (d. J=8. 4H 
z. 2H) .7.61 (t. J=8. Oil z. Ill) , 7. 75 (t, J = 8. 0Hz. 1H) , 7. 99 (d. 1=8. 0Hz. IH) . 8. 10 is. 1H) . 
8. 12 (d. J = 8. 0Hz. IH), 8. 19(d. J = 8. 4Hz. 2H) . 
MS (FAB) m/z 392 (M+H) +. 
: 

' H-NMR (400MHz. CDCli) ; 6 (ppm) 1. 1 8 (t . J = 7. 2Hz. 3H) . 2. 56 (q. J =7. 2Hz. 2H) . 2. 7 
7 (br. 4H) > 3. 60 (br. 4H) . 3. 64 (t. J = 4. 8Hz. 2H) . 3. 79 (L J = 4. 4Hz. 2H) . 4. 63 is. 2H) . 7. 
44 (d. J = 8. 4Hz. 2H) . 7. 47 (dl. J = 8. 4. 1. 2Hz. 1H) . 7. 59 (dt, J = 8. 4. J. 2Hz. IH) . 1. 69 (s. 
1H),7. 79 (d. J = 8. 4Hz, IHK8. 08 (d. J = 8.4Hz. 1H) . 8. I6(d. J = 8. 4Hz. 2H> . 

-mmm 4 s 1- m-x >v tf *t 5 s j > -3- 14- (2-7 n x h^y)7ii 
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* y U > (0. 5Mg) ftN. N-v? * A 7 a H (5ml) L * 6OX7K ^ ft ^~ h U 
A (0. 075g) &m Afc. *3fc<0?££7!>**l7 Lfc&> 2-7^^"DX5 1 JI'^p3 H (2 

30wl)£Jjn** 8PSia«!JBHBaSLJfc. E & % £ £ & £ T # » L Mifil'i 
zMc^SBL. *T&/g£*ifc* *£EHffiLfc. 3£ ^ £ ' J ^ > # ^ A £ n 

^f^7y>-!-<iH-3-[4-(2-7il/tni h * ->) 7 x — ;l/J -f V ^ / U > 0. 58 
4£& fi§ 

HL& ; 223-224"C 

'H-NMR (400MHz. DMSO-de) ; <5 (ppn) 1 . 33 U. J = ?. 4Hz. 3H) , 3. 2 1 -3. 27 (n, 2H) , 3. 3 1 
-3. 3 9 (n. 2H) . 3. 50 <br-l. 2H) . 3. 63 (br-d. 2H) . 3. 99 <br-d, 2H) . 4. 4 I (d t. J = 4. 0. 30. 0 
Hz, 2H) . 4. 7 9 (dt. J = 4. 0. 48. 0Hz. 2H) , 7. 1 1 (d. J = 8. 8Hz. 2H) . 7. 5 8 (br-t. IH) > 7. 73 (br 
-I. 1H) . 7. 96 (d, J=8. Oil z. IH} , 8. 02 (s. IH) . 8. I0(d, J = 8. 4Hz. 1H) .8.16 (d. J = 8. 8Hz. 2 
H) . 10. 77 (br-s. IH) . 
MS (FAB) m/z 380 (M+H) +. 

mmm 4 6 3- (3. 4-* ^ u > -> v ^ — > - 1 — h-x^ju e ^ ^ v >-w ;u) 

* v * y u > -ttitttP^rt 



381ifi«2<tra«fc:LT. 3-(3.4-^^U>^^^->7x — ;u)-!-^op>rv^y 




N 
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'J > (356mg) t X^;U hT^< 7 i? > <i0mlH5* £ II ft -& ttl S St # 425mg£f3/t 
(JR<S;94%). Ctl^^&CJ: Olg^fii L. B IB it * tt S IS <E> » fi « A £ % ft . 

'H-NMR (400MHi, DMSO-de) ; 5 (ppm) 1. 33 (t. J = 7. 2Hz, 3H) . 3. 20-3. 26 (n. 211) , 3. 30 
-3. 38 (m, 2H) . 3. 5 2 <t. J = 1 2. 0Hz. 2H) . 3. 62 (d, J = l 1. 2Hz. 2H) . 3. 99 (d. J = 1 3. 2Hz, 2H) > 

6. 10 <s. 2H) . 7. 06 (d. J = 8. OHz. IH) . 7. 58 (t. J = 8. OHz. IH) , 7. 73 <L J = 8. OHz. 1H) . 7. 75 
(d. J = 2. OHz. 1H) . 7. 77 (dd. J = 8. 0, 2. OHz. IH) . 7. 95 <d, J = 8. OHz. 1H) . 8. 01 (s. IH), 8. 0 
9 (d. J = 8. OHz. IH). 

MS (FAB) m/z 362 (M+H) +. 
VL& : 223-227*C 

'H-NMR (40 0MHz. CDC1 a) ; <5 (ppm) I. 1 8 (t. J = 7. 2Hz. 3H) , 2. 5 5 (a. J = 7. 2Hz, 2H) . 2. 
75 (br. 4H) , 3. 58 (br, 4H> . 6. 02 (s. 211) . 6. 91 (d. J = 8. 4Hz. 2H> . 7. 44 (ddd. J = 8. 4. 8. 0. 
I. 2Hz. IH) . 7. 57 (ddd. J=8. 4. 8. 0. 1. 2Hz. IH) . 7. 58 (s. IH) . 7. 69 (dd. J = 8. 4. 1. 6Hz. IH) . 

7. 71 (br. 1 H) . 7. 76 (d. J = 8. OHz. IH) . 8. 06 (d. J = 8. 4Hz. IH) . 

& m m 4 7 1-(1-Xf Jl^K^^v >-4—f)U)-Z-U-7± h - )U * * »> 7 * - )V) 
V 4- J i J > o^gg 



I1^149 < !:(n)i(:LT t | - (|-Xf Jl^ t* ^ 7 ^ >-4-*f iP) -3- (4- t K □ * > 7 x 



O 
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ZL)V) -f V 4- J »J > (3I9mg) ti-^P y > (1 00d 1) 7$> £ , ft * <Dm 

mit&V) 346mg£*§>t. (JR* ; 80S) 

'H-NMR (400MHz. CDC1 >) ; 5 (ppo) 1. 18 (3H, t. J = 7. 2Hz) . 2. 31 (3H. s) . 2. 56 (2H. q, J 
= 7. 2Hz) . 2. 76 (4H. t. J = 4. 4Hz) . 3. 58 (4H. t. J=4. 4Hz) > 4. 59 <2H. s) . 6. 98 (2H. d. J = 8. 8 
Hz). 7. 45 (1H. ddd, J = 8Hz, 7Hz, I. 2Hz) , 7. 57 (1H, ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 6 1 (1H. s) . 
7. 76 UH. d. J = 8Hz). 8. 06 (1H. d, J=8Hz). 8. 13 <2H. d. J = 8. 8Hz) . 
ESI-Mass ; 390 (MH+) . 

mmw 4 8 3-i4-(3-y j ^p^^->) 7x-m-i- (4-x^n. br ^ ^ ^ > 



3- (4- {2-y 9 Jls-i Z K ^ D tf ^ ->) 7i-JH-l-(fi^i^^7y>-lM 
JUW V*;<J> (182mg) l:t K ^ >^6 J 7W K U-r K (0. I6ml) tI^-iK5 
Odl)^3tlD^. 4P5r«1jM&i3M^ £ it ^0>&, ELfofefottZ p d /j> JPA i ?K tc5)S 

fit# 482mg£1#& (iRSS ; 48»). cnst&C J; D «•* t «H ft ^ ttifi ft Ifi 

: 

Bfe A ; 1 73- 1 76t: 

'H-NMR (400MHz. DMSO-ds) ; a (ppn) 1 . 34 (I. J = 7. 2 Hz. 3H) , 2. 04-2. I 2 (to. 2 H) . 2. 94 
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-3. 00 <m. 2H). 3. 18-3. 26 (d. 2H) . 3. 32-3. 38 (ro. 2H) . 3. 52-3. 63 (n>. 4H) . 3. 97 (d. J- 12. 
8Hz. 2H) . 4. 16 (t. J = 6. 4Hz. 2H> . 7. 09 (d. J = 8. 8Hz, 2H) . 7. 58 (t. J =8. OHz. IH) . 7. 73 (I. 
J = 8. OHz. IH). 7. 96 (d. J = 8. OHz. JH) . 8. 01 <s. IH). 8. 10 (d. J = 8. OHz. 1H) . 8. 13 (br. 2H) , 
8. 17 (d. J = 8. 8Hz. 2H) . 
MS (FAB) n/z 391 (M + H) +- 



*H-NMR (400MHz. CDC1 a) ; <5 (ppo) 1. 18 (t. J = 7. 2Hz, 3H) . 2. 04 (s. 2H) . 2. 12-2. 1 8 (m, 
2H). 2. 55 (q. J = 7. 2IIz. 211). 2. 76 (br. 4H) , 3. 42 U, J = 6. 4Hz. 2H) . 3. 58 (br. 411) . 4. 12 
(t. J=6. OHz. 2H) . 7. 00 (d. J = 8. 8Hz. 2H) . 7. 43 (t. J = 8. OHz. IH) . 7. 56 (t. J=8. OHz. IH) . 
7. 61 (s. IH) . 7. 76 (d. J = 8. OHz. IH) . 8. 06 (d. J = 8. OHz. IH). 8. 10 (d. J = 8. 8Hz. 2H) . 

m m m 4 9 1- n-x^-;w e^. ^ ^ >-4--f ;h-3- 14- a-v * ^ jut 5 s x h^-» 



l-d-i^^t^^y >-4--f )V) -3- (4- t Fn^^^x — ;i/)-T y * J U > (500 
rag)£* N. N-y/fJl/*^A7 5 H (10ml) tl^» *#T* 60XtK m it -* b »J O 

(I44mg) ^ /JO A45#HSffl«# U fc. K Ft: IS £ 91 * » U , 2.-y^Jl^7i;> 
^JU^ d ^ >f H*K* (259mg) fln * . ^ & 13 T - l&Jg # U . S^jg^U^ftKi 
^JUfc**C#E *i8S/l£7k&, Cfc&tMgSO*). &EE£*fcL, <NH> ^ 'J * y ^ * 
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<t&®1&&& 595mg£#fc. («* ; 80X) 
4££ S£l - 

HLA ; 153-1 58X: 

'H-NMR (4O0MHz. DMSO-d.) ; 6 (ppm) 1. 32 (3H. t, J = 7. 2Hz) . 2. 83 (3H. s) . 2. 84 <3H. s) . 
3. 19 <2H. q. J = 7. 2Hz) > 3. 2 1 (1H. q, J =7. 2Hz)» 3. 30 (1H. t. J=13. 6Hz) . 3. 33 (1H. t. J = l 
3. 6Hz) .3.51 UH. t. J = 5. 2Hz) . 3. 48-3. 51 (III. mh 3. 59 (2B. d. J=13. 6Hz) . 3. 95 (2H. d. 
J = 1 3. 6Hz) . 4. 4 3 (2H. t. J = 5. 2Hz) . 7. 13 <2H. d. J = 8. 8Hz) . 7. 5 6 (1H. ddd, J=8Hz. 7Hz. 1. 
2Hz) . 7. 71 (1H. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 94 (1H. d. J = 8Hz) . 8. 08 (1H. d. J=8Hz) . 8. 17 
(2H. d. J = 8. 8Hz). 10. 70(111, br-s) . M. 32 (1H. br-s) . 
ESI-Mass ; 405 (MH+) . 

m m m 5 O 3- f4- (3-7 -tr S 7 ^ K :/a*^->) ^ ^ ^ 



3- [4- (3-7 5 J 7 a tf* >-) 7 x n;H-i- <4-x^;w tr ^ ^ 5* >-l--r JH< v + 
y >J > (182mg) tc. & (0. 06ml) , t'Jy> (0. 07ml ) ^ «tt/THF (4ml) £ JD*, 
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'H-NMR (400MHz. CDC 1 ») ; 6 (ppm) 1. 18 (t. J = 7. 2Hz. 3B) , 2. 00 (s. 3H), 2. 5 8 (q. J = 7. 
2Hz. 2H) . 2. 78 (br. 4H) . 3. 49 (q, J = 6. OHz. 211) , 3. 60 <br, 4H) , 3. 73-3. 76 (n. 1H) . 4. 12 
(t, J = 6. OHz, 2H) . 6. 90 (d. J = 8. 8Hz. 2H) . 7. 43 (dt. J = 8. 0, 1. 2Hz. IB) . 7. 57 (dt. J = 8. 0. 
1. 2Hz. 1H) . 7. 62 (s. IHK 7. 77 Id, J = 8. OHz. 1HK 8. 06 (d. J = 8. OHz, 1H) . 8. 12 (d. J = 8. 8H 
z. 2H). 

MS (FAB) m/z 433 (M+H)+. 

5 3 3- (4-5/ 7 J * h*->:7 x (4-X5^ JPfcf ^ ^ y >-!-- f JbW 



^femi-vmtz i- (Mfjb tr ^ 3 v >-i—r (4- 1 HP^y^xz^K v 

* y 'J > (0. 30g) CO 7" h ^ t H D 7 7 > (15ml) S« 605£7K^ib^ h U (36m 

*T&/1£:#&, Tfcft, ®!8Ufc. ICX* / t 2N&K* £ &D A, 50 

ftfdft«7ftTifcii>. $£^Lfc. NH- y 'J ^^i^ 7 D7 

N^5:7^-(#§gX^JU/^*1f>^)T*3£lUT* $!Sfi*fc1fctf>&£g{b'&4£j<D 
I^^^^IC^^T^KIt ^fiti)*#?) t£gl>ffc£-& 0. I7g 




O 



CN 
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& Wt Jfi ' 

»£ ; 123-I25t; 

'H-NMR (400MHz. DNSO-ds) ; 6 (ppm) 1. 34 U. J =7. 2Hz. 3H) . 3. 19-3. 41 (m. 4H) . 3. 48 
-3. 65 (d. 411) > 4. 00 (br-d. 2H) . 5. 27 (s. 2H) . 7. 22 (d. J = 8. 8Hz. 2H) . 7. 60 <br-t. 1H) . 1. 
74 (br-t. IH) . 7. 97 (d. J=8. OHz. IH) . 8. 06 (s. IH) . 8. 1 1 Id. J = 8. OHz. 1H) , 8. 22 (d. J =8. 
8Hz. 2H) . II. 11 (m. IH) . 
MS (ESI) n/z 373 (M+11)+. 

-&mm 5 2 3-f4-(2-->7 J X K*->) 7 x - 1 - 1 - (4-X ^ g ^ ^ S> > - I ->f Jl, ) 




^&#J 7T# 1- (4-X ^ ^tf ^ ^ >-!-- f JM -3- (4- t HD4*>7x-M-f V 
^ y ij > {0. 30g) <DT ? 'J ox h y ;P (10ml) 8 KaKKffcN-'* > >?JP h »J * ^ )VT 
>*~K7 A (0. 5 g) *H0ATR«$t&. R £ & ft « EE U , «*fcB«X^JU 

^ & ft NII--> 'J fiYfrti "7 U 9 a ~7 b V =? y a — (fi*8x3 1 Jl'/'N*1f->J&)T*K 

^fe^^^^to^sifk^^ ft life (0. 24g) . 
& & : 

l H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppa) 1. 37 (l. J = 7. 2Hz, 3H) . 2. 98 (1. J = 5. 2Hz. 2H) . 3. 
25-3. 55 (m. 6H) . 3. 70 (br-d. 2H) . 4. 04 (br-d. 2H) , 4. 17 (t. J = 5. 2Hz. 2H) . 6. 85 (d. J = 8. 
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OHz. 2H) . 7. 36 (s. 1H) . 7. 55 (d. J = 8. OHz. 211) . 7. 63 (br-t, IH) . 7. 68 (br-d. 1H) . 7. 75 (b 
r-t. JH) . 1. 97 (d. J = 8. OHz. 2H) . 
MS (ESI) m/z 387 (MtH) +. 

^ » fil 5 3 3- f4- (3-->7 7 y □ ->) 7 xr JM -1- ^ > -l^f 



^H^J 7Tf l- (4-x^;i/ tr ^ ^ >-i— f ;io -3- (4-t k □ * -> ^ ^ - ,p) ^ v 

* V 'J > (0. 30g) co^ h7th*D77> (15ml) & f£ \Z. &0%7km<t± h'J^A (36m 
g) & WiiR~CtKlZ-fz. 7km<D$£*k&mT L-Tz'&* 7 a ^ 7 a hT =t — h 'J (0. J4g) £ 

A, *r«Jg£#Si, iSifiSL*:. ^® Kx* y — ;u<h2N&&*£rfcoA, 

: 

HL& : 144-I46TC 

'H-NMR (400MHz. DMSO-dr.) ; 6 (ppn) I. 34 (t. J =7. 2Hz. 3H) . 2. 02-2. I I (n. 2HL 2. 70 
<L J = 7. 2Hz. 2H) . 3. I 8-3. 27 <m. 2H) . 3. 34 (a. J = 7. 2Hz. 2H) . 3. 50-3. 65 (a. 4II) . 3. 98 (b 




N 
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r-d, 2H) . 4. 12 (t. J = 6. OHz. 2H) . 7. 09 (d. J = 8. 8Hz. 2H) . 7. 58 (br-t. 1H) . 7. 73 (br-t. Ill), 
7. 96 Id. J = 8. OHz. 1H) . 8. 01 (s. 1H) . 8. 10 (d. J = 8. OHz. 1H) . 8. 16 (d. J = 8. 8Hz. 2H) . 11. 2 
2 (o. 1H) . 

MS (ESI) m/z 401 (M+H) +. 

mmm s 4 3- h- <3-* ^ -f o # * ->) 7 ^ - ;n -1- (4-x^;u e ^ ^ ^ > 



3- 14- (3-* ^ >x ;U**-f h ^D^+*>) 7i - JH -1- <4-X^^ £ ^ ^ :>* > - 1 
--f AO ^V4;'J> tCTHF (6rol) <h DMF (6ml) ttF'JOA^t^ h > K (270ng) $ 
JO*. 80X: T l0*SIH£ffi$1*2fc:. CtDS^^^^^X^^tTKtC^iEU, *r48fl 

T, 258mg*^fc («* ; 8 IX) . C ti £ ^ t£ \Z <fc 9 « h b , ^£T*;P 

(T 7 7 7,): 

1 H-NMR (400MHz. DMSO-do) ; 6 (ppm) 1. 33 (t. J = 7. 2Hz. 3H) . 1. 88-2. 05 <n. 211) . 2. 09 
is. 3H) . 2. 65 <t, J = 7. 2Hz. 2H) . 3. 20-3. 28 (m. 2H) , 3. 30-3. 40 (m. 2H) . 3. 46-3. 53 (ra, 2H) , 
3.63 Id. J = I 1. 2Hz. 2H) . 3. 99 (d. J = 13. 6Hz. 2H) .4. 13(1. J = 6. 4Hz. 2H) . 7. 07 (d. J = 8. 8H 
z, 2H), 7. 57 (t. J = 8. 4. Hz. IH) . 7. 72 (I. J = 8. 41iz, III) . 7. 96 (d. J = 8. 4Hz. IH). 8. 0 0 (s. 1 
II) , 8. 09 <d. J = 8. 4Hz. IH) , 8. 14 (d. J = 8. 8Hz. 2H) . 
MS (FAB) m/z 422 (M + H) + 




• 2HC1 




N. 
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1 H-NMK (400MHz. CDC1,) ; 6 (ppm) I. 17 (t. J=7. 2Hz. 3H) , 2. 08-2. 1 3 (m. 2H) .2.14 (s, 
3H). 2. 5 5 (q. J =7. 2Hz. 2H) . 2. 72 (I. J = 7. 2Hz. 2H) . 2. 77 <br. 4H) . 3. 5 8 (br. 4HK 4. 13 U. 
J = 6. OHz. 2H) . 6. 99 (d, J = 8. 8Hz ( 2H) , 7. 43 (ddd. J = 8. 4. 8. 0. 1. 2Hz. 1H) . 7. 56 (ddd. J = 8. 
4. 8. 0, 1- 2Hz. IH) . 7. 61 (s. 1H) . 7. 76 (d, J = 8. OHz. 1H) . 8. 05 (d. J = 8. 4Hz. 1H>. 8. 1 1 (d, 
J*3. 8Hz, 2H). 

m 1& M 5 5 3- (4- (3-^ ^JbX > ^ D ^ ^ f>) 7i ~ Jl/ ] - I - (4-X^^h , ^7 



Hl^j 161-2, SUTSSlfiflZOtBtttLT, 1- ^ D * -4- (3- * 7 )V 7, )\, * > 7 
n^^^)^>if> (8 55mg) i5i:l/3-7n^-|- (4-x^;U tf ^ ^ >? > - 1 -- f ^ ) -f V 
^>"J> (107mg) A»&«H«*«©at«l*e 47mg£»*: (iR* ; 31%) . 

4£ 6§ • 

HA ; 113-11 5X: 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppn) I. 33 (t. J=7. 2Hz. 3H) > 2. 15-2. 22 (m. 2H) . 3. 04 
(s. 3H) . 3. 2 0-3. 2 8 (m. 2H) . 3. 2 9-3. 38 (n. 4H) . 3. 49 ( t , i= I 2. 4Hz. 2H) . 3. 63 (d. J* 12. 0 
Hz. 2H) , 3. 99 (d. J = 1 3. 6Hz. 2H> . 4. 17 (t. J = 6. 4Hz. 2H) . 7. 08 (d. J = 8. 8Hz. 2H) . 7. 5 8 (t . 
J = 8. 0. Hz. 1H) . 7. 73 (t. J = 8. OHz. Ill) . 7. 9 5 (d. i =8. OHz. 1H) . 8. 01 (s. 1H) , 8. 10 (d. J = 8. 
OHz. IH) . 8. 16 (d. J = 8. 8Hz. 2H) . 
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MS (FAB) d/z 454 (M+H) +. 

'H-NMR (40 0MHz, CDC1») ; 6 (ppm) 1. II (t. J=7. 2Hz. 3H) . 2. 25-2. 3 5 <n. 2H) , 2. 50 (q. 
J = 7. 2Hz. 2H) ; 2. 70 (br. 4H) . 2. 89 <s, 3H) . 3. 19-3. 23 (id. 2H) . 3. 52 <br. 4HJ . 4. 10 (t. J = 
6. OHz. 2H) . 6. 90 (d. J = 8. 8Hz. 2H) . 7. 36 (ddd. 1-8. 4. 8. 0. 1. 2IIz. IHK 7. 50 (ddd. J = 8. 4. 
8. 0. 1. 2Hz. 1H) . 7. 54 (s. IH) . 7. 69 (d. J = 8. OHz. 1H) . 7. 98 (d. J = 8. 4Hz. I H) , 8. 04 (d. J = 
8. 8Hz, 2H). 

m m m 5 6 3- h- f 2 — < t — r ^ ^ _ ;i ) x k * 7 =c - jui-i- (4-x^jw h* 



3- [4-(2-> * >;wu**-f hxh + y)7 x " ;H - 1 - (4-x ^ )U ¥ < ^ S> >-W 
J1/KV*;>J> <768ng> € DMF ( 1 Om 1 ) \z m m b , 60%*3Rfl::*- M J ^ A (22lmg) £ -f 
^ *f*J-)V (575mg) fcJrtJ*, 60*C-C^^K^$-a:^:. £ ^ & i£ £ 6* §& X 7- ;U t * 

^P7hy77^-(ftKx^;V/A + f >^)T^®L, n&foft® 576mg£^ 



' H-NMR (400MHz. DMS0-d») ; <5 (ppm) l. 34 (t. J = 7. 2Hz. 3H) , 3. 18-3. 2 6 Cm. 2H) . 3. 30 
-3. 40 (m. 2H) . 3. 5 3-3. 62 (n. 211) . 3. 94 (d. J = I3. 2Hz. 211) . 4. 4 8 <d. J =5. 2 Hz. 2H). 4. 67 




£ St £ : 
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(d. J = 5. 2Hz. 1H) . 7. 09 (d. J = 8. 8Hz. 2H) . 7. 58 (t. J*8. OHz. 1H) . 7. 72 (s. 1H) . 7. 73 (t. J 
= 8. OHz. 1H) , 7. 89 (s. 1H) . 7. 9 6 (d. J = 8. OHz. IH) . 8. 01 <s. IH). 8. 10 (d. J = 8. OHz. 1H) . 8. 
16 (d. J = 8. 8Hz. 2H) . 9. 30 <s, IH) . 
MS (FAB) o/z 428 (M+H) +. 
: 1 G0-1621C 

mm»: 

'H-NMR (4 00MHz. CDC 1 a) ; 6 (ppm) 1. 1 8 ( I . J = 7. 2Hz. 3H) , 2. 55 (q. J =7. 2Hz. 2H) , 2. 
77 (br. 4H) . 3. 58 (br. 411) , 4. 27-4. 30 tm. 2H) . 4. 36-4. 38 (m. 2H) . 4. 28-4. 30 (d. 2H) % 6. 
9.6 (d. J = 8. 8Hz. 2H) . 7. 07-7. 09 (n. 2H) > 7. 44 (dt. J = 8. 0. J. 2Hz, IH) . 7. 57 (d t. J=8. 0, 
1. 2Hz. IH) . 7. 61 (s. IH) . 7. 62 (br, IH) . 7. 77 (d. J = 8. OHz. IH) . 8. 06 (d. J=8. OHz. IH) . 8. 
11 (d. J = 8. 8Hz. 2H) . 

jfeSBfll 5 7 3- 14-13- (4- h' U y^)^g^»y) V x. =. )V 1 - 1 - (4-X * Jl fcT ^ 3 V 



&mmi j t m m \z it, 3- u-t k □ ^ y 7 x z ; h - 1 - ( 4 - x ^ ; e ^ 7 y > - 1 

— f ;P) *f V =* y U > (322rag) 43 ct £>'2- (3-* * > 7. ^ * * -f h^o t/H y > 
<417mg>** ^afflffc^ttOiKHI* 333mg£ & & (HX « ; 76X) . dti * K ffi J: O « 




£^ 
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Itjft : 129-]31<C 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) I. 34 (t. J = 7. 2Hz, 3H) . 2. 16-2. 24 On. 2H) . 3. 10 
(t. J=7. 2Hz. 211) . 3. 20-3. 26 On. 2H) . 3. 30-3. 39 (a. 2H) . 3. 46-3. 56 (m. 2H) . 3. 62 (d. J = 
1 1. 2Hz. 2H) . 3. 97 (d. J = 1 3. 2Hz. 2H) .4. II U. J =6. 0Hz. 2H) . 7. 04 (d. J = 8. 8Hz. 2H) . 7. 5 
8 (t. J = 8. 0Hz. 1H) . 7. 73 (t. J = 8. 0Hz. 1H) . 7. 96 (d. J = 8. 0Hz. IH) . 8. 00 (s. IH) . 8. 02 (d. 
J = 6. 8Hz. 2HK 8. 10 (d. J = 8. 0Hz. 1H) . 8. 15 <d. J = 8. 8Hz. 2H) . 8. 85 <d. J = 6. 8Hz. 2H) . 
MS (FAB) m/z 453 (M+H) +. 

1 H-NMR (400MHz. CDCU) ; 5 (ppm) 1. 18 (t. J=7. 2Hz. 3H) > 2. 1 1-2. 18 On. 2HK 2. 56 (q. 
J = 7. 2Hz. 2H) . 2. 76 (br. 411) , 2. 85 (t. J = 7. 6Hz. 2H) . 3. 58 (br. 4H) . 4. 03 (t. J = 6. Ollz. 211) . 
6. 9 8 (d. J = 8. 4Hz. 2H) > 7. 16 (d. J =4. 8Hz. 2H) , 7. 43 (t. J-8. 0Hz. IH) . 7. 57 ( t, J = 8. 0Hz. 
1H) . 7. 6 2 <s. IH) . 7. 76 Id. J = 8. 0Hz. 1H) . 8. 06 (d. J = 8. 0Hz. 1H) . 8. 1 1 (d. J = 8. 4Hz. 2H) . 
8. 51 <d. J = 4. 8Hz. IH). 

* « W 5 8 3-M-f2-(2-* TJVV U S? >-S-*f )V) X 5> 1 37 a: _;U-l-(4-X^ 




3- (4- t H D^y 7 xZJH-|-(4-X^^e^7 y >-l--f M V * J 'J > (432 
mg) iz. DM F (10ml) iimf&'h 'J O A (897mg) <h 2- ^ ^ -5- (2- > ^ > * )V * * -f M 
^;U> fcf U 5* > (558mg) £ JIl*.. 1 0 0*C Tr3^fIp1Sf£> 2: . CO ft , S £ Jg ffi £ ft 
Kx^^tTKlzjJ'EL. *T<S/1 €r & fn & zk T ft rtK f£&, « JE & ffi L tz . & it 
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268mg*»fc : 46« . C tx £ & *£ tc cfc 0 ifi m £ L . &|g<fc##i 

ig& <D M & m H £ » fco 

Jfi : 

Bt& ; I36-J38"C 

MI-NMR (400MHz. DMSO-d*) ; 6 (pptn) I. 34 (t. J = 7. 2Hz. 3H) .2.81 (s. 3H) . 3. 18-3. 26 
(m. 2H) . 3. 30-3. 38 (m. 2H) . 3. 5 3-3. 62 (id. 4H) , 3. 95 (t. J = 1 3. 2Hz. 4H) . 4. 5 2 (t. J =6. 4H 
z. 2H) » 7. 09 (d. J = 8. 8Hz, 2H) . 7. 58 U. J = 8. 0Hz. 1HK 7. 73 (t. J = 8. 0Hz. !H) . 7. 81 (d. J = 
8. OHz. 1H) > 7. 90 (d. J = 8. OHz. JH) . 7. 96 (d. J =8. OHz. IH) . 8. 0 1 (s. 1H> . 8. I 0 (d. J =8. OH 
z. 1H) .8.15 (d. J = 8. 8Hz. 2H) . 8. 44 (t. J = 8. OHz. 1H). 
MS (FAB) m/z 453 (M + H) +. 
: 

'H-NMR (400MHz. CDCU) ; 6 (ppm) 1. 17 (t, J = 7. 2Hz. 3H) , 2. 55 (s. 3H) . 2. 56 (q. J = 7. 
2Hz. 2H) . 2. 75 (br. 4n) . 3. 26 (t. J = 6. 8Hz . 2H) . 3. 58 (br. 4H) . 4. 41 (t. J = 6. 8Hz. 2H) . 6. 
99 (d. J = 8. 8Hz. 2H) . 7. 00-7. 03 <d. 1H) . 7. 10 (d, J = 8. OHz. 1H) . 7. 42 (ddd. J = 8. 4. 8. 0. 1. 
2Hz, 1H) . 7. 50 (d. J = 8. OHz. 1H) . 7. 56 (ddd, J=8. 4. 8. 0. L 2Hz. 1H) . 7. 60 (s. IH) . 7. 75 
(d. J = 8. OHz. IH) , 8. 05 (d. J = 8. 4Hz. 1H) . 8. 09 (d. J = 8. 8Hz. 2H) . 

5 9 I- (1-X ¥ is >-4--f f4- (N-X^ )V jj )V A ^ JU) 7 jl _ 



H 
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I - (i-x^;t/ *c ^ V >-4-< )V) -3- (4- 1 K □ * is y jl — ;u) -r y * y 'J > (33 3 
Dg)6rh7t Ha77>(5Bl)l:«»L. xfJHV*>7^-h (800ml) £Jjfl A T 
gST3P3R3JB#L*:. Effc2g£4fc£«flEi8fSL. Si ^ U ^ 7 A ^ D 7 

l, »ei(i^y-^/'f v^D^^i-TJHiT, m-fej^^o^fE^b^^s 

313mg£*§fc. (4X m ; 10%) 

•^n SSt • 

Hj& ; 146-150<C 

1 H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppo) 1. 08 (3H. t. J = 7. 2Hz) . 1. 30 (3H. t. J = 7. 2Hz) . 3. 
05-3. 14 (2H. m) , 3. 16-3. 24 (2H. m) . 3. 3 1 (1H. 1. J=.J 1. 6Hz) . 3. 34 (1H. t. J= 1 1. 6Hz) , 3. 
49 (211. L J = 1 3, 2Hz) . 3. 59 (2H. d. J=ll. 6Hz) , 3. 98 (2H. d. J = 13. 2Hz) ,7.21 (2H. d. J = 8. 
8Hz) . 7. 58 UH. ddd. J = 8Hz. 7Hz. 1. 2Hz) , 7. 7 2 (1H. ddd. J-8Hz. 7Hz. I. 2Hz) . 7. 79 (1H. 
t. J = 5. 6HzK 7. 96 ( 1H. d. J = 8Hz) . 8. 05 (1H. s),8.09(IH. d, J = 8Hz) , 8. 1 7 (2H. d. 
J = 8. 8Hz) . 10. 82 (1H. br-s) . 
ESI-Mass ; 405 (MH+) . 

& m m 6 0 , 6 1 (Z) - J^^7y>-l->f JU) -3- (4-b K D ^ -> < $ 

J * ^ )V7 x - JU) -f V * / 'J (E)-l-(4-lfi^^7 V >-l--f JU) -3- 

(4- h K n =fc y £ / ^fJ^xzjl/K V^; 'J ><P ^ fifc 
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^$S#J 17-5T n tz. 1- (4-X ^ )V tf ^ 5 >-l— f -3- (4-* ^ ;l/ 7 jc — )V) -f 
V *y U > (3. OOg) t HD^y^75>-iefi(0. 90g) . »Bt h 'J Ci» (1. 
10g)t, X^ y - ;u (50bI) 60r-C2f5rp1Kf££lt &. KJfc&€rd£fiEia*gi£, 3£ 

ILT, (Z)-l- (4-X tT ^ v *J >-l — f ;U) -3- (4- t FD4->-f ^y/f Jl/7i 
-JH-fV^y'JXI.Olrit, (E) -l- fcT ^ ^ >-l— Y A) -3- (4-t Ha 

Jris-i * J *T)Vy V *r J U > (I. 52g) ^K^feK-fc <h LT#*:. 

^-n^n0.32g, 0.35g#fc. 

<ISJS#I60> 

(Z)-i- (4-x^ )v 7 ^ >-i--r ju)-3- u-b k q * w a y * ^>vy x xn.) >r 

HtjK ; 239*C (#ft?) 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 33 (t. J = 7. 2Hz. 3H) . 3. 18-3. 28 (m. 2H) . 3. 29 
-3. 41 (m. 2H) . 3. 50-3. 66 (m. 4H) . 3. 98-4. 06 (to. 2H) . 7. 60-7. 66 (m. 1H) . 7. 74 (d. J = 8. 4 
Hz, 2H). 7. 73-7. 79 (ra. IHK 8. 00 (d. J = 8. 4Hz. IH). 8. 13 (d. J = 8. 8Hz. IH) . 8. 15 (s. IH) . 
8. 21 (s. IH) . 8. 25 (d. J = 8. 4Hz. 2H) ,11-13 (m. IH). 
MS (FAB) m/z 361 (M+H) +- 
(X1KM6I) 

CE> - 1 - (4-X f ibb^7 y>-l-fM-3-(4-bKD^y-f$^f^7xZJU>f 

y* / *) 

H,& ; 243t: 

1 H-NMR (4 00MHz. DMSO-d*) ; 6 (ppm) I. 32 (t. J = 7. 2Hz. 3H) , 3. 19-3. 2 9 (m. 2H) . 3. 2 9 
-3. 41 On. 2H) . 3. 48-3. 67 (m. 4H) > 3. 97-4. 06 (o. 2H) . 7. 60-7. 66 <m. IH) . 7. 73 (d. J = 8. 4 
Hz. 2H) . 7. 72-7. 79 (ra. Hi) . 8. 00 (d. J = 8. 4Hz. Ill), 8. 13 (d. J = 8. 8Hz. IH) . 8. 15 (s. IH) . 
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8. 21 (s. 1H) . 8. 25 <d. J=8. 4Hz. 2H) . 10. 98 (m. IH). 
MS (FAB) m/i 361 (M+H)+. 

m m m 6 2 3-(4->7;7x"Jl/)-l- (4-X^;U e^^y>-l-f Jl/KV4^y U 



61 (£,Z)-l-(4-lf Mf^^vz-l-'f JU) -3- (4- t K □ ^ ~> a / 

jest**. Kfom*&i£mi&'&s ascwKx^^ t iox»k* u ^ a^stiida, 

LT, &&<t-£®><om&& 1.78g£f»ifc. w CO 3 * 0. 28g£3?*£ tt o T^St^ t 
«j£ ; 24 It: (#<*) 

1 H-NMR (400Mllz. DMS0-d 6 ) ; 6 (ppm) I. 34 (t. J = 7. 2Hz. 3H) . 3. 18-3. 28 (n. 2H) . 3. 29 
-3. 41 <m. 2H) . 3. 51-3. 66 (n. 4H) . 3. 99-4. 07 (m. 2H) . 7. 65-7. 71 (d. IH) . 7. 77-7. 83 (m, 
IH). 7. 99 <d. J = 8. 8Hz. 2H) . 8. 03 <d. J = 8. 4Hz. IH) . 8. 29 (s. IH) , 8. 41 (d. J = 8. 8Hz. 2H) . 
1 1. 20 (id. IH). 
MS (FAB) m/2 343 (M+II) +. 

m m m 6 3 \~ m-x^ji^ £ ^ ^ *j >-i--f )V) -3- (4-n-^p tf ^7 h y * - ju 
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o 




(4-N-^n tf ^ y — jv y jl-jv) mj ;^^t> (l. 350g) tl-zf 
□ t-i-H-if^ tr^ ^ *? >-i— f -f v * y u > (o, 820 g) fh^xh'j 

7 x — JU&X 7 a > (0. 1 16g) <B#*E~F, * U > UOmJ) * KT* ^^^H^^X 
5N*BMfc?- h 'J ^ AT7J^ U # t b. & X T )V T flfi fcii U fc. *rfiB/i*7K, fiS 

: 

■H-NMR (400MHz. CDC I a) ; <5 (ppm) 1. 02 (t. J = 7. 2Hz. 3H) . 1. 18(1. J=7. 2Hz. 3H) , 1. 6 
3-1. 73 (m. 2H). 2. 56 (q. J = 7. 2Hz. 2H) . 2. 77 (br-t. 2H) . 3. 46 (dt. J = 6. 0. 7. 2Hz. 2H) > 3. 
60 (br-t. 4H) .6. 19 (br-l. IH) . 7. 4 9 <br- 1. IH) . 7. 6 1 (br-t . 1H) . 1. 75 (s. IH) . 7. 81 (d. 
J = 8. OHz. IH) . 7. 86 (d. J=«. 8ilz. 2H) , 8. 09 (d. J = 7. 6Hz. IH) . 8. 24 (d. J = 8. 8Hz. 2H) . 
»SnfcJK*#£«fclCcfcOttffi4SiL» x*y-Jl//X — ^ ;w & Pi » a b 

21 Kt & : 

HfcA ; I49-I50TC 
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'H-NMR (400MHz. DMSO-d.) ; 6 {ppn) 0. 92 U. J = 7. 2Hz. 3H) . I. 33 (t. J = 7. 2Hz. 3H) . 1. 
57 (dq. J = 7. 2Hz. 2H) , 3. 21-3. 28 (n. 2H) . 3. 32-3. 40 2H) . 3. 53 (br-t. 2H) . 3. 64 (br- 
d. 2H) . 4. 03 (br-d. 2H) . 7. 65 (br-t. 1H) , 7. 77 (br-t. 1H) , 7. 99 (d. J=8. 4Hz. 2H) . 8. 02 
(d. J=7. 6Hz. 1H) . 8. 14 (d. J = 8. 4Hz. 2H) . 8. 21 (s. 1H) . 8. 28 <d. J = 8. 4Hz. 2H) . 8. 56 (t. J 
= 7. 2Hz. IH). 10. 87(br-s. 1H). 
MS (FAB) m/z 403 <M+H)+. 

m M m 6 4 3-(4-(4-h K ->-l-y & O ^ * -fe f JU) V zc " JUl -I - (4- X 



HiS0tJ 161-2, ^ -ejSJfi#J20£ 1^ « K L T. 1 n q& -4- (4-T ir h * > - 1 
£ D'\*-fc>-i-<;u)^>-t?> (477mg) 43 i {53-7 o (4-a:^;U fcf^ 5 >- 

i--r jpkv4;'J> (2oomg) a* e,* ^ nto ^ y — ;Miomi) t in 

«Ex^ji/t*ic»Eu, mm®**®:. iaasufc. * -> u * ^ 

A^a7hy77-f-h=Mt>/»»xf J^JTSBIT, fctft?t&#i& 175ng 
<JR*s ; 68%). ^ti^gfel^OttKliU, 4S H it & « K * © a ft & A 




OH 



N 



• 2HC1 
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J5*.6 ; 164-166t 

l H-NMR (400MHz. DMSO-de) ; 6 (ppn) 1. 33 (t, J=7. 2Hz. 3H) . 1. 6 3 <b r, 1 H) , 2. 44 (br, 
2H) . 3. 24 (t. J = 6. OHz. 2H) . 3. 35-3. 40 (o. 2H) . 3. 45-3. 50 (m. 2H) . 3. 63 (d. JM1. 6Hz. 2 
H) . 3. 82 (br. 4H) % 4. 00 (d. J =14. 8Hz. 2H) . 6. 1 7 U. IH) . 7. 5 5 (d. J = 8. 4Hz, 2H) , 7. 6 J (t. 
J = 8. OHz. 1H) , 7. 74 (t. J = 8. OHz. 1H) . 7. 99 (d. J = 8. OHz. IH) .8. 10 (s. IB) , 8. 11 (d. J = 8. 
OHz. 1H) . 8. 16 (d. J = 8. 4Hz. 211). 
MS (FAB) m/z 414 (M+H) +. 
jtft f§t f$ : 

'H-NMR (4 00MHz. CDUj) ; 6 (ppm) 1. 19 (t. J=7. 6Hz. 3H) , 1 . 8 6- I. 89 (n, III) . 2. 05-2. 
10 (m. IH) . 2. 24-2. 31 (m. IH) . 2. 55-2. 66 (m. 3H) . 2. 57 (a. J = 7. 6Hz. 2H) . 2. 77 (br. 4H) . 
3. 60 (br. 411). 4. 06-4. 14 (in. IH) . 6. 17 (s. IH) , 7. 46<t, J = 8. 4Hz. IH) . 7. 50 <d. J = 8. 4Hz. 
2H) . 7. 59 (t. J = 8. 4Hz. IH) . 7. 76 (s. IH) . 7. 79 (d. J = 8. 4Hz. IH) , 8. 08 (d. J = 8. 4Hz. IH) . 
8. 14 (d. J = 8.4Hz. 2H). 

^mme s 3- (4-7 5 j 7 = =. ;u> -1- (4-1 tf ^ 3 v — r >v) 1 v * v u 



3- (4-7 -fc 9 £ K7i-JH-l-(4-Xf JHf ^7y>-l--f JH-T V * / U > t , 

(30ml) <h2Ni£® 7kigi£ (4ml) WA» 80t TmBR«S tfc. H © R & « 




NH 2 
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CD 31 *s & £ # . 
•^fi 6& * 

At A ; 267-268<C 

'H-NMR (400MHz, DMSO-ds) ; 6 (ppm) 1. 35 (t. J = 7. 2Hz. 3H) . 3. 20-3. 26 <m. 2H) , 3. 30 
-3. 40 (m. 2H) . 3. 56-3. 62 (m. 4H) . 4. 02 (d. J = 1 3. 2Hz. 2H) . 7. 54 (d. 1 = 8. 4Hz. 2H) . 7. 64 
(t. J = 8. 0. Hz, 1H) . 7. 77 <t. J = 8. 0Hz. 1H) . 8. 00 (d. J = 8. 0Hz. IH) . 8. 13 (s. IH) . 8. 14 <d. 
J = 8. 0Hz. 1H) . 8. 31 (d. J = 8. 4Hz. 2H) . 
MS (FAB) m/z 333 (M+H)+. 

m&ft : 

'H-NMR (400MHz. CDC1.) ; <5 (ppn) 1. 17 (t. J = 7. 2Hz, 3H) . 2. 55 (q. J = 7. 2Hz, 2H) , 2. 7 
5 (br. 4H) . 3. 57 (br. 4H) . 3. 79 (br. 2H) . 6. 78 (d. J = 8. 4Hz. 2H) . 7. 49 <t. J = 8. 0Hz. IH) , 7. 
55 (t. J = 8. OHz. IH) > 7. 57 (s. Ill) > 7. 74 (d. J = 8. OHz. IH) . 8. 01 (d. J = 8. 4Hz. 2H) . 8. 04 (d. 
J = 8. OHz. IH). 

6 6 3-f4-(NJ-y^^75y)7xZ;M-l- (4- X ^ )V tf ^ ? V > 1 --f 




NMe 2 



&m&\ 10-1 (DJlfc \ZU Hf^-o4JI/7SH(4. 47g) t 4- (N. N-y/?il,7 
^ 7 ) ^ > V ^ h 'J ^ * s 3- [4- (N. N-y / f il/7 5 J ) y x - )V\ -f V * J U >-l- 
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& to T. % bfttZZ- (4-<N. N-S* /^^Z^ll^V^y 'J >-!-;**> (2. 834g) fc 

3B«Mw»Bx?;Pfc**loAfc. *r&/§£*. MR**:*- h y £ ffiff 
^ d n -3 - [4- (N. N-^^^;P7 ^ -/ ) I -f V * / 'J > N-if ;P t^7y> (35ml) 

£ 1201c -csttwsrt; s-eifc. Ktef££*2EEia$g Site Kfi*Rx^;ut* £an* 

feo W&/i£*, fc*0:fe:!S*Tifcf1> U, BfERvy* AT&iSI L fc. 

J^)T«?ULT 4 KftfittttOffHtb^ttOiKlB* 2. 687g£f§Jt. 

1 H-NMR (400MHz. CDC1 ,) : 6 (ppm) 1. 17 (t. J = 7. 4Hz. 3H) . 2. 55 (a. J=7. 4Hz, 2H) . 2. 7 
5 (br-t, 411) , 3. 02 (s. 6H) . 3. 58 (br-t. 4H) , 6. 82 (d. J = 8. 8Hz. 2H) . 7. 38 (br-t~ 1H) . 7. 5 
3 {br-t. 1H) , 7. 58 (s. IH) . 7. 74 <d. J = 8. 4Hz. IH) . 8. 04 (d, J = 8. 4Hz, IK) . 8. 09(d. J = 8. 8 
Hz. 2H) . 

-(^^ 

fife£ ; 160-I62X: <#*¥) 

'H-NMR (400NHz. DMSO-d.) : a (ppm) 1.34 t. J = 7. 2Hz. 3H) . 3. tl <s, 6H) . 3. 1 9-3. 25 
<n. 2H) . 3. 30-3. 38 On. 2H) . 3. 55-3. 62 (m, 4H) > 4. 00 (br-d. 2H) . 7. 54 (br-s. 2H) > 7. 60 
(br-t. IH) . 7. 75 (br-t. I H) . 7. 9 8 (d. J = 8. 4Hz. IH) . 8. 07 (s. 1H) . 8. 11 (d. J =8. 0Hz. 1H) . 
8. 24 (d, J-8.4Hz. 2H) . I I. 31 (br-s. IH) . 
MS (FAB) n/z 361 (M+H) +. 

6 7 3- 14- (2- b H D * >X^;U) 7 5 J 7x=.JH-l-(4 -X*JUhT^y 

>-i--f juw y * y u > & at cd 
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OH 



t ^ y ^ >-tr > oosmg) *5«fc i;3-y □ ^e-i- (4-x^> tf ^ ^ >-i--r v ^ / 

U > <26 6mg) fc. C tl ICX ^ y -JW (10ml) <h 2Nig g£ tK i§ i£ (Iml) £ in 

3(5 pa agjafld&d -t* r cos^^^ iNTk&ft;^ k u atK^^tjj^ u it 
\z mmjL^)\,-?m& Lfc ^«5©^tk^, isieu, sis £ -> >j # 
^7A^oTh^77^-TfSiatT, nomg&ntz mm ; 38%) . en* 

(7^^777): 
MS (FAB) m/z 377 (M+H) +. 

mmw : 

'H-NMR (400MHz, CDC 1 >) ; <5 (ppm) 1. 18 (t. J=7. 2Hz. 3H) . 2. 56 (q. J=7. 2Hz. 2H) . 2. 7 

6 (br. 4H) , 3. 39 (t, J=5. 2Hz. 2H) . 3. 58 (br. 4H) . 3. 88 (t. J = 5. 2Hz. 2H) , 6. 75 <d. J = 8. 8H 
z. 2H) . 7. 39 (t. J = 8. 4IIz. J H> . 7. 44 (d. J = 8. 4Hz. 1H) > 7. 54 (t, J = 8. 4Ilz. IHk 7. 57 is, 1H) . 
7. 73 (d. J = 8. 4Hz. 1H) . 8. 04 (d. J=8. 8Hz. 2H) . 

£ M m 6 8 3-14-7-fe * 5 F7 x r ^)-l-(Mf Jl/e^ 7 ^>-l— f JU) -f V* 

7 >J > 
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mMW 2QtmmizlsT. l-^D^-4-7th7-'JF(5. 07g) 3s £.1*3-7 n *:-\ 

- )v e ^ ^ ¥ >-j--r >v) -f v / y > (2. 3g) a» e ft^^co i. o 

9g£»fc (4X35 : 40X). £ tl £ «■ j£ lc «fc 0 *g St t U , « £§ ft 4fc « & « <D fit 3£ 

6fi ^fi . 
fit£ : I80-1 82T: 
MS (FAB) m/i 375 (M+H) +. 

' H-NMR (400MHz. CDCls) ; 6 (ppm) 1. 20 (t. J = 7. 2 Hz, 3H) , 2. 21 (s. 3H) .2. 58 (a. J = 7. 
2Hz. 2HK 2. 80 (br, 4H) . 3. 62 (br. 4H) . 7. 45 (t, J*8. 0Hz. III). 7. 5 8 < t . J = 8. OHz. 1H>, 7. 
61 (d. J = 8. 8Hz. 2H) > 7. 67 (s. 1H) . 7. 78 (d. J = 8. OHz. 1H) . 8. 06 (d, J = 8. OHz, 2H) , 8. 14 (d. 
J = 8. 8Hz. 2H) . 

^Mm 6 9 3- <4-x^;u?j )V Tii zi ;u y ^ j ? x - )V) -i- (4-x ^ e ^ ^ ^ > - 1 



159 



WO 99/18077 



PCT/JP98/0446S 




2HC1 



£ J -C>-fcf > (3. 85g) $3 «fc 3-:/ D -& — 1 — (4-X^;P tT ^ ^ >-l-<;H -fV + ;"J 
> (745mg) S«Sib-&«l©j»»i4c 52 Omg£ & fz. (*R ^ ; 58X) . cn^^ftH^O 



1 H-NMR (400MHz. DMS0-d») ; 6 (ppm) 1. 1 1 U. J = 7. 2Hz. 3H) , 1. 33 <t. J=7. 2Hz. 3H) . 2. 
38 (q. J = 7. 2Hz. 2H)> 3. 20-3. 25 (m, 2H) . 3. 32-3. 39 (m. 4H) . 3. 52 U. J = I 2. 4Hz, 2H) . 3. 6 
2 Id. J = l 1. 2Hz. 2H) > 7. 5 8 (t. J = 8. OHz. 1H) . 7. 73 (t. J = 8. OHz. 1H) . 7. 75 (d. J =8. 8Hz. 2H) . 
7. 96 (d, J = 8. OHz. IH) . 8. 03 (s. 1H) . 8. 10 (d, J = 8. OHz, 1H) .8-15 <d t J = 8- 8Hz. 2H) , 10. 1 
0 (s. 1H). 

MS (FAB) m/z 389 (M + H) +. 



'H-NMR (400MHz, CDC 1 3) ; 5 (ppm) 1. 17 <t. J=7. 2Hz. 3H) , 1. 27 (t. J = 7. 2Hz. 3H) . 2. 4 
2 (q. J = 7. 2Hz. 2H) . 2. 55 (q. 1=1. 2Hz. 2H) . 2. 75 U. J=4. 4Hz. 4H) . 3. 58(t. J=4. 4Hz. 4H) , 
7. 44 (ddd. J = 8. 4. 8. 0. I. 2Hz. IH) . 7. 57 (ddd. J=8. 4. 8. 0. 1. 2Hz. 1H) . 7. 63 (d. J = 8. 4Hz. 
2H) , 7. 65 <s. IH) . 7. 76 (d. J = 8. OHz. 1 H) . 8. 06 (d. J = 8. 4Hz. IH) . 8. 14 <d. J = 8. 4Hz. 2H) . 
7 0 3- (4-^D £ )V iJ )l # ~ )l y 5 J 7 x -JU-l-(4-xf;i/ e^5y> 
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-\-* jd* tj > & 




H 
N 



o 



0 



^Jfi^JI61-2. &UT3S$£#I20£ mm lz LT, 1-:/ a q& a t A ii )\, t£ - ;U 
7^ M>^>(4. 13g) d: t>'3-y a ^E-l- <4-X ^ tT^^^>-l-^;U)<y^y 
U > (913mg) £&g|fc^&<Oj£f&# 604mg£f§*: (iR^ ; 533) . 

4£I fi £ 4££ 

* ; 170-172*0 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 0. 94 (t. J = 7. 2Ilz. 3H) , 1. 34 (t. J=7. 2Hz, 3H) . 1. 
59-1. 79 (m. 2H) . 2. 35 (q. J = 7. 2Hz, 2H) . 3. 20-3. 25 (m, 2H) . 3. 30-3. 40 (u, 4H) . 3. 54-3. 
63 <q. 4H) . 4. 00 (d, J- 13. 6Hz. 2H) , 7. 5 9 <t. J = 8. OBz. IH) . 7. 73 (t. J =8. 0Hz. IH) . 7. 7 8 
(d. J = 8. 8Hz. 2H) . 7. 96 (d. J = 8. 0Hz. 1H) . 8. 02 (s t III) t 8. 10 <d, J = 8. 0Hz. 1HK 8. 14 (d. J 
= 8. 8Hz. 2H) . 10. 40 (s. JH) . 
MS <FAB) m/z 403 (M+H)+. 



'H-NMR (400MHz. CDC 1 3 > ; 6 (ppm) 1. 03 (t, J = 7. 2Hz. 3H) . I. I 7 (t . J = 7. 2Hz. 3HK 1. 7 
2-1. 82 (m. 2H) . 2. 37 (t. J = 7. 2Hz. 2H) , 2. 56 (q. J=*7. 2Hz. 2H) . 2. 76 (t. J =4. 0Hz. 4H> . 3. 
5 8 (t. J =4. 0Hz. 4Hh 7. 45 (dt. J = 8. 0. 1. 2Hz. IH). 7. 5 7 (dt. J =8. 0. 1. 2Hz. IH) . 7. 63 (d. 
J = 8. 4Hz. 2H) . 7. 65 (s. Ill) . 7. 77 (d. J = 8. Ollz. III). 8. 06 (d. J = 8. OHz. IHh 8. 14 (d. J = 8. 
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4Hz. 2H) . 



5 y ^>if > (3. 95g)*5cfc d *r-i-<4-x^;nf ^ ^ z? > - 1 — f ;i/ ) -f v * y y 

> (648mg) a> ££SSffc£#l <0i8&<fc 542mg£»fc OK* ; 63%) . ^ti&1£m\z£K> 

4i& sit 4^ • 

HjA ; 198-20 1"C 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppn) 1- 22 (t. J = 7. 2Hz t 3H) , J. 34 (t. J = 7. 2Hz. 3H) . 3. 
15 (q. J = 7. 2Hz. 2H) > 3. 18-3. 24 (m. 2H) . 3. 30-3. 39 (u. 2H) , 3. 53-3- 62 (d. 4H) . 4. 00 <d. 
J = 13. 6Hz, 2H) . 7. 36 (d, J = 8. 8Hz. 2H) , 7. 59 (dt. J = 8. 0. 1. 2Hz. IH) . 7. 74 (dt. J = 8. 0. I. 
2Hz. IH) . 7. 97 (d. J = 8. 0Hz. IH) . 8. 02 (s. 1H) . 8. 10 (d. J = 8. 0Hz. 1H) . 8. 16 (d. J = 8. 8Hz. 
2HK 10. 05 (s. IH). 
MS (FAB) ra/z 425 (M+H) +. 



' H-NMR (400MHz. CDC 1 s) ; 6 (ppoi) 1 . 1 8 (t. J =7. 2 Hz. 3HK 1- 39 {t . J = 7. 2 Hz. 3H) .2.5 
6 (a. J-7. 2Hz. 2H) . 2. 77 (br. 4H) . 3. 18 <q. J = 7. 2Hz. 2H) , 3. 58 (br. 411) . 7. 32 (d. J=8. 8H 




: 
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z. 2H) . 7. 46 (ddd. J = 8. 4. 8. 0. i. 2Hz. IH) . 7. 59 (ddd. J = 8. 4. 8. 0. 1. 2Bz. 1HK 7. 65 is. I 

H) . 7. 78 (d, J = 8. OHz. 1H) . 8. 07 (d. J = 8. 4Hz. 1H) . 8. 15 (d. J = 8. 8Hz. 2H) . 

m ffi &\ 7 2 3- (4-7 P )V X )V ft ^ )V T * J 7 x ~ - I- <4-X^ fcf ^ ^ *J > 



H 




m mm 161-2, ^t^Tl^j6fi0 i J2O<hl^^l (C IT, 1-^0^-4-^0^^^^^ — ^ 
T ^ / ^ > if > (4. 69g)*5 3-:/D^-l-<4-x^;U t?^^ y>-l-^iU^V + y 

>j > (i. og) ft zmmit&toKommi* i. 3ig*»fc cks* ; 95%). n^^anc <t 0 

t&8£ : 

ii* ; 163-I65TC 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 0. 95 (t. J=7. 2Hz. 3H) . 1. 34 (t , J = 7. 2Hz, 3H) . 1. 
66-1. 76 (m. 2H) . 3. 1 1-3. 15 im. 2H) . 3. 20-3. 25 (d. 2H) . 3. 30-3. 40 <m. 2H) . 3. 51-3. 6 2 
(m. 4H) . 4. 00 (d. J = 12. 8Hz. 2H) . 7. 35 (d, J = 8. 8Hz. 2H) . 7. 60 U. J =8. OHz. IH) . 7. 74 (t. 
J = 8. OHz. IH) . 7. 96 (d. J = 8. OHz. I H) . 8. 02 (s. IH), 8. 1 Md. J = 8. OHz, 1HK 8. 16 (d. J = 8. 
81Iz. 2H). 

MS (FAB) m/z 439 W + HM. 

: 

' H-NMR (40 0MHz. CDC I W ; <5 (ppm) 0. 91 (t, J = 7. 2Hz. 3H) . i. 18 (t. J = 7. 2Hz. 3H) , 1.3 
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8-1. 48 (d. 2H) . 2. 56 (q. J = 7. 2Hz. 2H) . 2. 77 (br. 4H) . 3. 11-3. 16 (m. 2H) . 3. 59 (br. 4H) , 
7. 31 (t. J = 8. 8Hz. 1H). 7. 47 {ddd. J=8. 4. 8. 0, 1. 2Hz. 1HK 7. 59 (ddd. J = 8. 4. 8. 0. 1. 2Hz. 
1H) . 7. 66 <s. 1H) . 7. 79 (d. J = 8. OHz. Ill) . 8. 08 <d. J = 8. 4Hz. IB), 8. 16 (d. J = 8. 4Hz. 2H) . 
3g*B*l 7 3 3- (4-7 * ^X Jb^-JU7$y7^-;U)-l-(4-X^^bf^^^>-l 

--f Ji/) *f v * y u -a- se 



3i 36 #J 161-2, ^HT*»«20tH«CLT» 1-7 D ^ -4-7 ^ ;P X )V * n ^ 7 

h / ^>-tf > (3. 5ig)45<t t*3-:/D^e-i- u-i^p tr >-i— f ;uw y 
> (620mg) ^ Z&mit-SyKDmMte 82 8ng£f§fc (JR* : 94%) . Ctx^^Sl: j; 0 

?5£,£ ; 160-163*C 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 0. 84 (t. J = 7. 2Hz. 3H) . 1. 32- 1. 39 (n. 5H) . 1. 64 
-1. 70 (id, 2H) . 3. 13-3. 17 On. 2H) . 3. 22-3. 24 <d. 2H) . 3. 33-3. 38 (m. 2H) . 3. 53-3. 62 <m. 
4H) . 4. 00 (d. J = 1 3. 2Hz. 2H) . 7. 3 5 (d. J = 8. 4Hz. 2H) . 7. 60 U, J = 8. OHz. 1H) * 7. 74 (I. J = 8. 
OHz. 1H) . 7. 97 (d. J = 8. OHz. 1H) . 8. 03 (s. 1HJ . 8. 10 (d. J = 8. OHz. 1H) . 8. 17 (d. J = 8. 4Hz. 
2H) . 

MS (FAB) m/z 453 (M+H) +. 



H 
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1 H-NMR (400MHz. CDC1 ,) ; 6 (ppm) I. 03 (t, J=7. 6Hz. 311) . 1. J 6- L 2 3 (n, 5H) . 1 . 8 3- L 
94 (d, 2H) . 2. 56 (a, J=7. 2Hz. 2H) . 2. 76 (br. 4H) . 3. 01-3. 13 (m. 2H) . 3. 59 (br. 4H) . 7. 31 
<d. J=8. 4Hz. 2H) . 7. 47 (ddd. J = 8. 4. 8. 0. I. 2Hz. 1H) . 7. 59 (ddd. J = 8. 4. 8. 0. I. 2Hz. IH) . 
7. 66 (s. 1H) . 7. 79 (d. J = 8. OHz, 1H) . 8. 07 (d. J = 8. 4Hz, IHh 8. 1 5 (d. J=8. 4Hz, 2H) . 

7 4 3- (4-X J^>7> K V m ^ )l) -l- (4-X7^ ¥ ^ 3 5? >-l — f )V) * 



l^«i^l61-2, ^^TH^0*J2Oai UT. 1-^ n ^ -4--<> if > X ^ * > T 

£ F (I- 5 5g) *5«fctf3-:/ □ ^6-1- (4-a:5 1 ;L, tf ^5 5?>-l— f V *c J U > (386m 

g) €^ H ffc 4fc <D » IB # 49mgfc*t& (iR^ ; 7SS) . £ fl £: 3? & tc J; 0 £i 8£ t£ <h b 



' H-NMR (400MHz. DMSO-ds) ; 6 (ppro) 1. 33 <t. J=7. 2Hz. 3H) . 3. 21-3. 32 (a. 2H) . 3. 36 
-3. 42 (ra. 2H) . 3. 53 (t. J = 6. 8Hz. 2H) . 3. 63 (d. J = 12. OHz. 2H) . 4. 05 (d. J = !3. 6Hz. 2H) . 7. 
45 (s. 2H) . 7. 67 (t. J = 8. OHz. IH), 7. 79 (t, J = 8. 0. Hz. 1H>, 7. 95 (d, J = 8. 4Hz. 211), 8. 02 
<d. J =8. OHz. 1 If) . 8. 15 (d. J = 8. Ollz. I H) . 8. 23 (s. IH) . 8. 3 8 (d. J = 8. 4Hz. 2H). 



'H-NMR(400MHz. DMSO-d.) ; 6 (ppro) I. 08 (t. J = 7. 2Hz, 3H) . 2. 46 (q. J = 7. 2Hz. 2H) , 2. 
68 (br. 4H) , 3. 47 (br. 4H) . 7. 42 (s, 2H) . 7. 62 (ddd. J=8. 4. 8. 0. 1. 2Hz. til) t 7. 74 (ddd. J 




NH 2 



Bit ^fi 
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= 8. 4. 8. 0. 1. 2Hz. IH). 7. 94 (d. J=8. 4llz. 2H) , 7. 97 (d. J=8. 0Hz. 1H) . 8. 09 (d. J=8. 0Hz. 
IH) . 8. 1 1 is. IH) . 8. 37 (d. J=8. 4IIz. 2H) . 

temmi s 3-f o xno xju* - )v? ^-jut-i- m-x tr ^ ^ v >-\ 

-4 *J*J *) >'*M*(D&tiL 



^ lig ^1 161-2, *l>-e3SJfiOT20£ PU*K UT\ 4- (^ ^ * »J - ^ X ^ * - ;U) :7 a 

^ >-tf > (2. 63g) tsz--? u ^e-i- (4-x ?)\, tf ^ ^ v >-\-<i ;u) *r v * / y > 

(872mg)3&» &«H-fk^4»a>iffl!«i*: 620mg£ ^ (JR ; 49S) „ d *l €r # & J: 0 41 
^fi Sic • 

MS (FAB) m/z 467 (M+HM. 
m&tt : 

'H-NMR (400MHz. CDC1*) ; 6 (ppm) 1. 18 (t. J=7. 2Hz. 3H) , 2. 57 Cq. J = 7. 2Hz. 2HK 2. 7 
7 (t. J = 4. 4Hz. 4H) . 3. 06 U. J =4. 8Hz. 4H) . 3. 61 (t. J =4. 4Hz. 4H) , 3. 76 (t. J=4. 8Hz. 4H) . 
7. 53 (ddd. J = 8. 4. 8. 0. 1. 2Hz, 1H) , 7. 64 (ddd. J=8. 4. 8. 0. 1. 2Hz. IH) , 7. 77 <s. 1H). 7. 8 
4 (d. J = 8. 8Hz, 2H) . 7. 85 (d. J = 8. 0Hz. IH) , 8. 10 (d. J = 8. 4Hz, IH) , 8. 34 (d. J = 8. 8Hz, 2H) . 

mmm 7 6 3- f (^a- * ;u * u - ;n x - ;i ? j: - jui - 1- (4-x tr^ ^ 





N 
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^ d > if > (5. 55g) * <fc t*3-7" d ^t-i- tr ^ ^ >-i-< ;u) -I* y^; 

•J > (953rag) 6 « JB 4*1 © ffi JSH£ 550mg£ i# & (HX ^ ; 38X) . cn^^&CJ; 
4fi St 4££ • 

Bfcjft ; 268-270X: (#8?) 

1 H-NMR (400MHz. DMS0-d») ; 6 (ppm) 1. 34 (t. J = 7. 2Hz. 3H) . 2. 69 (t. J=4. 8Hz. 4H) , 3. 
18-3. 20 <n. 6H) . 3. 32-3. 40 (m. 2H) , 3. 55-3. 64 (m. 4H) . 4. 03 (d. J = 1 3- 6Hz. 2H) . 7. 68 (t. 
J = 8. 0Hz. 1H) . 7. 80 (t. J = 8. 0. Hz. 1H) . 7. 88 (d. J = 8. 8Hz, 2H) . 8. 05 (d. J = 8. 0Hz. 1H) . 8. 
16 (d. J = 8. 0Hz, 1H) . 8. 28 (s. 1H). 8. 4 6 (d. J =8. 8Hz. 2H) . 
MS (FAB) m/z 483 (M+II) + 

mm<* : 

1 H-NMR (400MHz. CDCI >) ; <5 (ppn) 1. 19 (t. J-7. 2Hz. 3il) . 2. 58 (q. J=7. 2Hz. 2HK 2. 7 
2-2. 74 (d. 2H) . 2. 79 (br. 4H) . 3. 3 8-3. 41 (in. 2H) . 3. 62 (br. 4H) . 7. 5 3 (dt. J =8. 0. 1. 2 Hz. 
IH) , 7. 64 (dt. J = 8. 0. 1. 2Hz. Ill) . 7. 70 (s. 1H) . 7. 82 (d. J = 8. 8Hz. 2H) . 7. 83 (d. J = 8. 0Hz. 
1H) . 8. 10(d. J =8. 0Hz. 1 H) . 8. 3 2 (d. J = 8. 8Hz. 2H) . 

mm 7 7 3- f (i. i-^Tj- * > ji/^ u - ju) 7. - )v y x - jui -i - (4-x 
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)\,& U - )V) 7> n JU^ > if > (3. 59g) & «fc 3-y D ^fc-1- (4-X ^ tT ^ ? >? > 
-)--f JV) -f V * y 'J > (81 Img) bmmit&yKDmffiit 67 3mg£ ^ fc (JR ^ ; 5 2X) . 

* 

« j» ; 198-200^ 

l H-NMR<400MHz. DMSO-d.) ; <5 (ppm) I. 34 (t. J = 7. 2Hz. 3H) . 3. 22-3. 25 (m. 2H) » 3. 29 
-3. 40 (n. 6H) > 3. 51-3. 55 <m. 6H) , 3. 6) (t, J = 11. 6Hz. 2H) , 4. 04 <d. J= 13. 6Hz. 2H) . 7. 6 9 
(dt. J = 8. 0. I. 2Hz. IH) . 7. 8 J (dt. J = 8. 0. 1. 2Hz. 1H) , 7. 95 (d. J = 8. 4Hz. 2H) . 8. 05 (d. J = 
8. 0Hz, 1H) . 8. 16 (d. J = 8. 0Hz. IH) . 8. 30 (s. 1H) . 8. 4 9 (d. J = 8. 4Hz. 2H). 
MS (FAB) m/z 5 15 (M+H) +. 

mm& : 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 10 (br-t. 3H) , 2. 66 (br. 2H) . 3. 29-3. 31 (id, 4 
II) , 3. 34 (br. 4H) . 3. 4 9 (br. 8H) , 7. 64 (t. J = 8. 0Hz. IH) . 7. 76 (I. J =8. OHz. IH) . 7. 94 (d. 
J = 8. 8Hz. 211) . 8. 00 (d. J = 8. 0Hz. 1 H) , 8. 10 (d. J = 8. 0Hz. IH) . 8. 19 (s. IH) . 8. 48 (d. J = 8. 
8Hz. 2H). 

y >-i-< )V) v * j *j > -mmm<nGbiL 
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0 



a y > ^ >M > (2. 73g) & £ 3-y n ^e-i- (4-X^;U e ^ ^ 5? >-l--f JP) < V 
U > (975ng)^&«Hfb^««>a»f* 655mg*«fc (JR* : 49*). :n$^fe 

6$ 

MS {FAB) m/z 439 (M+H) +. 

: 

' H-NMR (4 00MHz, CDC 1 3 ) ; 6 (ppm) 1. 18 (t. J = 7. 6Hz. 3H) . 1 . 3 5 (t . J = 7. 2Hz. 3H) . 2. 5 
6 <q. J = 7. 2Hz. 2H) , 2. 77 (br. 411) . 3. 00 (a. J = 7. 6Ilz. 211) , 3. 59 (br. 4H) . 4. 37 (d. J = 6. OH 
z. 2H) . 4. 59 (br. IH) . 7. 45 (d. J = 8. 4Hz. 2H) . 7. 48 U. J = 8. 4Hz. IH) . 7. 60 (t. J = 8. 4Hz. I 
H) , 7. 70 <s. IH), 7. 80 (d, J = 8. 4Hz. IH) , 8. 09 (d, J = 8. 4Hz. IH) . 8. 18 (d, J = 8. 4Hz, 2H) . 

mmm 7 9 3- (4-x ^ ji 7. Ji^ts- )VT a. y x^;b7 x (4-x f jt/e^7 



H 
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^*6#ll6l-2, &t>T^$6#)20£ ^ & \Z Lt, l-Zf □ =e -4-x ;i/ J* ^ * - ;U 7 
^ y x^;U^< >*ii> (3. 54g) ^J:r/3-^D^E-l- (4-X t:^ ^ 5* > -l--f V 
* y U > (L 14g) *>> 6, t£SIi{t;^4fccDjEI&# I. 22g£»fc ; 76%). :n$^ 

^ii St ^fl • 

HL« ; 194-I97r 

1 H-NMR (400MHz. DMSO-ds) ; <5 (ppm) 1. 16 (t. J=7. 2Hz. 3H) . 1. 34 (t, J = 7. 2Hz. 3H) . 2. 
84 (t, J = 7. 2Hz. 2H) . 2. 97 (q. J = 7. 2Hz, 2H) . 3. 19-3. 24 (m. 4H) , 3. 33-3. 39 (m. 2H) . 3. 56 
-3. 63 (o. 4H) . 4. 00 (d, J=13. 2Hz. 2H) , 7. 38 (d. J*8. 4Hz. 2H), 7. 61 <dt. J*8. 0. 1. 2Hz, 1 
HI . 7. 75 (dt. J = 8. 0. 1. 2Hz. 1H) . 7. 99 (d. J = 8. 0Hz. 1H), 8. 07 (s. 1H) . 8. It (d. J-8. 0Hz. 
1H), 8. 13 (d. J = 8. 4Hz. 2H) . 
MS (FAB) ni/z 453 (H+H) +. 



1 H-NMR (4 00MHz. CDCls) ; 6 (ppm) 1. 17 (t. J =7. 211a. 3H) . I- 28 (t, J = 7. 6Hz. 3H) . 2. 5 
5 (q. J = 7. 2Hz. 2H). 2. 76 (br. 4H) . 2. 92 (t. J = 6. 4Hz. 2H) . 2. 96 (q. J = 7. 6Hz, 2H> . 3. 4 I <L. 
J = 6. 4Hz. 2H) . 3. 59 (br. 4H) . 4. 36 (t. J = 6. 4Hz. 1H) , 7. 30 <d. J =8. 4Hz. 2H) . 7. 46 (ddd. J 
= 8. 4. 8. 0. 1. 2Hz. Ill) . 7. 58 (ddd. J = 8. 4. 8. 0. 1. 2Hz. 1H) . 7. 67 (s. 1H) . 7. 78 (d. J=81 OH 
z, 1H) . 8. 07 (d. J = 8. 4Hz. 1 H> .8-12 (d. J = 8. 4Hz. 2H) . 

m m m s o 3- (4-x f jb? 3 7 7. jy* - )), * 7 ji? * — -\ - (a-jl^j], 



H 
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r-JU* Tfri > (i. 28g) & <fc a ^ - 1- (4-x ^ ;u t: ^ ^ v > -1— f ;u) -f y 

*y U > (550mg) * 6, aHft-&tt©iB«l«: 449mg^»/t <iR* ; 60%). £ # 

6£ 

HL& : 1 54-15613 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) I. 03 (t. J = 7. 2Hz. 3H) ,1.31 U. J = 7. 2Hz. 3H) . 2. 
90-3. 00 (n. 2H) , 3. 18-3. 25 (m. 2H) . 3. 30-3. 40 (m. 2H) . 3. 49-3. 62 (m. 4H) , 3. 99 (d, J= 1 
3. 6Hz. 2H) , 4. 37 (s. 2H) . 7. 09 (br. 1H) . 7. 48 (d. J = 8. 4Hz. 2H) . 7. 60 (t. J*8. 0Hz. 1H) , 7. 
74 U. J = 8. 0Hz. 1H) ♦ 7. 98 (d, J = 8. 0Hz. 1H) . 8. 1 0 is. 1H) , 8. I I (d. J = 8. 0Hz. 1H) , 8. 18 (d. 
J = 8. 4Hz. 2H). 
MS (FAB) m/z 439 <M+H)+. 

mm<* : 

1 H-NMR (400MHz. CDC 1 3) ; 6 (ppm) 1. 14-1. 20 (m. 6H) , 2. 57 (q. J = 7. 2Hz. 2H) , 2. 78 (b 
r. 411) . 3. 10 (dd. J =7. 2. 6. 0Hz. 2H) . 3. 60 (br. 4H) > 4. 07 (t . J = 6. 0Hz. 1H) .4.31 (s, 2H) , 
7. 4 8 (ddd. J = 8. 4. 8. 0. 1. 2Hz. IH) . 7. 4 9 (d. J =8. 4Hz. 2H) . 7. 60 (ddd. J-8. 4. 8. 0. 1. 2Hz. 
1H) . 7. 71 ts. 1H) , 7. 80 (d. J = 8. 0Hz. 1H) . 8. 08 (d. J = 8. 4Hz. 1H) . 8. 1 9 <d, J = 8. 4Hz. 2H). 
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^J6#l 161-2* &\,*Tmm&}2Q£mmiZ{sT, \~7a±-4-7 a tTJUTS J X)l 
* — )V / >M > (I. 62g) *5ctlX3-^D^-l- V )V) <i 

V* y U > <766mg) £ffi{fc£^<oai«# 307mg£*#*: {« * ; 28X) . 

^m^. fl^t "t^^ 

jgtj& ; 194-197T: 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 0. 83 (t. J = 7; 2Hz. 3H) , i. 31 (t. J = 7. 2Hz. 3H) . 1. 
38-1. 48 (to. 2H) . 2. 86-2. 90 (m. 2H) . 3. 18-3. 25 (m. 2H) . 3. 31-3. 37 (m. 2HK 3. 50-3. 61 
(m. 4H) . 3. 97-4. 02 On. 2H) . 4. 37 (s. 2H) , 7. 1 I (br. 1H) . 7. 48 (d. J = 8. 0Hz. 2H) . 7. 60 (t. 
J = 8. 0Hz. IH) . 7. 74 (L J = 8. 0Hz. 1H) . 7. 98 (d, J = 8. 0Hz. 1H) . 8. 09 (s. IH) .8.10 (d. J = 8, 
0Hz. 1H). 8. 18 (d. J = 8. 0Hz, 2H). 
MS (FAB) m/z 453 (M+H) +. 

1 H-NMR <400MHz. CDC 1 3) ; 6 (ppm) 0. 9 I (t. J=7. 2Hz. 3H) . L 1 9 (t , J = 7. 2Hz. 3H) .1.5 
4 (q. J = 7. 2Hz. 2H) . 2. 58 (q. J=7. 2Hz. 2H) . 2. 79 (br. 4H) . 3. 02 (a. J = 7. 2Hz. 2H) . 3. 62 (b 
r. 4H) . 4. 0 8 (t. J = 6. 0Hz. 1H) ,4.32 (s. 2H) . 7. 4 8 (ddd. J = 8. 4. 8. 0. 1. 2Hz. 1H) . 7. 49 (d. 
J = 8. 4Hz. 2H) .7.61 (ddd. J = 8. 4. 8. 0. 1. 2Hz. IH) .7.71 (s. IH) . 7. 80 (d. J = 8. 0Hz. JH) . 8. 
08<d. J = 8. 4Hz. IH). 8. 19(d. J = 8. 4Hz. 2H) . 

mmm s 2 3- u- (n. n- v x ^ ju t * j > x ji * - ju * ^ ;u 7 x - jm - 1 - (4-x ^ 
;utf^^^>-i--f;t/)-fv^y u > ■m&moft & 
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^JSfcJ 161-2, &t>THaSGI20£ra«KLT. 1-7 a N-yXf ^7$ J 

7, )l>*-)\, iV^y^y (8I9mg) Si> X (MfiHf^ ^ > - 1 - 



'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 04 (t. J = 7. 2Hz. 6H> . I. 31 (t. J = 7. 2Hz. 3H) . 3. 
10 (q. J = 7. 2Hz. 4H) . 3. 18-3. 25 (m. 2H> , 3. 30-3. 38 <m. 2H) , 3. 51-3. 61 (a. 4H) . 4. 00 (d. 
J= J 3. 2Hz. 2H), 4. 43 (s. 2H) . 7. 50 (d. J = 8. 4Hz. 2H) . 7. 60 (t, J = 8. 0Hz. IH) . 7. 74 (t. J = 8. 
0Hz, 1H) , 7. 98 (d. J = 8. 0Hz, IH) , 8. 10 (d. J = 8. 0Hz, IH) .8.11 <s. 1H) . 8. 20 (d. J = 8. 4Hz. 
2H) . 

MS (FAB) m/z 467 (M+H) +. 



1 H-NMR (4 00MHz. CDCIs) ; <5 (ppm) 1. 12 (t. J = 7. 2Hz. 6H) . I. 1 9 ( t. J = 7. 2Hz. 3H> » 2. 5 
8 (q. J = 7. 2Hz. 2H) . 2. 7 8 (br. 4H) . 3. 13 (q. J = 7. 2Hz, 4H) . 3. 61 (br. 4H) > 4. 27 (s. 2H) . 7. 
46-7. 50 (in. IH) , 7. 48 (d. J = 8. 0Hz. 2H) . 7. 06 (t, J = 8. 0Hz. IH) . 7. 72 (s. IH) . 7. 80 <d. J = 
8. 0Hz. IH) . 8. 08 (d. J = 8. 0Hz. IH) . 8. 19 (d. J = 8. 0Hz. 2H) . 

*mmm 8 3 3- (4- (^ h ^ n kd if 7 >-4— f )V) y ^ -ji>}-\- (4-x^;i/ tr ^ =? & 



fijt 4£i 




N 



o 
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3- (4- (5. 6- ^ t K D -211- tT ^ >-4--f JH7x-JH-l- (4-X^ ;U t^7y>H- 

-f;n-f vt/u> (2. 3g) ic ;* y - (80m]) <h&*t; a & uoomg) ^jQDA, ^iar 
©asL, & > y ^ v v a ^ d -7 h ^ -r - (^*-y- >/ 

»Bxf ;P*)T«BLT. 7fctt4fc 905mg*»fc OK* ; 47X). Ctl^t^CiD 
St 4f£ • 

at Mi ; 148-150T: : 

•H-NMR (400MH2. DMSO-d.) ; 6 (ppn) 1. 33 ( t , J = 7. 2Hz. 3H) . 1 . 70- 1. 76 (a. 4H) . 2. 85 
(br. 1H) . 3. 20-3. 28 fan. 2H) . 3. 30-3. 38 (n. 2H) . 3. 44-3. 56 fan. 4H) . 3. 63 (d, J = 1 1 . 6Hz. 
2H) k 3. 95-4. 01 (d. 4H) . 7. 40 (d. J = 8. 4flz. 2H) , 7. 60 (t. J = 8. 4Hz. 1 H) , 7. 74 (t. J = 8. 4Hz, 
1H) , 7. 99 <d. J = 8. 4!lz. 1H) . 8. 06 (s. IH) . 8. 1 1 (d. J = 8. 4Hz. 1H) . 8. 14 (d, J = 8. 4Hz. 2H) . 
MS (FAB) m/z 402 <M+H) +. 

'H-NMR (400MHz. CDC 1 3 ) ; 6 (ppm) I. 18(t. J=7. 2Hz. 3H) . I. 69-1. 93 <m. 4H) . 2. 55 (q. 
J = 7. 2Hz. 2H) . 2. 76<br. 4H) . 2. 75-2. 88 (m. !H) . 3. 53-3. 59 (n. 2H) . 3. 59(br. 4H) . 4. 09 
-4. 13 (m, 2H) . 7. 33 (d. J=8. 4Hz. 2H) . 7. 45 (ddd. J = 8. 4. 8. 0. 1. 2Hz. 1H) . 7. 58 (ddd. J-8. 
4. 8. 0. I. 2Hz. 1H) . 7. 67 <s. IH) . 7. 78 (d. J = 8. OHz. IH) . 8. 07 (d, J = 8. 4Hz. IH) ♦ 8. 12 (d. 
J=8. 4Hz. 2H) . 

m m &] 8 4 3- [4- (5. S-zs b K D-2H-H >-4-*f )l) y n ~ )V 1 - 1 - (4-X ^ )U bf ^ 
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. 2i;&£#J 161-2, ^^Tm^m2Qt mmiZ LT> l-:/Dqe-(5. 6-^fc K □ -2H- =y 
>-4— f ^ >izf > (2. 3g) i5 J: D - 1 - (4-x ^ ;W y >-l--f Jl/)-( y 

/ U > <800mg) £>. «e<tdttflE>aiHI# 443mg«:»fc (ffi^ ; 58X). £ *l £ 3? 

K£ ; no-mnc 

'H-NMR (400MHz, DMSO-da) ; 6 (ppm) 1. 33 <t. J = 7. 2Hz. 3H> . 3. 20-3. 38 On. 2H) . 3. 32 
-3. 40 (m. 2H) , 3. 54 (I, J = 1 3. 6Hz. 4H) . 3. 63 (d. J = 1 2. OHz. 2H) . 3. 86 (t, J = 5. 6Hz. 2H) . 4. 
01 (d. J = 14. OHz. 2H) . 4. 27 (br. 2H) , 6. 3 8 (br. ID) . 7. 60 (d. J = 8. 8Hz. 2H) . 7. 6 1 (t. J = 8. 
OHz. Ill) . 7. 75 <t. J=8. OHz. 1H) . 7. 99 (d. J = 8. OHz, 1H) . 8. 1 1 is. 1H) . 8. 13 (d. J = 8. OHz. 
1H) . 8. 20 <d. J = 8. 8Hz. 2H) . 
MS (FAB) m/i 400 (M+H) +. 
: 

' H-NMR (400MHz. CDCIa) ; 6 (ppm) I. 17 (t. J = 7. 2Hz. 3H) . 2. 52-2. 58 (n. 2H) . 2. 54 (q. 
1 = 7. 2Hz. 2H) . 2. 75 (br. 4H) . 3. 59 (br. 4H) . 3. 95 (t. J = 5. 6Hz. 2H) . 4. 35 ( t, J = 2. 8Hz. 2H) . 
6. 20 (br. IH) , 7. 45 (ddd. J = 8. 4. 8. 0, I. 2Hz. 1H) . 7. 4 8 (d. J =8. 8Hz. 2H) . 7. 57 (ddd. J = 8. 
4. 8. 0. 1. 2Hz. Ill) . 7. 68 Is, 111) . 7. 77 (d. J = 8. Olh, IH) . 8. 07 (d. J = 8. OHz, IH) . 8. 14 (d. 
J = 8. 8Hz. 2H) . 



175 



WO 99/18077 



PCT/JP98/04465 



*» Ml 6 1-2. *n-C*W«20fcig«lcL-C* ^*JI/^-;i,7 
5 J * =5- )\, ^ >-t? > (2. 3 1 g) 4o ct Zf3-Zf n -=E - 1 - (4-X^;U t! ^ ^ >? > -1— f ;H V 
* y U > (808mg) ^ 6. «)@{fc^^cOiSS8i#: 608tng£ # (iR m ; 59X) . Ctt £ # 
ttfc J: D*K*£ «mb^«5*R*0> ft fits S &. 
4£& 

■ £ : I7i-I74t: 

1 H-NMR (400MHz. DMS0-d«) : 6 (ppm) 1. 05 (1. J = 7. 6Hz. 3H) . 1. 33 <t. J *7. 2Hz. 3H) , 2. 
17 <q. J = 7. 6Hz. 2H) . 3. 15-3. 28 (m. 2H) . 3. 30-3. 38 (n. 2H) . 3. 53 <t. J = 12. 8Hz, 2HJ . 3. 6 

I (d. J = I t . 2Hz. 2HK 3. 99 (d. J=12. 8Hz. 2H) . 4. 32 (d, J = 6. 0Hz. 2H) . 7. 38 <d, J = 8. 4Hz. 2 
H) . 7. 61 (t. J = 8. 0Hz, 1H) , 7. 74 (1. J =8. 0Hz. 1H) . 7. 99 (d. J = 8. 0Hz. 1H) . 8. 07 <s. 1H) . 8. 

I I (d. J = 8. 0Hz. 1H) . 8. 15 (d. J = 8. 4Hz. 2H) % 8. 37 (t. J = 6. 0Hz. 1H) . 
MS (FAB) m/z 403 (M+H)+. 

mmW 8 6 3- (4-7 D tf )l<t> " )V 7 a J * )V 7 x ~ JU) - I- (4-X3 1 JU ¥ ^ 



o 
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O 




mmm\b\~2* ^^-v^mm2ot wi&\z 1-7 0^-4-^0 tf ji/*;u# - ;u 

7 ^ / * T-JUl >i£ > (2. 34g) 43 X TSZ--J u =e-\- (4~x^;w t^7^>-!-^f ^ ) 
V^y 'J > U. Hmg)^ «H{b6«lOjl8«* 777mg€:»fc (JR* : 52X). C n £ 

6fe • 
HL« ; 126-128t: 

1 H-NMR (400MHz. DMS0-d«) ; 6 (ppm) 0. 88 U. J = 7. 2Hz. 3H) . I. 33 <t. J = 7. 2Hz. 3H) , 1. 
57 (q. J = 7. 2Hz, 2H) , 2. 15 (t, J=7. 2Hz. 2H) . 3. J 8-3. 26 (m, 2H) , 3. 30-3. 40 (n. 2H) , 3. 52 
-3. 63 (n. 411) . 4. 00 (d, J = 1 3. 6Hz. 2H) • 4. 33 (d. J*6. 0Hz. 2H) , 7. 38 <d. J = 8. 4ilz, 2H) . 7. 
61 (t. J = 8. 0Hz. 1H) . 7. 74 (t. J = 8. 0Hz. 1H) . 7. 98 <d. J = 8. OHz. IH) . 8. 07 is. 1H) .8.11 (d. 
J = 8. OHz. JH) . 8. 12 (d. J = 8. 4Hz. 2H) . 8. 40 <t. J = 6. OHz. 1H) . 
MS (FAB) m/z 417 (M+H) +. 

' H-NMR (400MHz. CDC I *> ; 6 (ppm) 0. 9 8 (t. J =7. 2Hz. 3H) . I. I 8 ( t . J = 7. 2Hz. 3H) . 1. 6 
7-1. 76 (m. 2H) . 2. 22 (t. J = 7. 2Hz. 2H) . 2. 55 (q. J = 7. 2Hz. 2H) , 2. 76 (br, 4H) > 3. 59 (br. 4 
H). 4. 50 (d. J = 5. 6Hz. 2H) . 5. 75 (br. 1H) . 7. 37 (d, J =8, 4Hz. 2H) . 7. 4 6 (t. J=8. OHz. IH) . 
7. 59(t. J=8. OHz. ill). 7. 68 (s. 1 H) . 7. 79 (d. J = 8. OHz, IH), 8. 08 (d. J = 8. OHz. 1H),8. 14 
(d. J=8. 4Hz. 2H). 
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2t*£#J 161-2, T'H*fi^J20ch tc b T. 1-7 □ ^E-4-x^;i,7 5 / t) )l sJ5 

- ;u > ;u ^ > -tf > (1. 2 9 g) 43 cfc o ^e-i- (Mf ;u t* ^ ^ >-t— f ;io < 

V * V U > <830mg) . ^J@<fc-&4fcS>i®&{fc 587mg«:f»fc (1K*P ; S6S) . d tl 

#1 : 

It* ; H3-145TC 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) I. 03 U, J = 7. 2Hz. 3H) . 1. 33 (t, J = 7. 2Hz. 3H) , 3. 
06-3. 12 (d. 2H) . 3. 18-3. 26 (m. 211) . 3. 30-3. 38 (m. 2H) . 3. 46 (s. 2H) . 3. 52-3. 63 (n. 4H) . 
4. 00 (d. J = 1 3. 2Hz. 2H) . 7. 39 (d. J = 8. 4Hz. 2H) . 7. 60 (dt. J=8. 0. 1. 2Hz. 1H) . 7. 74 (d t ( J 
= 8.0. i. 2Hz. IH>.7. 98 (d. J = 8. 0Hz. 1HK 8. 07 (s. 1H) . 8. 11 (d. J = 8. 0Hz, IH) t 8. 12 (d. J 
= 8. 4Hz. 2H). 

MS (FAB) m/i 403 (M1H) +. 



'H-NMR (400MHz. CDC 1 3) ; 6 (ppm) 1. 61 It. J=7. 2Hz. 3H) . 1. I8(L. J = 7. 2Hz. 3HL 2. 5 
6 (q. J = 7. 2Hz, 210 . 2. 78 (br. 411) , 3. 23-3. 29 (0. 2H) . 3. 60 (br. 4H) > 3. 64 (s. 2H) . 5. 40 
(br. 1H) . 7. 35 (d. J=8. 4Hz. 2H) . 7. 45 (I. J = 8. 0Hz. 1H) , 7. 60 U. J=8. 0Hz. 1H) , 7. 70 Is. 



H 
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IH) . 7. 80 (d. J = 8. 0Hz. 1H) . 8. 09 (d. J=8. OHz. IH). 8. 17 {d. J = 8. 4Hz. 2H) . 

mmm s s 3-(4-7o e 7 ^ j x jux * ^ ju? ^ - ;u) -i-(4-x^ju e ^ 



V S l ) > (706mg) ^ *E> * &JSffc£^<E>i2EllI# S I 7mg & % Tz_ (JR ^ ; 5 6X) . d *l £ 
§£t 

K* ; 138-141*0 

MI-NMR (400MHz. DMSO-d*) ; (5 (ppra) 0. 84 (t. J = 7. 2Hz. 3H) ,1.33 (t. J-7. 2Hz. 3H) . 1. 
40-1. 45 (m. 2H) * 3. 03 (q. J = 7. 2Hz, 2H) . 3. 22 (t. J = 7. 2Hz. 2H) . 3. 30-3. 40 <m. 2H) , 3. 47 
(s. 2H) . 3. 52-3. 63 (m. 4H) , 4. 0 I (d. 1 = 1 3. 2Hz. 2H) , 7. 39 (d, J = 8. OHz. 2H) . 7. 61 it. J = 8. 
OHz. Ill) . 7. 74 (I. J = 8. OIIz. IH) , 7. 98 (d. J = 8. Ollz. IH) . 8. 07 (s. Ill) . 8. 1 1 <d. J = 8. OHz. 
1H). 8. 12 (d. J = 8. OHz. 2H>. 
MS (FAB) m/z 417 (M + H) +. 



1 H-NMR (400MHz. CDC| 3 ) ; 5 <ppm> 0. 84 (t. J=7. 2!Iz. 311) . I. 18 (t. J=7. 21h. 3H) , 1. 4 
0-1. 5 0 (id. 2H) . 2. 56 (q. J = 7. 2Hz. 2H) . 2. 77 (br. 4H) .3. 18 <q. J = 6. 4Hz. 2H) , 3. 59 (br. 4 



H 




iKtttt : 
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H) . 3. 65 (s. 2H) . 5. 4 2 (br. Ill) . 7. 36 (d. J = 8. 4Hz. 2H) . 7. 4 8 (t. J = 8. OHz. 1H) . 7. 60 U. J 
= 8. OHz. 1H) . 7. 70 (s. IH) . 7. 80 (d. J = 8. OHz. IH) . 8. 09 (d. J = 8. OHz. IH) . 8. 17 (d. J = 8. 4 
Hz. 2H). 

V >-]-<> i V * J 'J > <D& til 



nasen6i-2, #^-c*is«20£ Otitic lt, ]-yD^-4-^fji/7s;^j^ 

* y U > (679mg)^ 6, W t mit'&®}V>mmW 6I5mg*f£fc : 67S) • C *l £ # 

fi£ ifi - 
lift ; 1 33-136T; 

'H-NMR (400MHz. DMS0-d«) ; <5 (ppm) 0. 87 (t, J = 7. 2Hz. 3H) . 1. 27-1. 42 (m. 7H) . 3. 06 
(q. J=6. 4Hz. 2H) . 3. 18-3. 26 (m. 2H) . 3. 30-3. 38 (m. 2H) . 3. 47 (s, 2H) . 3. 51-3. 63 <m. 4H) , 
4. 00 Id. J = I 3. 6Hz. 2H) . 7. 39 (d. J = 8. 4Hz. 2H) . 7. 61 <t. J = 8. OHz. )H) . 7. 74 (t. J = 8. OHz. 
IH) . 7. 95 (d. J =8. OHz. I H) . S. 06 (s. IH) . 8. II (d. J = 8. OHi. I H) , 8. 12 (d. J = 8. 4Hz. 2H> . 
MS (FAB) m/z 431 (M+H) +. 



' H-NMR (400MHz. CDC I a ) ; 6 (ppm) 0. 88 (t. J-7. 2Hz. 3H) , I. 18 (t. J = 7. 2Hz. 3H) , I. 3 



H 
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2-1.4 2 <m. 2HK 1. 37-1. 44 (m. 2H) . 2. 56 (a. J =7. 2Hz. 2H) . 2. 76 (br. 4H) . 3. 21 (q. J = 6. 4 
Hz. 2H) . 3. 59 (br. 4H) , 3. 64 (s. 2H) . 5. 39 (br. IHK 7. 35 (d, J = 8. 4Hz. 2H) . 7. 48 (t. J = 8. 
OHz. 1H) . 7. 60 (t. J = 8. OHz, 1H) . 7. 71 (s. IH) , 7. 80 (d. J = 8. OHz, 1H) > 8. 09 (d. J = 8. OHz, 
1H). 8. 17 (d. J = 8. 4Hz. 2H) . 

9 0 3- (4-* f JU* — Jl * f^7i - Jl/) -1- (4-lf )V fcf ^ 5 ^ > 1- 




S0 2 Me 



3^1/^ > if > (1. 26g) & <fc c/3-^ □ ^e-i- (4-x^ ;u e ^ ^ : J >-I--f -f V 4- J u 
>(685mg)^e, tf>iS&# 430mg£ % tz <JR m ; 49%) . iin£#ffifc«fc 

Bftjft ; 260-262*C 

'H-NMR (400MHz, DMSO-d») ; 6 (ppm) 1 . 34 (t. J = 7. 2Hz, 3H) . 2. 95 is. 3H) , 3. I 8-3. 28 
(n. 2H) , 3. 30-3. 3 8 (m. 2H) . 3. 55-3. 63 Im. 4H) . 4. 02 (d, J = I 3. 6Hz. 2H) . 4. 57 is. 2H). 7. 
55 Id. J = 8. 4Hz. 2H) . 7. 63 (t. J =8. OHz. IH) . 7. 76 (t. J = 8. OHz. 1 H> . 8. 00 (d. J = 8. OHz, 1HK 
8. 13 (d. J =8. OHz. I H) » 8. 1 3 (s. I H) > 8. 23 (d. J = 8. 4Hz. 2H). 
MS (FAB) m/z 410(M+H)+. 

'H-NMR (4 00MHz. CDC 1 3) ; 6 (ppm) 1. 18(1, J =7. 2Hz. 3H) . 2. 56 (q. J = 7. 2Hz. 2H) , 2. 7 
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7 (br. 411) . 2. 79 (s. 211) . 3. 59 (br. 411). 4. 3 2 is. 2H) . 7. 49 (ddd, J = 8. 4. 8. 0. i. 2Hz. 1H) . 
7. 51 (d. J*8. 4Hz. 211) . 7. 61 (ddd. J = 8. 4. 8. 0. I. 2Hz. 1H) . 7. 72 (s. 1H) . 7. 81 (d. J = 8. OH 
z. HI) . 8. 09 (d. J = 8. 4Hz. Ill) . 8. 22 (d. J=8. OHz, 2H) . 

m m ffl 9 1 3- (3-^ pp-4-lf ^x;U-Jl?a y>f J1/7HJ1/) -]-(4-x^ 



3136^161-2, #cl>T2gfi&0J2O£ re]** IT, 3-^ D u-4-X^JI/X )V*ZL)\,y 
^ y ^^;P-yn-fc^>ir> (819mg)*3«fct/3-^n^-l-(4-x^;l/tf^ ^ >-l--f 
JUW V U > (530ng) * 6, «JB4k^tt<D)8M# 10]mg£f§fc OK* ; 17*). C 

Si* ; 278-280*C (#S¥) 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 20 (t. J = 7. 2Hz. 3H) . 1. 31 (t. J-7. 2Hi. 3H) . 3. 
04 (q, J = 7. 2Hz. 2H) , 3. 18-3. 25 <d. 2H) . 3. 28-3. 37 (o. 2H) , 3. 5 1 ( t. J = 12. 8Hz. 2H) . 3. 6 
2 (d. J=l I. 6Hz. 2H) . 3. 97-4. 03 (m. 2H) . 4. 29 (d, J=6. OHz. 2H) . 7. 62 (t. J=8. 0Hz. IH) . 7. 
66 (d. J = 8. OHz. IH) . 7. 7 5 (I. J = 8. OHz. 1H) . 7. 99 (d. J = 8. OHz. 1H) . 8. 12 (d. J = 8. OHz. IH). 
8. 18(dd. J = 8. 0. 1. 6Hz. IH). 8. 18 is, IH) . 8. 24 (d. J = l. 6Hz. IH) . 
MS (FAB) m/z 473 (M+H) +. 



' H-NMR (400MHz. CDC1,) ; 6 (ppm) I. 18 (t. J = 7. 2Hz. 3H) . I. 30 (t . J = 7. 6Hz, 3H) . 2. 5 
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6 (q. J = 7. 2Hz. 2H) > 2. 77 (br. 4H) . 2. 93 (q. J = 7. 6Hz. 211} . 3. 59 (br. 4H) . 4. 45 (d. J*6. 4H 
z. 2H) . 4. 88 (br. IH) . 7. 50 <ddd. J=8. 4. 8. 0. J. 2Hz. 1H) . 7. 52 (d. J = 8. OHz. IH) . 7. 61 (d 
dd. J = 8. 4, 8. 0. 1. 2Hz. IH) . 7. 68 (s. IH), 7. 80 (d. J = 8. 4Hz. IH). 8. 05 <dd. J = 8. 0. I. 6Hz. 
1H).8. 08 (d. J = 8. 4Hz. IH) . 8. 23 (d. J = t. 6Hz. IH). 

mmm 9 2 3- (3-^ □□-4-7 r Db!^x;uzji/7a j / f j|/7x-M-i-m-z 



^£#1161-2, #C>T^3£#J20£ fnl^tC IT, 3- ^ o n -4-^ □ b* 7. )V * - A 
7> y^^;U-^D^^>-tf> (l. 58g) 43 J: #3-:/ D ^6-1- tr ^ 7 >-i 

— f ;H -f V * 7 U > <825mg) *£Srt:£4&tf>2£l&l# 365mg£ HI*: («K^ ; 39X) , 

cn^^^tC<trj^SE^i:U, i@ {fc ^ & & & & O 31 B ifo * # fc. 

fiS J£L - 

M* ; 253-255T: (#*P> 

'H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) 0. 94 (t. J = 7. 6Hz. 3H) .1.31 (t, J = 7. 2Hz, 3H) . 1. 
62-1. 74 (m. 2H) . 2. 98-3. 02 (m. 2H) . 3. 18-3. 25 (m. 2H) . 3. 30-3. 38 (m. 2H) . 3. 50 (t. J=l 
2. 8Hz. 2H) . 3. 6 2 (d, J = 11. 6Hz. 2H) . 3. 99 (d. J = I3. 2Hz. 2H) . 4. 2 8 <d. J = 6. OHz. 2H) . 7. 6 
2 (t. J = 8. OHz. IH) . 7. 65 <d. J = 8. OHz. IH) . 7. 75 It. J = 8. OHz. IH) . 7. 99 (d. J = 8. OHz. IH) , 
8. 12 (d. J = 8. OHz. IH) , 8. 18 (dd. J = 8. 0. 2. OHz. IH) . 8. 18 (s. IH) , 8. 24 (d. J = 2. OHz. IH) . 
MS (FAB) m/z 488 (M+H) +. 
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mm<* : 

1 H-NMR (400MHz. CDC 1 3 ) ; 6 (ppd) 0. 96 (t. J = 7. 6Hz. 3H) . 1. 1 9 (t . J s 7. 2Hz. 3H) . J. 7 
6-1. 81 (id. 2H). 2. 57 (q. J = 7. 2Hz, 2H) . 2. 77 (br. 4H) , 2. 87-2. 91 (m. 2H) > 3. 59 (br. 4H) . 
4. 45 (d. J = 6. 4Hz. 2H) . 4. 82 (t. J = 6. 4Hz. IHh 7. 50 U. J = 8. 4Hz. 1H) . 7. 52 (d. J = 8. 0Hz. 
1H) . 7. 61 (t. J = 8. 4Hz. 1H) . 7. 68 is. IH) , 7. 80 (d, J = 8. 4Hz, 1H) . 8. 05 (dd. J = 8. 0. 1. 6Hz. 
1H) . 8. 08 (d. J = 8. 4Hz. 1H) . 8. 23 (d. J = 1. 6Hz. IHK 

9 3 3- (4-* JU* U — )V* 7 x - )V) -1- fcf ^ ^ ^ > - 1 -- f Ji, ) 

■f v * v u > -jfi^^^^fit 




3fc«5fil 161-2, *HTjSJBM20£ ra« tC IT, 4-^E ;U * »J — ;U ;* 5" ^ D ^ 
>if > (1.02E)^«t^3-ya^-1-(4-x^ J iUt:^^>?>-l-<;i/)< V^y U > (65 
Img)a>£, gSIgft:£1£>cDjg«t#: 472mg*»& ; 71X) . ZL *L £ & m \Z <fc 0 « & 

MS (FAB) m/z 4 17(M+H)+. 
ffitttt : 

1 H-NMR (4 00MHz. CDC 1 3 ) ; 6 (ppm) 1. 18 (t. J = 7. 2Hz, 3H) . 2. 49 (t. J =4. 8Hz. 4H) . 2. 5 
4 (q, J =7. 2Hz. 2H) . 2. 77 (br. 4H) . 3. 56 (s, 2H) . 3. 60 (br. 4H) . 3. 73 (t. J = 4. 8Hz. 4H) , 7. 
42 (d, J =8. 4Hz. 211) , 7. 46 (d ( . J = 8. 0. 1 . 2Hz, IH) . 7. 59 (d t. J - 8. 0. 1. 2Hz. IH) . 7. 69 is. 
IH) > 7. 79 (d. J = 8. 0Hz. IH) . 8. 08 (d. J = 8. 0Hz. IH) . 8. 12 (d. J = 8. 4Hz. 2H) . 
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'M M m 9 4 2-(4~r**:)\, -)\, fry -I- (4-X f ^e^?y>-i 

— f ;u ) *f v * y u > • iti ft; m o & &l 



* ^ >-tr > (i. 08g) fcctr/3-7D^-i-(4-xf ^e^7^>-iM JH-f v^y u > 

(882ng)^b, «S<fc^tt®iS«{*€»3fc (273mg. 22X). Ctl^ 0 iSE^ 

: 

Rj£ ; 1 93- 1 97*C 

' H-NMR (400MH2. DMSO-de) ; 6 (ppo) I. 34 (t. J = 7. 2Hz. 3H) , 2. 81 (d. J- 14. 4Hz. 2H) . 
3. 08-3. 1 6 <m. 2H) > 3. 21-3. 38 (m. 6H) . 3. 53-3. 65 (m. 6H) . 4. 0 I <d. J= 1 2. 8Hz. 2H) , 4. 40 
(d. J = 5. 2H2. 2H) . 7. 64 (t. J = 8. 0Hz. 1H) . 7. 77 (t. J = 8. 0Hz. 1H) . 7. 79 (d. J = 8. 4Hz. 2H) . 
8. 01 (d. J=8. 0Hz. IH). 8. 14<d. J = 8. 0Hz. IH) . 8. 17 (s. IH). 8. 28 (d. J = 8. 4Hz. 211). 
MS (FAB) m/z 433 (M+H) +. 



1 H-NMR (4 00MHz. CDC Is) ; 6 (ppm) I. 17 (t. J =7. 2ilz. 3H) . 2. 56 <t. J=7. 2Hz. 411) . 2. 6 
8-2. 77 (m. 10H) . 3. 58 (s. 2H) . 3. 68 (br. 4H> . 7. 40 (d. J = 8. 0Hz. 2H) . 7. 46 (ddd. J = 8. 4. 8. 
0. 1. 2Hz. IH) , 7. 59 (ddd. J = 8. 4, 8. 0. 1. 2Hz. IH) . 7. 69 (s. IH) . 7. 79 (d. J - 8. 0Hz. IH) . 8. 
07 (d. J = 8. 4Hz. IH) . 8. 12 (d. J = 8. 0Hz. 2H) . 

mmm 9 5 3- m-(3-**u-»/ u *j j >) y .x - ;u -1- u-x-^ )i i? >\--< 
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161-2. *^T^M^2Qi:^^l:LT, 1 - 7 □ ^ -4- (3-* * !/ U i? J >) 
^>-tf> (2. 29g) *5 J; 7* 3-:/ d i? >-\— i )V) V * J 0 > 

<I. 19g) 6«JHit-&«©»«i* 1. Og£»fc. UK* ; 71%) . C tl * ST 8 \z 0 Jfi 
& £ b , <g Jg ft ^ 4fc & & & Q If S *£ & £ • 
^£ 63 i£ > 

154* ; m-174t 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 33 (t. J = 7. 2Hz. 3H) . 3. 20-3. 28 (d. 2H) . 3. 32 
-3. 39 On. 2H). 3. 54 (t. J = 1 2. 8Hz, 2H) . 3. 62 (d. J = I0. 8Hz. 2H) . 4. 02 (d, J = 13. 6Hz. 2H) . 
4. 14 (t. J = 8. 0Hz. 2H) . 4. 46-4. 50 (m. 2H) . 7. 60 (t. J = 8, 0Hz. 1H) . 7. 71 (d. J = 8. 8. Hz. 2H) . 
7. 74 U. J^8. 0Hz, IH) . 7. 98 (d. J = 8. 0Hz. IH) . 8. 08 (s. Ill) > 8. 1 I (d. J=8. 0Hz. IH) . 8. 24 
(d. J = 8. 8Hz. 2H). 
MS (FAB) m/z 403 (M+H) +. 

'H-NMR (4 00MHz. CDC1 a) ; 6 (ppm) I. 19 (t. J = 7. 2Hz. 3H) * 2. 58 (c. J = 7. 2Hz. 2H) . 2. 7 
9 (br. 4HK 3. 61 (br. 4H) . 4. 04-4. 08 (m. 2H) . 4. 44-4. 48 On, 2H) . 7. 44 (ddd. J = 8. 4. 8. 0. 
I. 2Hz. IH) . 7. 57 (ddd. J = 8. 4. 8. 0. I. 2Mz. IH) . 7. 6 1 (d. J = 8. 8Hz. 2H) . 7. 65 (s. IH), 7. 7 
6 (d. J = 8. 0Hz. I H) . 8. 04 (d. J = 8. 0Hz. 1 H) . 8. 16 (d. J = 8. 8Hz. 211) . 
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m m m 9 6 3- f4- u. u > * * -> t:^ u > -i--f ;i) 7xzjm-i- <4-x 
^ ji/ tf ^ ^ >-i--f ;u)-f v * y u > g> ^ ja 



D (4-X3 1 hT^ ^ >-l-< ;U) V * J U > (l. 7 2g) <L 4- (4. 4-X ^ 

u > ^ tf ^ u ^ >-i--f ;u) r7 i - ;p h tj >^^;i^x ^ ^- > (3. I2g) ^ h ^ 

h 'J 7iz;l/7^^7^ >yi?D 'J H (0. 5g) cr>#£T\ ^ f> W > (50ml) tc 
T 140TC-C5Bf raSrtJd-frfc. £ Jfc £ iS fig L , ^jg[cgmx^JP<i:fi&fagt&;*3l 

^at^hu ^EEis^ufe. -> >j yju# 5 a ^ a h 4/5 7 - m<t 
*t u * j -Jim) x-mn u, e fii»*^<D^ii^^^ i.27g*^;t. 

: 

Si * ; I 1 8*C 

' H-NMR (4 0 0MHz. CDC Is) ; 6 (ppm) 1. 18 it. J =7. 2Hz. 3H) . 1. 87 (br-t. 4H) . 2. 55 (q. J 
= 7. 2Hz. 2H) , 2. 75 (br-s. 4H) . 3. 42 (a. 4H) > 3. 58 (br-s. 4H) . 4. 01 (s. 4H) . 7. 03 (d. J = 8. 
8Hz. 2H) , 7. 41 (br-t. 1H) , 7. 55 (br-t. 1H) . 7. 60 (s. Ill) . 7, 75 (d. J = 8. OHz. 1H) . 8. 05 (d. 
J = 8. OHz. IH) . 8. 08 (dd. J-8. 8Hz. 211) . 

m m m 9 1 1- m-x^ju e ^ ^ v >- i--r m -3- 14- (4- 1 k a ^ -> e < u ^ > - 1 
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mm&\95-C&fc3- (4- (4. 4-X J- V > * > tf ^ 'J V >-l—f JH 7 ^ ~ )),] -|- 

t:-w >-i--y ;u) -r v * y «J > (290mg> t> > y t — x >& <t 

^^y-;i,TlILfc^, 2Ni£&* (50ml) £ Htl T \*$ &l K 2 It Tz. £fcf££7 

-7^*>"} ATft^Uit. *£&£&JE@3: L, * ^ y (20ml) \zmm U, 

7K*{b*->3R^- h U A (54mg) t jE^^-frfc. S ft £ « JEE « *fc S it £ > U 

'H-NMR (400MHz, CDC la) ; 6 (ppm) 1. 18 (t. J = 7. 2Hz. 3H) .1.71 (m. 2H). 2. 04 On, 2H) > 
2. 55 (q. J = 7. 2Hz, 2H) . 2. 76 (br-s. 4H) , 3. 00 (ddd. J = 12. 8. 10. 0. 3. 0Hz. 2H), 3. 56 <br- 
s, 4H) . 3. 6 7 <dt. J = 1 2. 8. 4. 4Hz. 2H) . 3. 8 8 (d. IH) . 7. 02 (d. J = 8. 8Hz, 211). 7. 41 (br-t. 1 
H) . 7. 55 (br-t. IH). 7. 60 (s, IH) . 7. 75 (d. J = 8. 0Hz. IH) . 8. 05 (d, J = 8. 0Hz. IH). 8. 08 (d, 
J = 8. 8Hz. 2H) . 

&s>titzma#&ism\zj:*) & mmtL* j -;u/x- 7- & & * Tie a u 

T\ a &W3i<D&m<t'£®l 148rag£#*:. 
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HA ; 178^ 

MS (FAB) m/z 417<M+H>+. 

& m m 9 8 i-(4-x^;utf^ ^ is >-i--r ;u -3- f4- u-* s ^ h*^ u ^ >-i-^ 



3-y a ^e-i - (4-x^;u e ^ ^ *j >-\— f ;u) y 4=- / y > (0. 79g) t4-(4-^ h * 
t:^ y s> >-i — r ^p) ^ m — )V h »j >^;u* * ^- > (i. 30g) & , 7h7 + ^F'j7 

3: — JP7^X7>f>^^DiJ K (0. 30g) (O^ST, 4- -> U > (30ml) * (C THOt X* 

iftu. m&zmmw&istz. mm & -> y * 5 a ^ □ v h 7 ^ - m<t * 

^ V 9 J -)V1k) T't&m L T. 3t&IS&0«flff:&&2ffNB# O.I7g^^Aco 

1 H-NMR (400MHz. CDC1 ,) ; d (ppm) I. 18 (t. J = 7. 2Hz. 3H) . 1. 72 <m. 2H) . 2. 03 (m. 2H) , 
2. 55 (q. J = 7. 2Hz, 2H) . 2. 76 (br-s. 4H) , 3. 00 (ddd. J = I 2. 8. 10. 0. 3. 0Hz. 2H) . 0. 40 <s. 3 
H). 3. 48 (n. 1H). 3. 59 (br-s. 4H) . 7. 02 (d. J = 8. 8Hz. 2H) . 7. 4Mbr- 1. 1H) . 7. 55(br-t. I 
H) . 7. 61 (s. I If) . 7. 75 (d. J =8. 0Hz. IH> . 8. 05 (d. J*8. 0Hz. !H> . 8. 08 (d. 1 = 8. 8Hz. 2H). 
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X, m&W*Vt<0&BM<t'&®} 0,24g£*$*:. 

^£1 §S 4£ • 

Bkj£ ; 165*0 

MS (FAB) m/z 431 (U+H) +. 

9 9 3- f2- (4-7 ty^e^7s;>-i-<jM e 'J s; > -S-- f JH -1- (4-X ^ 
)\, h: ^ ^ > - 1 jj,) 4 y * y U > • Zi %a & ifi <E> -a fiE 



o 




3-7d^-i- (4-x^^ tf ^ ^ >-i— r ;n < y ^ y »j > (0. 5 3g) <h [2- (4-7 -t ^ 

X h U 77 31 - 7 * 7 7 4 > i? $ n U K (0. 30g) *ET. * -> U > (30ml) 4* tc T 
!40t:T5e5fEJ£££1**:. £ Jfcfj££«& SI a£ ic ft & x 9- )V <L m R * & 
MJ ^ A*£j&axT#&L*:. *rfiU@£*. 6 fn ft ft * T ft # & • 8&&v^*~> 
A 8; L , 8tt£«ffiB*Lfc. & & Z ~> V * ? )l> * 7 A 2 a ^? h tf ^ 7 *< 

0. 67g£*§£. 

'H-NMR (400MHz. CDC 1 3 ) ; 6 (ppm) 1. 21 (t. J=7. 2Hz. 3H) . 2. 16 (s. 3H) . 2. 81 (br-s. 4 
H) . 3. 56-3. 66 (a. 8H) . 3. 73 (m. 211) . 3. 78 On. 2H) . 6. 75 (d. J = 8. 8Hz. 2H) . 7. 44 (br-t. 1H) . 
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7. 56 (s. 1H) . 7. 57 (br-t. IH) . 7. 76 (d. J = 8. 0Hz, 1H) . 8. 04 (d. J = 8. 0Hz. IH) . 8. 28 (dd. J 
= 8. 8. 2. 4Hz. Ill) > 9. 01 (d. J = 2. 4Hz. IH). 

Ki • 

Bt/K ; 206*C 

'H-NMR (400MHz. DMS0-d«) ; 5 (ppm) I. 33 (I. J = 7. 2Hz. 3H) . 2. 08 (s. 3H) . 3. 2 3 (n. 2H) . 
3. 37 (m. 2H) . 3. 54 (br-t. 2H) , 3. 61-3. 69 (m. 6H) , 3. 77 (br. 2H) . 3. 86 (br. 2H) . 3. 98 (br 
-d, 2H) , 7. 42 (m, IH) > 7. 63 (br-t. Ill) . 7. 77 (br-i. IH) . 7. 97 (br-d, IH) . 8. 11-8. 16 (m. 
2H) . 8. 65 (m. IH) . 8. 79 (br. IH) . 

mmm loo 3-f4-(4-7 y -fe^;u^^ 5 *j >-i--r jv) 7 ^ -jd-i- (4-x ^ e ^ 



o 




Z-7 u =e-\- (4-if )V tf ^ 7 v 7 >-l-*f *f V * V U > (0. 2 7g) £ (4- (4-7 -fe ^ 
il/e^7v>-l-^JH7x-M h'J^^J^^tXO. 90g) rh^Xh'J 
7x-;i/7*77>r>y^DiJ H (0. 30g) <9#tiET. * ~> U > (30ml) * \ZX 14 012 
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es&L,. mt&zmE.®3ki,rz. nm* t>y ? j*>? a-? ^ # ? ? < - mvc 

'H-NMR (400MHz. CDCI a) ; <5 (ppm) 1. 21 (t, J =7. 2Hz. 3H) . 2. 16 (s. 3Hh 2. 60 (q. J = 7. 
2Hz. 2H) . 2. 81 (br-s. 4H) . 3. 26 On. 4H) . 3. 62 (br-s. 4H) . 3. 65 (o. 2H) . 3. 81 (n. 2H) % 7. 0 
2 (d. J = 8. 8Hz. 2 H ) » 7. 43 <br-t. 1HK 7. 58 (br-t. 1HI . 7. 62 (s. 1H) , 7. 77 <d. J = 8. 4Hz t 1H) , 
8. 05 (d. J = 8. 4Hz. 1HK 8. 1 1 (d, J = 8. 88Hz. 2H). 

t, *ef&*tta>CKH<t-&« o. i6g^^fe. 

■^££ SS 

1 H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppo) 1. 33 (t. J=7. 2Hz. 3H) . 2. 07 (s. 3H) . 3. 22-3. 28 
(m. 4H) , 3. 51 (br-t. 2H) , 3. 60-3. 68 (m, 4H) . 3. 98 (br-d, 2H) . 7. 17 (m. 1H) . 7. 56 (br-t. 
1H) . 7. 71 (br-t. 1H) , 7. 94 (br-d. 1H) , 7. 94 (br-d. 1H) . 7. 98 (br-s. 1H) . 8. 07-8. 13 (m. 
2H). 

MS (FAB) m/z 431 (M+H) +. 

i o i 3 - < 2 - * h -\- u-x* )i>)* >-\-4 

7 u > ^omm<p<£tfL 



OMe 





N 



• (COOH) 2 
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3-(2-* h * x 37 3L-)lt>)l<*-)l)-\- <4-X ^ )V tf^^ V >-l— f )V) -Y V * J 
■J > (261mg) /Xf U- > ^ L) n - m (6ml) T^mittf U * A (H7ng) 

V A-f H U-f h (2ml) £ ID A, 140t fCTttftKlSS Kfo&Wi\Zfc. 

a»SNH-y'JAy^*7A^D7 hy77-f - (BBif il^/'s^t >»)T»SB 
jtfitttttt 185mg£*H*: (iR* ; 73X). C n * * i£ tc J: 0 -> 3. r> g & ^ L % 

MA ; 194-I97*C 

' H-NMR (400MHz. DMSO-de) ; 6 (ppm) 1. 25 (br. 3H) . 3. 14 (br. 2H) . 3. 35 (br. 4H) . 3. 6 
0 (br. 4H) . 3. 78 (s. 3H) . 4. 08 (s. 2H) . 6. 89 (br. 1H) . 7. 00 (d. J = 8. 0Hz. 1H) . 7. 09 (s. 1H) . 

7. 17 (d. J = 8. 0Hz. 1H) . 7. 23 (br. IB) . 7. 54 (br. 1H) . 7. 66 (br. 1H) . 7. 78 (d. J = 8. 0Hz. 1H) . 

8. 05 (d. J = 8. 0Hz. 1H) . 

MS (FAB) m/z 374 (M+H) +. 

'H-NMR (400MHz. CDC Is) ; 6 (PPtn) 1. 16 (t. 1 = 1. 2Hz. 3H) . 2. 53 (q. J=7. 2Hz. 2H) . 2. 7 
0 (br. 4H) , 3. 47 (br. 4H) . 3. 82 (s. 3H) . 4. 16 (s. 2H) . 6. 87-6. 91 (m. 2H) > 6. 94 (s. 1H>. 7. 
19-7. 24 On. 2H) . 7. 38 (dt. J = 8. 0. 0. 8Hz. 1H) . 7. 49 (dt. J = 8. 0. 0. 8Hz. 1H). 7. 60 (d. J = 8. 
0Hz. 1H) % 8. 01 (d. J = 8. 0Hz. IH). 

1 0 2 3- for-* »jj,-<4-* h»'>^>^^> l-l-(M»J^^73?>-l 
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nmm iw-c&rz 3- n - (4-> h + ->7xzjnif>-i-^ m-i- u-x 

7 i/O >f&m OOng) ^flD** tK*»H^T, S& 
fijS***-te^*f HiaLfc*. MEEiS&Lfc. 51 S iz IN* 6£ Yb h 'J 9 A 

v i ^ S t : 
Ht,& ; 86-88t: 

1 H-NMR (400MHz. DMSO-de) : 6 (ppn) 1. 25 (t. J=7. 2Hz. 3H) > 1. 64 (d. J = 6. 8Hz. 3H) . 3. 
13 (br. 2H) . 3. 35 (br. 4H) . 3. 6 0 (br. 4H) . 3. 70 <s. 3H) . 4. 22 (q. J = 6. 8Hz. IH) . 6. 84 (d. J 
= 8. 4Hz. 2H) , 7. 29 (s. IH) . 7. 30 <d. J=8. 4Hz. 2H) > 7. 54 (t. J=8. 0Hz. 1H) , 7. 67 (t, J = 8. 0 
Hz. 1H) . 7. 82 (d. J = 8. 0Hz. IH) . 8. 04 (t. J = 8. 0Hz. IH). 
MS (FAB) m/z 376 (M+H) +. 
iffi 8S & : 

1 H-NMR (400MHz, CDC1,) ; <5 (ppn) I. 16 U, J = 7. 6Hz. 3H) , 1. 70 (d. J=7. 2Hz. 3H) . 2. 5 
4 (q. J = 7. 6Hz. 2H) , 2. 71 (br. 4H) . 3. 48 (br. 4H) . 3. 77 (s. 3H) . 4. 18 (q. J = 7. 2Hz, 1HK 6. 
82 (d. J = 8. 8Hz. 2H) . 7. 00 (s. IH) . 7. 36 (d. J = 8. 8Hz, 2H) . 7. 39 (ddd. J=8. 4. 8. 0, 1. 2Hz. 
IH) . 7. 50 (ddd. J = 8. 4. 8. 0. I. 2Hz. IH) . 7. 62 (d. J=8. 0Hz. IH) . 8. 00 (d. J = 8. 4Hz. IH) . 
m m m 1 O 3 3- la -h HD^->-(2-^ h^y^>yJl)l-l-(4-Xf J[,e^7y 
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OH OMe 




k 

mmm 104 £ fs)& \Z L T, o-7-^7;i/rt K (0. SbiD^J: ZfiZ-Z? P ^-1- (4-x 

^ > f >-i— r jio v * j y > (i. osg)^ e . gi^^ft oai*t# 1. i3g^ 

ftfc (iR*s : 91%) • in^^^iaOyjL^BiiL, 8C £1 it & m > =l O m CO 6 fi 

a. 8££l : 
ISAjA ; 100-103T: 

1 H-NMR (400MHz, DMSO-de) ; 6 (ppm) 1. 20 (t. J=7. 2Hz. 3H) . 3. 00 (br. 2H) . 3. 20 (br. 
4H) . 3. 56 (br, 4H) > 3. 60 (br. 1H) . 3. 78 (s, 3H) . 6. 09 (s. 1H) > 6. 89 (t. J = 7. 2Hz. 1H) , 6. 9 
7 (d. J=7. 2Hz. IH) . 7. 2 1 (d t . J = 7. 6. 2. 0Hz. IH) . 7. 33 <dd. J = 7. 6. 2. 0Hz. 1H) , 7. 47 Is. 1 
H) . 7. 55 (t, J = 8. 0Hz. IH) . 7. 68 (t. J = 8. 0Hz. IH) .7. 90 (d. J = 8. 0Hz, IH) . 8. 03 <d. J = 8. 0 
Hz. IH) . 

MS (FAB) m/z 378 IM+H) +. 

1 H-NMR (400MHz. CDCla) ; 6 (ppm) 1. 1 7 (t. J = 7. 2Hz. 3H) . 2. 55 (a. J*7. 2Hz. 2H) . 2. 7 
3 (br. 4H) . 3. 54 (br. 4H) . 3. 89 (s. 3H) . 5. 24 (d. J=5. 6Hz. IH) . 6. 23 (d. J = 5. 6Hz. IH), 6. 
89-6. 94 (d. 2H) . 7. 14 (s. IH) . 7. 23 (d t. J = 7. 2, I. 6Hz. I H) » 7. 40 (dd. J = 7. 2. I. GHz. IH) . 
7. 43 (ddd. J = 8. 4. 8. 0. 1 . 2Hz, I H) . 7. 54 (ddd. J = 8. 4. 8. 0. K 2Hz. IH) . 7. 64 (d. J = 8. 0Hz. 
IH) . 8. 04 (d. J=8. 0Hz. 1 H) . 

3i mm 1 0 4 3- f a - b: h'D^y-(4-/ h^y^> y )V ) 1 - 1 - (4-X ^ )V b' ^ 7 y 
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OMe 



k 

3-^ d =£ - I- )l t!^^ is >-I--f )\,) V * / U > (]. 08g) co t- h ^ t K D 

7 ^ (20m)) \Z. -78T: tCT I. 7M l~7 ^ ^ 'J O A (3. 0ml) £ J© A. , 15#f8]^ 

# L fc. -^cd&* -78X: tp-7 -X 7 Jl>5^ t H (0. 82ml) £ flD A, ]5#nn&#Lfc w 

^ 7K i^. &?P&*S*-Cifc#* ^E3@l^i> affifcNH-S' U to 5 A 

mtz mm ; 97*) . m^^^ic^ova^Kiit u, ^^ik^^->^^i(Defi 

*S Si £ m /c. 
5> r> g£ : 
lift A ; 95-97T: 

' H-NMR (400MHz. DMSO-ds) ; <5 (ppm) I. 21 (t. J=7. 2Hz. 3H) » 3. 02 (br. 2H) . 3. 23 (br. 
4H) , 3. 46 (br. 4H) . 3. 60 ( t. J=6. 8Hz. IH> . 3. 70 (s. 3H) . 5. 69 (s. IH) . 6. 84 (d. J = 8. 8Hz. 
2H) . 7. 36 (d. J = 8. 8Hz. 2H), 7. 55 (t. J = 8. 0Hz. IH) . 7. 58 (s. 1H) . 7. 69 U. J=8. 0Hz, 1H) . 
7. 91 (d. J = 8. 0Hz. Ill) . 8. 03 (d. J = 8. 0Hz. IH) . 
MS (FAB) m/z 378 <M + HH. 

'H-NMR (400MHz. CDC 1 3 > ; 5 (ppn) I. 18 (t . J = 7. 2Hz. 3H) .2.55 (q. J = 7. 2Hz. 2H) > 2. 7 
4 (br. 4H) . 3. 55 (br. 4H) . 3. 80 (s. 3H) . 5. 18 (d. J = 4. 8Hz. IH) . 5. 72 (d. J =4. 8Hz. IH) . 6. 
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87 (d. J = 8. 8Hz. 2H) . 7. 00 (s. IH) . 7. 35 (d. J = 8. 8Hz. 2H) . 7. 45 (ddd. J=8. 4. 8. 0. 1. 2Hz. 
1H) . 7. 50 (ddd. J = 8. 4. 8. 0. 1. 2Hz. IH). 7. 63 <d. J=8. 0Hz. IH) . 8. 05 (d. J=8. 4Hz. IH) . 
mmm I 0 5 3-1 a 7- )V- a -b HD^-XH b * > is Jl) 1 -l-U-X ^ 
)V hf ^ 7 is )V) << V * J is n. O temPS BZ 



3- (4-* h 4^y7x - J^-iH-l-(4-x5 1 ^t f ^7 y>-l-f iU^y^y 
<J > (6 67mg) (D^ h 7 b K D 7 ^ > ^ ffc < I Oral) £ , 3. 0M * 7 )V ^ # * is ^ A ^ D v 
-f K/^X^;WX--=rjU&i& (1. 8m 1) fcO'C I'TjUri *_*t. 0t: T S 6 C 10#|B1 

J£*£*gi££&fni£fb 7 >^Ex^ A*»«cfc:ttg\ ^Kxf^rttitil 
fc. W8SJl£:*ifc* &*0:kig;*-C2fc#, KM. KJEa»L£:«* £S at £ NH- -> U * 

4fc 643mg£ %1t mm ; 92S) . cn^^SCJ; O -/j^Kit 21 ft 4£>~> zl 

fifejft : I79-I8IT: 

1 H-NMR (400MHz. DMSO-d.) ; <5 (ppm) 1. 20 (t. J=7. 6Hz. 3H) , I. 90 (s. 3H) . 2. 99 (br. 2 
H) . 3. !9 (br. 4H) . 3. 52 (br. 4H) . 3. 69 (s. 3H) . 6. 81 (d. J-8. 8Hz. 2H) . 7. 48 (d. J = 8. 8Hz. 
2H) . 7. 54 (t. J = 8. 0Hz, IH) . 7. 66 (s. Ill), 7. 67 (I. J = 8. Ollz. Ill) . 7. 90 (d. J =8. 0Hz. IH) . 
8. 02 (d. J = 8. 0Hz. IH). 
MS (FAB) m/z 392 (H+H) +. 



Me OH 





• <COOH) 2 
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'H-NMR (400MHz. CDCla) ; 6 (ppra) 1. 16 (t ( J = 7. 2Hz, 3H) . I. 95 is, 3H) . 2. 53 (q. J = 7. 
2Hz. 2H) . 2. 7! (br. 4H) . 3. 50 (br. 4H) , 3. 78 (s. 3HK 5. 59 is. IH) . 6. 82 (d. J = 8. 8Hz. 2H) . 
7. 15 (s. IH) . 7. 43 (d. J=8. 8Hz. 2H) . 7. 45 (ddd. J=8. 4. 8. 0. 1. 2Hz, 1H) . 7. 57 (ddd. J = 8. 
4. 8. 0. 1. 2Hz. IH) . 7. 69 (d. J = 8. OHz. IH) . 8. 04 (d. J = 8. 4Hz. JH) . 

mmW 1 0 6 l-ll-Xf JHf^7y>-4-^ f ;H-3-(4-;* h * > Z7 jl * V 

* J U ><D -ft fit 

(106-31) 4-/ h^>7i^f/^P^< h' 



4-* K^5>7i^^Jl/7>»Ur3-;i/ (50g) t h 'J 7 xZjl/^X 7 ^ > (103g) £ & it 
* ^ V > (600ml) izmm *i$T. N-^D^ CIKK-f 5 K (70g) $ '>If OjD 
A, ^i&X*30#n.m#bJt. A,^-tJ- > gun AT^^H 

£Sf5kL* &Si££fc£jEiaS8 U, **feifctt0^jg<b-&4& 50.32g£^fc. (tt^ ; 
71%) 

1 H-NMR (400MHz. CDC1 3 ) ; 6 (ppm) 3. 10<2H. t. J = 7. 6Hz) . 3. 53 (2H. t. J-7. 6HzK 3. 8 
0 (3H. s) . 6. 86 (2H. d. J = 8. 8Hz) .7.13 (2H. d. J = 8. 8Hz) . 

(IQ6-2) i-(i-x»^e^73;>-w;v)-3-(4^ h^->7x^^M-f v^y »j 



-?#*~>OJ± (735ng) t4-* h^y7x^f J^D7-f K (4. 302g) j^&SSca 





.OMe 




N. 
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Dt<v*/'J> (96 log) t ffi Yb [1. 3- t'J* x 7 J ) ^n/^ >] - v 

^r;U(II) <49mg)/x h 7 t H a 7 7 > (15ol) 8 tt ^^SigT, *#T-?KT 

l io#iB«ff sfiTssfc3»ra¥«#Lfc. mmm uoni) *»d;lt io# 

«*> 6fi**X^JI/T»dJ Lfc. *T«BJg£7Kifc, *&A(MgS0<). (NH) 
i33tfe*3iHi <D*£)Srt;£&i£&i£ 346og£#*:. (iK ^ ; 273!) 

6fe J^l . 

ttjA ; 224-227'C 

1 H-NMR (400MHz. DMS0-d«) ; 6 (ppm) 1. 32 <3H. t. J = 7. 2Hz) . 2. 95-3. 00 <2H, m) . 3. 07 
-3. 1 1 (211. a) . 3. 18 (1H. Q. J = 7. 2Hz) . 3. 20 (1H. Q. J = 7. 2Hz) . 3. 31 (1H. t. J = l 0. 4Hz) . 3. 
34 UH. t. J =10. 4Hz) . 3. 59 (2H. d. J =10. 4Hz) . 3. 60 (2H. t. J = 12. 8Hz) . 3. 08 (3H. s) . 3. 9 
5 (2H. d. J= 1 2. 8HzK 6. 80 (2H. d. J = 8. 8Hz) , 7. 14 (2H, d. J = 8. 8Hz) . 7. 32 (1H. s) . 7. 59 (1 
H. dd. J=8Hz. 7Hz) . 7. 74 (1H. dd. J=8Hz. 7Hz, ) . 7. 84 UH. d. J = 8Hz) . 8. 09 UH. d, J = 8Hz) , 
1 1. 43 (1H. br-s). 
ESI-Mass ; 376 (MH+) . 

mm mi o i i- n-x^ tf ^ ^ v>-4--t ju -3- 12- (2-b k o 4^ ->x h * ->) 7 




El 
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mmm\\otmm\zvx, 1- n-x ^ ^ tf* ^ ^ >-4— r >v) -3- [2- (2- 1 h 

filb^^'>3.^Kffi 209ng&f»fc. (4X3* ; 36X) 
> & « : 

'H-NMR (400MHz. DMS0-d 6 ) ; <5 (ppm) 1. 23 (3H. t. J = 7. 2Hz) . 3. 02 <4H. s) . 3. 10 (2H. q, 
J=7. 2Hz) > 3. 26-3. 36 (4H. d) . 3. 46-3. 62 <4H. d) . 3. 73 (2H. t. J=5Hz) . 3. 98 (2H. t. J-5H 
z) > 6. 77 UN. ddd, J = 7. 6Hz. 7. 4Hz. 1. 2Hz> . 6. 92 (1H. dd. J = 81Iz. I. 2Hz) , 7. 07 (IH. dd. J 
= 7. 4Hz. 1. 6Hz) . 7. 10 (1H. ddd. J = 8Hz. 7. 6Hz, L 6Hz) . 7. 23 (IH. s) . 7. 5 1 (1H. ddd. J = 8H 
2. 7Hz. 1. 2Hz) . 7. 64 (IH. ddd. J=8Hz. 7Hz. I. 2Hz) . 7. 7 UH. dd. J = 8Hz. 1. 2Hz> . 8. 03 (IH. 
dd, J=8Hz. 1. 2Hz) . 



ESI-Mass ; 406 (MH+) . 




I 

Et 



mmm wot^imiz \^x. i-ii-xf ;^^7^ >-4-< >v) -3- [3- (2- 1 hd + -> 

ih^i/l^i-JU^-^KV + y »J > (454mg) *z )V V t 7»ft<0 W> 

mit£;V>) is &fe 2i8mg*»fc. mm ; n%) 

is 3. O St 3£ : 

'H-NMR <400MHz. DMSO-ds) : a (ppn) I. 23 (3H. I. J =7. 2Hz), 3. 00-3. 04 (4H. id), 3. 09 
(2H. q. J = 7. 2Hz) . 3. 26-3. 57 (4H. n) . 3. 46-3. 52 (4H. m) . 3. 65 (2H. t. J = 5Hz) . 3. 89 (2H. 
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t. J=5Hz), 6. 70 UH. dd. J = 8Hz. 2. 5Hz) . 6. 76 (IH. d. J=7. 6Hz) . 6. 77 (IH. d. J=2. 5Hz), 7. 
12 (IH. dd. J=8Hz, 7. 6Hz) . 7. 25 (IH. s) . 7. 52 (IH. ddd. J = 8Hz. 7Hz, 1. 2Hz). 7. 65 (IH. dd 
d. J = 8Hz, 7Hz. I. 2Hz) . 7. 78 (IH, d. J = 8Hz) . 8. 04 (IH. d. 8Hz), 1 1. 10 (IH. br-s). 
ESI-Mass ; 406 <NH+). 

mmm 1 0 9 l-(l-X^JUt^^^^>-4 --f JU)-3-f4-(2-b K a^->X •>) r? 



l-d-X^^t^^v >-4-< JU) -3- [ h 7 > * -4- (2-fc K n ^ f/X h * x) X ^ 
'JW-YV+y «J> (722mg) ^ x ^ y - ;U (16ml) tz^^ U, »J > K 5 — ftfeK <I.4g) 
*JD*.. tK^^S^T. - B ffim&ls fc. ^JE»^b, (NH) U 0 

mg*ntz. mm : \\%) 

'H-NNR (400MHz. DMSO-ds) ; 6 (ppm) 1 . 23 (3H. t. J =7. 2Hz) . 2. 99 (2H. t, J = 3. 2Hz) . 3. 
00 (2H. t. J = 3. 2Hz) . 3. 10 (2H. q. J=7. 2Hz). 3. 24-3. 36 (4H. o) . 3. 46-3. 60 (4H. n) . 3. 66 
(2H. t. J = 5Hz) . 3. 89 (2H. t, J=5Hz) . 6. 78 (2H. d. J = 8. 8Hz) . 7. 09 (2H. d. J = 8. 8Hz) . 7. 23 
(IH. s) . 7. 52 (III. ddd. J = 8Hz. 7Hz. I. 2Hz) . 7. 64 (IH. ddd. J = 8Hz. 7Hz. I. 2Hz) . 7. 7 8 (IH. 
d. J=8Hz) . 8. 04 (IH. d. J = 8Hz) . 
FAB-Mass ; 406 (MH+) . 




OH 



Et 
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*mW l 1 0 l-(l-X^JU tf ^ v?>-4--f JH-3-l3-f2-(2-b: HD^vI^v) 



1- (l-X^JHf ^ ^ x >-4--f JU) -3- 13- (2- (2-fc F D ^ •> I h * > ) 7 x )V } zf 
o tf )V\ <4 V * / U > (619mg) x* / — JM2 0m UK it 8¥ L . C £ 

K lOXA^ AEK^ftfe& (I. 25g) £jtJU A, 7k3Sf*ffl^T, - 3ft 8i # L . 8fc&£ 

Mffi«)teU, K^Z»o , ^€rB^^X^ J /Ui: 1 NtK t&ftj- h l J ^AlC^Slfe. 
*rt8/§*7kft, &&(MgS04K ^flEift^U, (NH)y 'J^y;^ 7Af h^77 
><-(PgX^;V/^*tt>^)-e*£$3b*:. cn^^ftlCctOva^SItt. 
?3^£7^;l/:77*#^£S{b^1&^^^&J& 200mg£f#fc. UK * : 21%) 
> ^ *y t& & : 

'H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) 1. 22 (3H. t. J=7. 2Hz) t 1. 99 (2H. qui. J = 7. 6bz) . 

2. 64 (2H. t. J=7. 6Hz) . 2. 76 (2H, t. J = 7. 6Hz) . 3. 08 (2H. q. J=7. 2Hz) . 3. 26-3. 34 (4H. m) , 

3. 42-3. 60 (4H. n) . 3. 6 8 (2H. t. J = 5. 2Hz) , 3. 96 (2H. t. J = 5. 2Hz) . 6. 84 (1H. ddd. J=7. 6H 
z. 7. 4Hz. 1. 2Hz) . 6. 91 (iH. dd. J = 8Hz. 1. 2Hz) . 7. 12 (IH. ddd. J=8Hz. 7. 6Hz. 1. 2Hz) . 7. 
13 (1H. dd. J = 7. 4Hz. 1. 6Hz) , 7. 26 <1H. s) . 7. 51 (1H. ddd. J = 8Hz. 7Hz, 1. 2Hz) , 7. 65 OH. 
ddd, J=8Hz. 7Hz. 1. 2Hz) . 7. 81 (111. d. J = 811z) % 8. 03 (IH. d. J = 8Hz) . 

ESl-Mass ; 420 (MH+) . 

mm mi 1 1 3- (2-* h^->7xr;^j^zji/)-i- m-x^ )v i> > t--r 




OH 



Et 
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O OMe 




)V tf ^ 7 V >-l--f V * J U > (1. 0g)43£l*:r&fl:^ > # > (1. 2g) 6 , ^ 

SIfb^^(Z>i£8l# 600rag£?§*: (JR2£ ; 60%) . dtiSrf&SslcfcO -> i R Jfi £ L , 

^ vmm : 

1&& ; 153-156-C 

1 H-NMR (400MHz. DMSO-d*) ; <5 (ppm) 1. 20 <t. J = 7. 2Hz. 3H) . 3. 04 (q. J = 7. 2Hz. 2H) . 3. 
22 (br. 4H) . 3. 42 (br. 4H) . 3. 63 (s. 3H) , 7. 08 (t. J = 8. 0Hz. 1H) . 7. 14 (d, J = 8. 0Hz. IH) > 7. 
4 3 (dd. J = 7. 6. I. 6Hz. IH) » 7. 54 (dd. J = 7. 6. 1. 6Hz, 1H) . 7. 78 (1. J = 7. 6Hz. IH) . 7. 84 U. 
J=7. 6Hz. IH). 8. 16<d. J=7. 6Hz. IH) . 8. 19 (d. J = 7. 6Hz. IH). 
MS (FAB) m/z 376 (M+H) +. 
: 

'H-NNR (400MHz. CDC 1 1) ; 6 (ppm) 1. 12 (t. J = 7. 2Hz. 3H) . 2. 48 (q. J = 7. 2Hz. 2H) . 2. 6 
2 (br. 4H). 3. 36 (br. 4H) > 3. 69 (s, 3H) . 6. 96 (d. J = 8. 4Hz. IH) . 7. 03 (dt. J = 7. 6. 0. 8Hz. 1 
HK 7. 45 <ddd. J = 8. 4. 7. 6. I. 6Hz. IH), 7. 55 (dd. J = 7. 6. I. 6Hz. 1HK 7. 61 (ddd. J = 8. 4. 8. 
0. 1. 2Hz. IH) , 7. 66 (ddd. 1 = 8. 4. 8. 0. I. 2Hz. IH) . 7. 92 (d. J = 8. OHz. IH) . 8. 06 (s. IH) , 8. 
09 (d. J = 8. 4Hz. IH). 

mmm 1 1 2 3- b * > 7 * — - no -1- (Mf ^ tf ^ 5 v > i-*f 
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OMe 




• (COOH) 2 



3- ( a -t K a* is- (4-> h ^ is Zs is )V ) ] - \ ~ (4-x ^-JU t: ^ ^ ^>-l-< ;W < 
74/'JXl. !g)$-. ^>if> (20ml) h&it*^ is > (20ml) <Djg^*gHr*£tf?L, 

>#> (i. 3g) zmxiz. &m>iz~c&&mn nir^ »ia, mee 

®# 765ng£ ^ mm : 70S) . C tl £ 3? tr «fc 0 > ^ & % <L b , «Hfl:£ttv 
Hj£ ; J7 6-179*0 

'H-NMR (400MHz. DMS0-d») ; 6 (ppm) 1. 21 (t. J = 7. 2Hz. 3H) . 3. 01 (br. 2H) . 3. 24 (br. 
2H) . 3. 59 (br. 6H) , 3. 87 <s. 3H) . 7. 08 (d. J = 8. 8Hz. 2H) . 7. 79 (t. J = 8. 0Hz. 1H) . 7. 84 (t. 
J = 8. 0Hz. 1H) , 8. 1 1 (d. 1 = 8. 8Hz. 2H) . 8. 13 (s. 1H) . 8. 17 <d. J = 8. 0Hz. 1H) > 8. 21 (d. J = 8. 
0Hz. 1H). 

MS (FAB) m/z 376 (M+H) +. 



'H-NMR (400MHz. CDC1 ,) ; 6 (ppm) 1. 16 (t, J = 7. 6Hz. 3H) . 2. 54 (q. J -7. 6Hz. 2H) . 2. 7 
3 (br. 4H) . 3. 5 1 (br. 4H) ,3.91 (s. 3H) . 6. 96 (d. J = 8. 8Hz. 2H) . 7. 62 (ddd. J = 8. 4. 8. 0. I. 
2Hz. IH) . 7. 68 (ddd. J = 8- 4. 8. 0. I. 2Hz. 1 H) . 7. 92 <d. J = 8. 0Hz. 1H) . 8. 06 (s. 1H) . 8. 14 
(d. J = 8. 4H2. 1H) , 8. 29 (d. J = 8. 8Hz. 2H) . 

1 1 3 3- (4-* > y >-\--f Jl/)-|-(Mf JU b" ^ ^ is )l) 
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OMe 




% ffi til 1 04 £ 13 ft £ LT, 5-^ h ^ > ^ / > (608mg) & o^E-l- 

fcT ^ 5 >-l--f )U) ^ V * S 'J > <800mg) #J 440mg^r ^ 

^ K ^ : 

I** ; 108-not: 

'H-NMR (400MHz. DMSO-cW) ; 6 (ppm) 1. 29 (t. J = 7. 2Hz, 3H) . 2. 39-2. 46 (m. 1H) . 2. 48 
-2. 82 (n. 1H) , 2. 83-2. 89 <m. IH) . 2. 99-3. 07 <m. IH) . 3. 14-3. 24 (in. 4H) . 3. 40-3. 58 (m. 
4H) . 3. 76-3. 90 <o. 2H) . 3. 80 (s. 3H) . 4. 58 (t. J = 7. 2Hz. IH) . 6. 67 (d. J = 8. 0Hz. 1H) . 6. 7 
9 (d. J = 8. 0Hz. )H) . 7. I 0 (t. J =8. 0Hz. IH) , 7. 30 (s. IH) > 7. 5 8 U, J = 8. 4Hz. IH) % 7. 7 1 (t. 
J = 8. 4Hz. IH) . 7. 86 (d. J = 8. 4Hz. IH) . 8. 07 (d. J = 8. 41Iz. IH) . 
MS (FAB) m/z 388 <M+K) +. 
MMft : 

'H-NMR (400MHz. CDCls) ; d (ppm) I. 15 U. J=7. 2Hz. 3H) . 2. 17-2. 61 (d. 211) . 2. 51 (q. 
J = 7. 2Hz. 211) . 2. 68 (br. 4H) , 2. 88-2. 96 1111 . 3. 08-3. 15 (m. IH) . 3. 44 (br. 4H) . 3. 86 
is, 3H) , 4. 54 U. J = 7. 2Hz. IH) , 6. 70 (d. J = 7. 6Hz. IH) . 6. 79 (d. J = 7. 6Hz. IH) . 7. 02 (s. 1 
H) . 7. 10 (t. J =7. 6Hz, IH) . 7. 40 (ddd. J = 8. 4. 8. 0. 1. 2Hz. IH) , 7. 52 (ddd. J = 8. 4. 8 0. J . 



205 



WO 99/18077 



PCT/JP98/04465 



2Hz. IH) . 7. 64 <d. J=8. 0Hz, IH) . 8. 02 (d. J = 8. 4Hz. 1H). 

mmm i i 4 3- (6-* w > y >-i--r ;n -i- (4-x ti y >-i--r ju) 




^lifetfimtP^lCbT, 6-> h + y-l- f > ^ y > (713mg):*3 <tI/3-7n ^E-l- 
(4-X^JUtT^^ f ;U)-f V*;'J> (937mg) *fctK& £:f#/c. ^(Oi^ 

(387mg> (C * * / -)V (20ml) £ Kffc G & <20mg) £ to A, *3£3£ffiSaT. m&Kfo 

7A^D7hy77^T^SSIL^ 3ffe**#& 307mg£#*: (iR ^ ; 79K) . d tl £ 

^ H ffi : 
154* : 122-1 24*C 

1 H-NMR (400MHz, DNSO-d*) ; 6 (ppm) 1. 22 (t. J = 7. 2Hz. 3H) . 2. 34-2. 42 (n. IH) . 2. 44 
-2. 54 <m. IH) , 2. 82-2. 93 (n. IH) . 3. 02-3. 10 (m. 4H) > 3. 30 {br. 4H) , 3. 53 (br. 5H) . 3. 64 
(s. 3H) . 4. 48 (t. J =7. 2Hz. 1 H) , 6. 64 (d, J =2. 4Hz. IH) . 6. 74 (dd, J =8. 0. 2. 4Hz. IH) . 7. ! 
9 (d. J = 8. 0Hz. IH) , 7. 32 (s. IH) . 7. 5 6 ( t. J = 8. 0Hz. 1 H) . 7. 69 ( I. J =8. 0Hz, IH) . 7. 86 (d. 
J = 8. 0Hz. IH) . 8. 06 (d. J = 8. 0Hz. IH). 
MS (FAB) m/z 388 (Mill) +. 

'H-NMR (400MHz, CDC1,) ; 0 (ppm) 1. 15 (I. J = 7. 2Hz. 3H) . 2. 41-2. 61 (n. 2H) , 2. 52 (q. 



206 



WO 99A18077 



PCT/JP98/04465 



J=7. 2Hz. 2H). 2. 69 (br. 4H) . 2. 86-2. 93 (m. 1HK 3. 12-3. 04 (b. 1H). 3. 45 (br. 4H) . 3. 71 
(s. 3H) . 4. 49 (t. J = 7. 2Hz. JH) . 6. 72 (d. J = 2. 4Hz. IH) > 6. 73 (dd. J = 8. 0. 2. 4Hz. 1M) . 7. 0 
3 (s. IH). 7. 18 (d. J = 8. OHz. IB) . 7. 41 (ddd. J = 8. 4. 8. 0. I. 2Hz. 1H). 7. 53 (ddd. J = 8. 4. 8. 
0. 1. 2Hz. 1H) . 7. 64 (d. J = 8. OHz. IH) . 8. 03 (d. J = 8. 4Hz. IH) . 



>yy > (i. ig)^ctz/3-^D^e-i- u-x^jp t^7y>-i-f u > (8 

OOmg) £ ?fc /t. C(O^^^Orh7t K □ 7 7 >^iS (10ml) lr, J. OM-^ 

JU^)Tf3$aLT, M&*tfe4K<£^lgffc^4fc<ai&SI{* 394mgS: 1t (4X 3* ; 36%) • C 
17^^77^): 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1 . 28 (t. J = 7. 2 Hz. 3H) . 2. 3 8-2. 41 (ra, IH) , 2. 4 5 
-2. 50 (ra. MI) . 2. 83-2. 93 (id. JH) . 3. 00-3. 1 I (in. IH) , 3. 14-3. 30 (m. 4H) , 3. 45-3. 60 (m. 
4H) . 3. 76 (I. J = 4. 8Hz. 2H) . 3. 82-3. 91 (m. IH) . 4. 03 (br. 2H) . 4. 58(1. J = 7. 2Hz. 2H) , 6. 




OH 
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66 (d. J = 8. OHz. 1H) . 6. 78 (t. J = 8. OHz. Ill) > 7. 08 (t. J = 8. OHz, IH) . 7. 2 8 <s, 1 H) . 7. 5 8 (t. 
J = 8. OHz. IH) . 7. 71 U. J = 8. OHz. IH) . 7. 86 (d. J=8. OHz. IH) . 8. 07 (d. J=8. OHz. IH) . 
MS (FAB) m/z 4 I 8 (M+H) +. 
MUft : 

1 H-NMR (4 00MHz. CDC 1 j ) ; <3 (ppn) 1. 45 (t. J»7. 2Hz. 3H) . 2. 43-2. 6 ] (d. 2H) . 2. 53 (q. 
J = 7. 2Hz. 2H) . 2. 69 (br. 4H) . 2. 89-2. 97 (n. IH) . 3. 09-3. 17 (n. IH) . 3. 44 (br, 4H) . 3. 99 
(t. J = 4. OHz. 2H) , 4. 13-4. 16 im. 2H) . 4. 54 (t. J = 7. 6Hz. IH) , 6. 7 1 (d. J = 7. 6Hz. IH) . 6. 8 
1 <d. J=7. 6Hz. IH), 7. 03 (s. 1 H) . 7. 09 (t. J = 7. 6Hz. Ill), 7. 41 (ddd. J = 8. 4. 8. 0. 1. 2Hz. 1 
H) . 7. 53 (ddd. J = 8. 4. 8. 0. J. 2Hz. IH) . 1. 64 (d. J*8. OHz, IH) . 8. 03 (d. J = 8. 4Hz. IH) . 
mmm I 1 6 3- (8-* h =fr y-l. ?-yh K u±V * V >-4--f (4-:r^JUH 



I04t WllBklZ IT, 5-* h^S'-l-r h^D > (711mg)*5<fc tf3-7n^-I- 
(4-jc^ji, tf ^ 7 ;H -f y * y 'J > <860mg) 97mg2:^*: 

(4X*S:9 3%). in^^fel:J:0 ^a-^lEltl, « B ft £ « > a. £ ft & <D S ft 

> 3. : 
SLA ; 136- 139*0 

1 H-NMR (400MHz. DWSO-dO ; 6 (pptn) 1. 22 (t. J = 7. 2Hz. 3H) . 2. 36 (br. 2H) . 2. 77 (t. J 
= 8. OHz. 2H) . 3. 06 (br. 2H) . 3. 2 8 (br. 4H) . 3. 52 (br. 411) . 3. 83 is, 3H) .6.52(1. J = 4. 4IIz. 




N 
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1 H> > 6. 79 (d. J = 8. OHz. Ill) . 6. 93 (d. J = 8. OHz. IH) . 7. II (t. J = 8. OHz. 1H) . 7. 53 (s. IH) . 
7. 61 (t. J = 8. OHz. JH) * 7. 72 (t. J = 8. 4Hz. IH) . 7. 93 (d. J = 8. 4Hz. IH) . 8. 12 (d. J = 8. 4Hz. 
IH). 

MS (FAB) m/z 400 (M+H) +. 

1 H-NMR (400MHz. CDCli) ; 6 (ppm) I. 16 (t. J = 7. 2Hz. 3H) . 2. 40-2. 45 (n. 2H) . 2. 54 <q. 
J=7. 2Hz. 2H) . 2. 73 (br. 4H) . 2. 88 (t, J = 8. OHz. 2H) . 3. 52 (br. 4H) , 3. 88 (s. 3H) . 6. 60 (t, 
J=4. 4Hz. IH) . 6. 82 (d. J = 8. OHz. IH) . 6. 99 (d. J = 8. OHz. IH) > 7. 09 (t. J = 8. OHz. IH) . 7. 3 
5 (s. IH) . 7. 46 (dt. J = 8. 4. 1. 2Hz. IHK 7. 57 (dt. J = 8. 4. I. 2Hz. IH) , 7. 71 (d. J = 8. 4Hz. I 
Hh 8. 08 (d. J = 8. 4Hz. IH) . 

mmm 1 i 7 3- (7-* h^y-u-^h k p 1- 7 * v >-4— f ;u>-i- u-x^;u \± 
*< v > -i— f )V) * v * y u > -> ^ g£ 



3-7 a ^ -l- (Mfjl/ t^7i/>-l-^ JH-fV^y U > (860mg) <0 =r V 3 t V a 
7 3 >Jg f& UOnl) lw, -78*C»^T2. 5M n-t/^Jl/'J A (I. 3ml) ZWATz. CD , 
-40"C £ -C^tS £ -&tz'&* 6-* H * v'-l-r- h 7 a > (7 I Img) £ 2)0 A. -40X: td T 20 

titi L fc. ^&J§£*ifc, &*U;&&*Tift8K affile** 

/ - )\> (i omi) 1 5N&& ( i id i ) $ im ^. . in*rafti«asff S It fc. £ JSiSK 2N*«-ft-t- 
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£tK«c, «&4». mffiLtc. Si££ > U * ?)V1) v A 0 d -7 b V ? 7 4 - <-\*"tr > 

86X). C*l€r*ffilC«fc D Crftttt SjSifcaft^a ^SttficOSfi^S^:^ 
fc. 

gfc,6 ; H2-114T: 

'H-NMR (400MHz. DMS0-d«) ; 6 (ppd) l. 24 (br, 3H) > 2. 39 (br. 2H) . 2. 51 (br. 2H) . 2. 7 
8 (br. 2H) . 3. 13 (br. 2H) . 3. 33 (br. 2H) . 3. 76 (br. 4H) . 6. 40 (s. IH) .6.71 (d. J = 8. 4Hz. 1 
H) . 6. 87 (s. 1H) . 7. 14 (d, J = 8. 4Hz. 1H) , 7. 57 (s; 1H) • 7. 62 (I. J = 8. 0Hz. 1H) . 7. 73 (t. J = 
8. 0H2. 1H) . 7. 94 (d. J = 8. 0Hz. 1H) . 8. 12 (d, J = 8.,0Hz. 1H) . 
MS (FAB) m/z 400 (M+H) +. 

1 H-NMR (4 00MHz. CDC 1 3 ) ; 5 (ppo) 1. 16 (t, J = 7. 2Hz. 3H) , 2. 42-2. 47 (a. 2H) , 2. 54 (q, 
J = 7. 2Hz. 2H) , 2. 73 (br. 411) , 2. 85 (t. J =7. 6Hz. 2H) . 3. 51 (br. 4H) . 3. 82 (s. 3H) . 6. 47 U. 
J = 4. 8Hz. IH) . 6. 67 (dd. J=8. 8. 2. 8Hz. 1H) . 6. 79 <d. J = 2. 8Hz. IH) , 7. 32 (d. J = 8. 8Hz. 1H) . 
7. 44 (s. IH) . 7. 46 (ddd. J = 8. 4. 8. 0. 1. 2Hz. IH) . 7. 57 (ddd. J = 8. 4. 8. 0. 1. 2Hz. 1H) . 7. 7 
1 (d. J = 8. 0Hz. IH) . 8. 08 (d. J=8. 4Hz. IH) . 

mmm i i 8 3- ib-* h * y-i. 2-5? e vu-r? 2 u >-4— f {a-jl^- jv e 





N 



• (COOH) 2 
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mmm\Q4tm^\z lt, 7-y h *^-i-^ h 5> d tf3-;/o^-i--(4-x^ 
)V ^ i> >-i — f -f v * y »J >ri> 6 *g£i&#<o«£I<r:£4&i <oiB&# 97ng£*# 

:> ^ g£ #a : 
Mtj£ ; 1 5 0- 1 53*C 

1 ll-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 24 (I. J = 7. 2Hz. 3H) . 2. 38 (br. 2H) . 2. 74 (t, J 
= 7. 6Hz. 2H) . 3. 1 1 (br. 2H) , 3. 35 (br, 4H) > 3. 55 (br. 4H) . 3. 63 <s. 3H), 6. 55 (t. J = 4. 4Hz. 
1HK 6. 78-6. 79 (m. 2H) . 7. 18 (d. J = 8. 4Hz. IH), 7. 59 <s. 1H) . 7. 62 (t. J = 8. OHz. 1H).7. 7 
3 (t. J = 8. OHz. Ill) . 7. 96 (d. J = 8. OHz. 1H) . 8. 13 (d. J = 8. OHz, 1H). 
MS (FAB) m/z 400 (M+H) +. 



1 H-NMR (400MHz, CDC1 3 > ; 6 (ppm) 1. 16 (t. J=7. 2Hz. 3HK 2- 42-2. 47 (q. 2H) . 2. 54 (q. 
J = 7. 2Hz. 2H) . 2. 73 (br. 4H) . 2. 80 (t. J = 8. OHz. 2H) . 3. 52 (br. 4H) . 3. 70 <s. 3H) . 6. 60 (t. 
J = 4. 8Hz, 1H) , 6. 73 (dd. J = 8. 0. 2. 8Hz. 1H) , 6. 96 (d. J=2. 8Hz. 1H) . 7. 13 (d. J = 8. OHz. 1H) . 
7. 38 (s. 1H) . 7. 46 (ddd. J = 8. 4. 8. 0. 1 . 2Hz. 1H) . 7. 57 (ddd. J = 8. 4. 8. 0. 1. 2Hz. 1H) . 7. 7 
2 (d. J = 8. OHz. 1HK 8. 08 (d. J = 8. 4Hz. 1H). 

m m m 1 1 9 3- (5-* h*->-i. 2. 3. a-j- h^b FDt7^p>-i-^n-i-(4- 
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(4-X bT ^ v i> > ;U) *f V * / U > (273mg) H> £U ^ ^ is O / Jl - & > 

tttt C20mg) ft*<=>. &fcitli#^t5fflffc£»<3iB8# 2\lm%*ntz mm ; 83X). d n 

•> a O & JU : 
«.« ; I33-I36r 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) I. 23 (t. J=7. 2Hz. 3H) . 1. 65-1. 80 (m. 3H) . 2. 00 
(br. Ill) . 2. 15 <br. Ill) . 2. 55-2. 72 (m. 2H> .3.11 (d. J = 5. 6Hz. 2H) , 3. 32 (br. 2H) ♦ 3. 54 
(br, 1H) . 3. 60 (br. 2H) > 3. 80 (s. 3H) . 3. 93 (br. 2H) . 4. 24 (t, J = 5. 6Hz. 1 H) . 6. 52 (d. J = 8. 
0Hz. IH) . 6. 79 (d. J = 8. 0Hz. IH) . 6. 95 (s, 1H) . 7. 04 ( t . J = 8. 0Hz. 1H) . 7. 55 (t. J = 8. 0Hz. 
1H) . 7. 66 (t. J = 8. 0Hz. IH) . 7. 78 (d. J = 8. 0Hz. IH) , 8. 06 (d. J = 8. 0Hz. IH) . 
MS (FAB) m/z 402 <M+H)+. 



1 H-NMR (400MHz. CDC 1 3) ; 6 (ppo) 1. 16 (t, J = 7. 6Hz. 3H) . I. 68-1. 75 (m. 2H) , 2. 01-2 
09 (m. IH) . 2. 23-2. 29 (m. IH) . 2. 53 (q. J=7. 6Hz. 2H) . 2. 62-2. 84 (m. 2H) , 2. 70 (br. 4H) . 
3. 47 (br. 4H). 3. 87 (s. 3H) , 4. 29 (t. J = 5. 6Hz. IH) . 6. 67 (d. J = 8. 0Hz. ill) . 6. 70 is. IH) , 
6. 72 <d, J = 8. 0Hz. IH) . 7. 06 (t. J = 8. 0Hz. IH) . 7. 40 (ddd. J =8. 4. 8. 0. 1. 2Hz. IH) , 7. 49 
(ddd. J = 8. 4. 8. 0. 1. 2Hz. IH) . 7. 56 (d. J = 8. 0Hz. IH) . 8. 03 <d. J=8. 4Hz. 1 H) . 
mt&m 1 2 0 3- (6-* h * z/-\. 2. 3. 4-f h^h H P t 7 ^ U >-l-f ;P>-1- t4- 



3- (6-* h*->-l.2-y t F n t 7 ^ U > - I— f ) - I - H-xf )U hT ^ ^ V >-\--i 
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;U)-T U > (347mg) tC, ^ ^ > - ;U (30ml) tKfte^: (30mg) ftftl A. 

SST, 6B*BBE*a-fr/t. SJSJS&^-fc: 7 -f h iSf © L /t MfiESIBLXt. 3£ fi 

# 189mg£^fc ; 54X) . d ti £ 15 & tz <fc 0 •> a ^ H J£ <h L . « & ft «r •> a. 

:> £7 gg & : 
BIjA ; 1 70-1 73TC 

1 H-NMR (400MHz. DMSO-d«) ; (5 (ppm) 1. 21 (br, 3H) . 1. 60-1. 80 (m. 2H) » I. 95-2. 20 (a, 
2H) .2.81 (br. 2H) . 3. 04 (br. 2H) . 3. 23 (br. 41!) . 3. 49 (br. 4H) . 3. 72 (s. 3H) . 4. 19 (br. 1 
H) . 6. 64 (d. J = 8. 4Hz. I H) . 6. 73 (s. 1H) , 6. 82 (d. J = 8. 4Hz. 1H) . 6. 96 (s. IH) . 7. 55 (t. J = 
8. 0Hz. 1H) . 7. 65(1. J = 8. 0Hz. 1H) . 7. 78 (d. J = 8. 0Hz. IH), 8. 05 (d. J = 8. 0Hz. IH). 
MS (FAB) m/z 402 (M+H) + . 

'H-NMR (400MHz. CDC1 3) ; 6 (ppm) 1. 16 (t, J = 7. 2Hz. 3H) . 2. 05-2. 14 (d. 3H) . 2. 18-2. 
26 On. IH) . 2. 51 (a, J = 7. 2Hz. 2H) , 2. 71 (br. 4H) , 2. 71-2. 89 (m. 2H) , 3. 47 (br. 4H) , 3. 8 1 
(s. 3H) . 4. 25 (t. J = 5. 6Hz. IH) . 6. 66 (dd. J = 8. 4. 2. 8Hz. IH) . 6. 70 (d. J = 2. 8Hz. JH) . 6. 7 
2 (s. Ill) , 6. 94 (d. J = 8. 4II2. 1 II) , 7. 40 (ddd, J = 8. 4. 8. 0. 1. 2Hz. IH) . 7. 50 (ddd. J = 8. 4. 8. 
0. 1. 2Hz. IH) . 7. 57 (d. J =8. OHz. IH) . 8. 0 3 (d. J = 8. 4Hz. IH) . 

mmm 1 2 1 3- a-* h ->-i. 2. 3. a-t v =7 b k □ -j- 7 * u >-i — x jm-i - (4- 
x ^ ;v tf ^ ^ > - 1 --f ;u ) -r v^y u > • -> zLpmm 





N 
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nmmi&tmmiz lt, 3-i6-/h^->-i,2-ytFDt7^ u>-4— r JIO -l- 
U-X*>;^ tr^ 5 v ;U) -f V * / 'J > (405ing) £ >^ y^A/^-^> 
(30mg)^<&, &&tt«^&«Ifb£fetf>i6lB# 239mg£#fc (HK^ ; 61%). C tl 

*> zl O S£ i£ : 

H * ; 110-11 2*C 

l H-NMR (400MHz. DMSO-d*) ; 5 (ppm) I. 21 (br, 3H) . I. 73 (br. 2H) . 2. 02 (br. 1H) , 2. 1 
2 (br. 1H) , 2. 73 (br. 2H) . 3. 09 (br. 21!) . 3. 29 (br. 411) . 3. 50 (br. 4H) . 3. 58 (s. 3H) . 4. 21 
(br. ]H) . 6. 43 (s. IH) . 6. 72 (d. J = 8. 4Hz. JH) . 6. 97 (s. 1H) . 7. 06 (d. J = 8. 4Hz. 1H) . 7. 53 
(t. 3 = 8. OHz. 1H) . 7. 64 (t. J = 8. OHz. 1H), 7. 77 (d. J = 8. OHz. 1H) . 8. 04 (d. J = 8. OHz. IH). 
MS (FAB) n/z 402 <M + II J +. 

m&w : 

'll-NMR (400MHz. CDC1,) ; 6 (ppm) 1. 16 (t. J = 7. 2Hz, 3H) , 1. 66-1. 81 (n. 2H) . 2. 05-2. 
13 (d. IH) , 2. 21-2. 2 8 (n. IH). 2. 52 (q. J = 7. 2Hz. 2H) . 2. 71 (br. 4H) . 2. 7 1-2. 85 (m. 2H) . 
3. 47 (br. 4H>. 3. 67 (s. 3H) . 4. 2 7 <t. J = 6. OHz. IH). 6. 58 (d. J = 2. 4Hz. 1HK 6. 74 (s. IH) > 
6. 75 (dd. J = 8. 8. 2. 4Hz. 1HK 7. 08 (d. J = 8. 4Hz. IH) , 7. 4 1 (d t. J = 8. 4. 1. 2Hz. IH) , 7. 51 
(dt. J«8. 4. 1. 2Hz. IH) . 7. 59 (d. J = 8. 4Hz. IH) . 8. 0 3 (d. J =8. 4Hz. IH) . 

mmm 1 2 2 3- (3-fc k d * -> * d v >-6--r jd-\~ <4-x tf ^ 7 ^ > 
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^$600161-2, *^TSllfi«20fcH«fcLT. 6-^ D ^ -3-7 iz h * > > 5 1 2? 
□ v > (4. 67e) 43 £ □ ^-I - (4-x e^7*>*>-l-^ JPK y^; 'J > (2. 

2g)a>6, ft&#4&£1#*:. cntc * ? J -;M20ml) £: lNTKSMfc:*- h U ^ A?Kigf£ 
(2ml) Sim*, 50t:T2HrWKlSSltfc. ££&£fif & A fc tK IC L, 

ttttKttOftfif&JI I. 93g*»fc (iRS* : 9IX). 
^fi H£ ^fi • 

; 168-1 72TC 

1 H-NMR (400MHz. DMSO-d.) ; <5 (ppm) 1. 34 (t. J = 7. 2Hz. 3H) . 2. 13 (br. IH) . 2. 63 (dd. 
J = I 6. 4. 4. 8Hz. IH) . 2. 89 {dd. J = 16. 4. 5. 2Hz. 1H) . 3. 19-3. 26 (m. 2H) . 3. 33-3. 43 (□. 3H) . 
3. 48-3. 60 <m. 3H) . 3. 62 (d. J = l 1. 6Hz. 2H) . 3. 90-3. 98 (m. 3H) . 4. 3 1 (dd. J= 1 1. 2. 2. OHz. 
IH) . 6. 87 (d. J=9. 2Hz. IH) . 7. 56 (t. J = 8. OHz. JH). 7. 71 (t. J = 8. 0H2. IH) , 7. 91-7. 96 (m. 
4H>. 8. 09 (d. J=8. OHz. IH). 
MS (FAB) m/z 404 (M4H) 4. 

1 H-NMR (400MHz. CDCU) ; 6 (ppm) 1. I8(t. J=7. 2Hz. 3HK 2. 30-2. 36 (m. 111). 2. 56 (q. 
J = 7. 2Hz. 2H) . 2. 66-2. 73 (a. IH) . 2. 76 (br. 4H) . 2. 98 (dd, J=16. 4. 1. 2Hz. JH) . 3. 57 (br. 
4H) . 3. 78-3. 69 (m. 2H) . 4. 05-4. 13 (m. IH) , 4. 33-4. 37 (m. IH) . 6. 89 (d. J = 8. OHz, JH) , 7. 
4 2 (ddd. J = 8. 4. 8. 0. 1. 2Hz. IH) . 7. 56 (ddd. J = 8. 4. 8. 0. I. 2Hz. IH) , 7. 59 (s, IH) . 7. 7 5 
(d. J = 8. OHz. IH) . 7. 88 (dd. J = 8. 0. 2. OHz. IH) . 7. 89 (s. IH) , 8. 05 (d. J = 8. 4Hz. IH) . 

mmm 1 2 3 1- u-x^jp 5 >-i— r ;u) -3- (2-e u v )V) v * j u > 
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lO-lfcttlr^ 5F )V-o- h )17 Si K (2. 28g) i:2-y7 7 ^ 'J / XI. 59g) 

^S^^^Tifca-iZ-e'JyjM-fV + y U >-!-;*>£, v'itffc U > (10ml) 

U N-xf ;H^^7^> (1 5ml) t 1 1 or T 1 2P3 P«3 £ It 3 

iKJBt* : 

! H-NMR (400MHz. CDCIa) ; 5 (ppm) I. 18(1. J=8. 0Hz. 3H). 2. 57 (q. J=8. GHz. 2H) . 2. 7 
8(m. 4H). 3. 58 Cm. 4H) . 7. 27 (d. I H) t 7. 50 (t . J = 9. 2Hz. IH) . 7. 6 I (t . J = 9. 2Hz. 1H) . 7. 8 1 

(I. J=9. 2Hz. IH) . 7. 89 (d. J = 9. 2Hz. IH) . 8. 10 (d. J = 9. 2Hz. IH) . 8. 40 (s. Ill) . 8. 52 (d. J 
= 9. 2Hz. Ml) . 8. 67 (d. J=4, 5Hz. IH) . 

T\ «H<L£tt£«ft»* t ITtlf; (0. 318) . 

: 

Bfc£ ; |60-I62*C 
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'H-NMR (400MHz. DMSO-d.) ; 6 (ppn) I. 34 (t. J = 7. 2Hz, 3H) . 3. 19-3. 28 (o. 2H) . 3. 31 
-3. 43 (id, 211) > 3. 55-3. 70 (m, 4H) . 4. 14 (br-d. 2HK7. 71-7. 79 (m, 2H) . 7. 84 <t. J = 8. 0Hz. 
1H) . 8. 10 (d. J = 8. 0Hz. 1H) . 8. 20 (d. J = 8. 0Hz. 1H) . 8. 30-8. 39 (m. 1H) . 8. 63 (s. IH) . 8. 6 
6 <d f J=8. 0Hz. IH) . 8. 85 (br-d. 1H) . II. 26 (br-s. 1H) . 
MS (FAB) m/z 319(M+H)+. 

m m m 1 2 4 i-o-x^;u er^ ^ >-4-^r jd -3- rs- (2-t h'D4yih^-»e 



USS^I 127-1 t f^«g 1* IT, 2-3 — K -3-fc K □ + -> t! 'J v > t 4- 3 — K -3-fc: H 
D * ^ tf U y>OiB#*(4.015g), &mi-7 Dtx^iP (4. 55 lg) <L fcf * ( h } ) 7 
(13. 6ml) ^6. 5-{2-7t h^->x^->)-2-Mjy5 : ;^^>-^eiJ 
> (3. 362g) t LTtlf;. Cin t l-ll-X^iH^^ 7 v 5 >-4— f -3- 

~f a qe^f V * J 'J >(452mg) *JB« 300 tB»fcfflaLT. 31 ^ & <Z> & £1 <b 
^ (l^;-^/<yyPtf^x-fJ^^S^^) 189rog£*§7t. (jr$s 

; 29%) 
£l St & : 

15ft A ; I 10-1 15"C 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppra) 1. 30 (3H. t. J = 7. 2Hz) . 3. 20 (IH. a. J = 7. 2Hz). 3. 
22 (IH. a. J = 7. 2Hz) . 3. 30-3. 40 (2H. m) . 3. 48-3. 60 (4H. m) , 3. 80-3. 90 (2H. m) . 4. 17 (2H. 
d. J = I 3. .2Hz) . 4. 30-4. 40 (2IL ra) . 7. 75 ( 1 H, dd. J = 8Hz. 711z) . 7. 76-7. 88 (1 H. n) . 7. 84 ( I 




OH 



Et 
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H. dd. J=8H. 7Hz), 8. 07 (IH. d. J=8Hz) .8. 19 (IH. d. J = 8Hz) . 8. 16-8. 30 (IH. □) . 8. 44-8. 
60 <2H. m). 

ESI-Mass ; 379 (MH+). 

ftttM I 2 5 l-(l-X^^b'^^^>-4-f ;t/)-3-f2-(2-b HD^ylh^vlF 
(125-1) 2- (2-^C > y 5>X h * y)-5-yo^ fcT U y > 



^S60U12 6-ltf5l^(*UT, 2-^>S?^3f^F vX^ y - ;U ( 1 5. 2 1 9g) £ 2. 5- i? 7* 
D^E tf U s; ><2. 369g) 6, £ 4*: <D 8 4& 2.705g£»fc. 

1 H-NMR (4O0MHz, CDC1 ,) ; 6 (ppm) 3. 81 (2H. t. J = 4. 8Hz) . 4. 46 (2H. t. J = 4. 8Hz) . 4. 6 
I (2H. s) > 6. 72 (IH. d. J = 8. 8Hz) > 7. 27-7. 36 (5H. n) . 7. 64 {IH. dd. J = 8. SHz. 2. 4flz) t 8. 1 
6 (IH. d, J = 2. 4Hz). 

(125-2) I-d-X^JUt^^ V >-4--f ^>-3-f2-(2-b: H P * ~> X K * -> > e »J -1? 

>-5— f -fy^;y> 



MZ-^/yj^ + yXh^yl-S^D^tJiJyXI, 233g) JHf^ 
^ v >-4-< ;H -3-7 D ^ *f V * y U > (480mg) ^$60>J 167-2 (C ft o T & ^ L , 
«!^T»JB«y I 67-3 £ ra«KfflSLT«Hffc&tt(OittR*£»fc. r *1 £ x * y - 
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(iR^ : 21%) 
Btjft ; 137-1421C 

'H-NMR (400MHz. DMSO-d*) ; <5 (ppm) 1. 31 (3H. t. J=7. 2Hz) . 3. 16-3. 24 (2H, m) , 3. 30 
(1H. t. J=10. 4Hz) . 3. 33 <1H. 1. J = 10. 4Hz) , 3. 54 (2H. t . J = 1 3. 6Hz) . 3. 68 (2H. d. J=10. 4 
Hz), 3. 73 (2H. t. J=5. 2HzK 3. 99 (2H. d. J = 1 3. 6Hz) . 4. 33 (2H, I. J = 5. 2Hz) , 6. 96 (1H. d. 
J = 8. 8Hz) , 7. 58 (1H. ddd. J = 8Hz ( 7Hz. I. 2Hz) . 7. 73 (III. ddd. J = 8Hz. 7Ha. 1. 2Hz) . 7. 93 
(1H. d, J = 8Hz> . 8. 04 (1H. s) . 8. 09 (1H. d. J=8Hz) .8.-4 6 (1H. dd. J = 8. 8H2. 2. 8Hz) . 8. 96 
(Ifl. d. J = 2. 8Hz). 11. 15(1H. br-s). 
ESI-Mass ; 37 9 (MH+) . 

1 2 6 l-(1-X^Ji^^ ^>-4-f JH-3-I2-C2-* h^->XK^y)tf»J 

(126-1) 2-C2-JC h*->X H^F->)-S-^o^fcf 'J V > 



2-* h ^ > x ^ y - ;K7. 9ml) £N. N->> * A 7 * K (50ml) « » * 

60%*5$Mfc:J- h "J O A <4g) «r HO AT20»W«# © ^ 901C T 2 t» lc 30# 

KlS«^1fe»;:2. 5-^ If U *J> (2. 369g)/N. N-^*^;P*^A 

75 K(20b1)«»&«TL, -f&flitfL*:* KJ&ifl'a4&£ift&x^;U£*K#gB 

-f - (SfSfcX^^/'X*-* >^) TttH IT, »,ft«tt©«IBft** I. 122g£*5£. 
mm ; 48X) 

MI-NMR (400MHz. CDC I ,) ; <5 (ppm) 3. 4 3 (3H. s) . 3. 73 (211. t. J = 4. 6Hz) . 4. 44 (2H. 1.4. 
6Hz) , 6. 7 2 (III. dd. J = 8. 8Hz. 0. 8Ilz> . 7. 64 (1H. dd. J =8. 8Hz. 2. 4Hz) .8. 17 (IH, dd. J = 2. 
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4Hz. 0. 8Hz) . 

(126-2) bf ^ 5- i> >-4--f ;H-3-l2-t2-;* ^yiK4y)^'Jy> 



*«S0yi67-2£6)*KUT, 2-(2^ N^yX h^y)-5-^Dth: U y> (9 2 8ng) 
<h I- (1-X^JH;^7 5* >-4-*f ;i/)-3-y o^e< / y > <4 80mg) '^^i^^ 
W^lifb^^lSK^ 371ng£»fc. ; 53S) 

4£i 5£ <t£& * 
14* ; 115-1 

1 H-NMR (400MHz. DMSO-d*) ; 5 (ppm) 1. 33 (3H. t, J = 7. 2Hz) . 3. 18-3. 65 (2H. m) . 3. 70 
(2H. t. J = 4. 6Hz) . 4. 02 (2H. d. J = 1 3 - 6Hz) . 4. 45 (2H. t. J =4. 6Hz) , 6. 99 (1H. d, J = 8. 4Hz) . 
7. 61 (1H. dd. J = 8. 4Hz. 7Hz) . 7. 75 (1H, dd. J = 8. 4Hz. 7Hz) . 7. 96 (IH. d. J =8. 4Hz) . 8. 07 
(1H, s) , 8. 12 ( 1 H. d. J = 8. 4Hz) . 8. 4 8 (IH. dd. J = 8. 4Hz. 2. 8llz) . 8. 99 ( IH. s. J = 2. 8Hz) . 
ESI-Mass ; 393 (MH+) . 

mmm i 2 1 i-n-if ;^^7y >-4--r jm -3- rs- (2-* h * ■> x k * ->) e u 

y>-2-f)H^M; 'J 

( 1 27- U 5-/h^^ih^y-z-mrf^z»>zjn;'Ji?> 




OMe 



Et 
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(n-Bu) 3 Su 




OMe 



3-t H o*£> tT U V> (20. 077g) £ ^ * / - ;U (350ml) IC&fl? L, 3 £ ft K 'J 
■y* A (3 1. 565gJ £ 7k& it ir h U O A (8. 545g) £2ja;t* 7k 5S#:M:£*&;f h U 

(314qd zmTLxsmmmft u*:. SiS^^tcios^^^BS:*- b u SA&& 

(200nl> Sin A. 5NJfi«T*»«. KSfif Jl/Tttlii t rc. *T /g £ tK ifc * 
(MgS0<K MEEtSfiSL, y'J^yi^^A^ u ~? V tf V 4 — (KStX^ 1 ^/^^ 

>&) TtSSS UT, 2-3 — F -3- t K □ + •> t 'J y > t4-3 - H-3-t H y t 
■J / ><Dm& & (7 : 3) (12. 544g) tbtifc. d CD ?g ^ (2. 97g) £ N. 

N-y^^Jl/^;l/A7 5 H (40ml > I;:**? 2-^ □ ^ X^;M f ^x-r jl/ (3. 82 2 
g) t Ek&H 0 V A (3. 704g) £ JD*., 80X: X* - fft M # b . ^^^^aa^U, 5^ 
JB^ft€WBEX?;Pt*tr»EU&. *r*£/f£*ft, $£*&(MgS0«), ME«I8L£:» 
Sitt^(h'jy^;Pf »(5ml)i£> l^iS^161-2t |SJ « IC *& S U T. M-feftfe** 

v>&m<t<£m i. M2g^^fc. 

1 H-NMR (400MHz. CDCIi) ; 6 (ppm) 0. 87 OH. t, J = 7. 4Hz) . 1. 11-1. 16 (6H. m) . I. 29-1. 
37 (6H. m) . 1. 50-1. 61 (6H. m) . 3. 43 (3H. s) . 3. 74 (2H. t, J = 5Hz) . 4. 06 <2H, t. J = 5Hz) . 6. 
97 (1H. dd. J = 8. 4Hz. 1. 2Hz) . 7. 08 (1H, dd. J=8. 4Hz. 4. 8Hz) . 8. 37 (1H. dd. J = 4. 8Hz. 1. 2 
Hz). 

( 127-2) 1- (l-X^Jt, tf >-4— f ;U)-3-f5-(2-y h^vXh^y)tf'Jy> 

-2--f Ji/Uv»;'j> 




Et 
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XMW 1 6 1-3 £ mm IZ L T, 5- (2-* K^yX h^y)-2-h U >ZA 

e u >* > (i. I42g) ^i-d-xf ;i^e^7 ^ >-4--r ;u) -3-y a -f y * y »j > (448 

TCttifo) 225Dgfe»fc. UK 43 ; 36S) 
HA ; 1 IB-I I9"C 

MI-NMR (400MHz. DMSO-dc) ; 6 (ppra) 1 . 3 1 <3H. t . J = 7. 2Hz) . 3. 1 5-3. 2 5 (2H. m) , 3. 30 
-3. 40 (2H. m). 3. 37 (3H. s) . 3. 54-3. 62 <4H. d) . 3. 80-3. 85 (2H. m) t 4. 2CM2H. d. J = l 4Hz> . 
4. 45-4. 52 (2H. m) . 7. 77 (1H. dd, J = 8Hz. 7Hz> . 7. 86 (1H, dd. J = 8Hz, 7Hz) . 7. 88-7. 96 (1H. 
tn) . 8. 03 OH. d. J-8Hz) . 8. 20 (IH. d. J=8Hz> . 8. 24-8. 36 (1H, m) . 8. 50-8. 60 (2H. m) . 
ESI-Mass ; 393 (MH+) . 




7 3 J M 'J i? > (3. 11 g) *s «t £/3-^ □ ^E-l-(4-x^jU tf ^ ^ > - 1 — < y ^ y 

'J > (514mg)^ €3?Sfb^^) 338mg2: ft £ (JR 2£ ; 40X) . Cin^^^i: 

: 



; 168-171^ 
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1 H-NMR (400MHz. DMSO-d.) : 6 (ppm) 0. 94 (1. J=7. 2Hz, 3H) . 1. 35 (I. J = 7. 2Hz. 3H) . 1. 
6 6 (q. J = 7. 2Hz. 2H). 2. 47 (t. J = 7. 2Hz. 2H) . 3. 18-3. 26 (n f 2H) . 3. 30-3. 40 (b. 2HK 3. 54 
-3. 63 <m. 4H). 4. 02 (d. J=14. 0Hz. 2H) . 7. 64 (t. J = 8. 0Hz. IH) . 7. 78 0. J = 8. OHz. JH). 7. 
99 (d. J = 8. OHz. 1HK 8. 13. (d. J = 8. 8H2. IH), 8. 16 (s. IH) . 8. J 6 <d. J = 8. OHz. IH) . 8. 69 
(dd. J*8. 8. 2. 4Hz. IH) . 9. 14 <d. J = 2. 4Hz. IH) . 
MS (FAB) m/z 404(M+H)K 

•H-NMR (400MHz. CDCM ; 6 (ppm) I. 04 (t. J = 7. 2Hz. 3H) > I. 17 (t. J = 7. 2Hz. 3H) . 1. 7 
6-1. 85 On. 2H) , 2. 42 (t. J = 7. 2Hz. 2H) . 2. 60 <q. J = 7. 2Hz. 2H) , 2. 76 (br. 4H) . 3. 56 (br. 4 
H) , 7. 48 (ddd. J = 8. 4. 8. 0. 1. 2Hz. IH) . 7. 61 (ddd. J = 8. 4. 8. 0. 1. 2Hz, IH), 7. 65 (s. IH) . 
7. 79 (d. J = 8. 4Hz. IH). 8. 07 (d. J = 8. 4Hz. IH) . 8. 31 (d. J = 8. 8Hz. IH) . 8. 44 (dd. J = 8. 8. 2. 
4Hz. IH) . 9. 06 (br. IH). 

m m m 1 2 9 3- 1 (2-* 3^;* ji^x ;u h: u v >) -s—r jh-i- (4-x^ jy tf^ =y 



'J y > (J. 7 2g) 43 J: tf3-7 o ^E-l- (4-x ^ )V t* ^ 7 >- l--f ;U ) -f 7 * y U > (58 




S0 2 Me 
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UljSL ; 248-250T: 

1 H-NMR (400MH2. DMSO-d 6 ) ; 6 (ppm) J. 34 (t. J = 7. 2Hz. 3H) , 3. 20-3. 26 (m. 2H) . 3. 35 
(s. 3H) . 3. 30-3. 40 (m. 2H) . 3. 56-3. 63 (n. 4H) . 4. 00 Id. J = 1 4. OHz, 2H) . 7. 71 (t. J = 8. OR 
z, 1H) . 7. 82 (t. J=8. OHz. IH) . 8. 05 (d. J = 8. OHz. IH) . 8. 17 (d. J=8. OHz. 1H). 8. 18 (d. J = 
8. 0Hz, IH) . 8. 37 is. IH) . 8. 86 (dd. J=8. 0. 2. 4Hz, IH) . 9. 57 <d, J = 2. 4Hz. IH) . 
MS (FAB) m/z .397 (M+H) t. 

mutt : 

'H-NMR (400MHz, CDCla) : 6 (ppm) 1. 18 ((. J = 7. 2Hz. 3H) . 2. 56 (q. J=7. 2Hz. 2H) . 2. 7 
6 (t. J =4. 8Hz. 4H) . 3. 28 (s. 3H) . 3. 61 (I. J =4. 8Hz. 4H) . 7. 5 6 <t . J = 8. 0Hz. IH) . 7. 67 (t, 
J = 8. OHz, IH) . 7. 79 (s. IH) . 7. 85 (d, J = 8. OHz, IN) . 8. 1 1 (d. J = 8. OHz. IH) . 8. 17 (d. J =8. 
OHz. IH) . 8. 67 (dd. J = 8. 0, 2. OHz, 111) , 9. 48 (d. J = 2. OHz. IH) . 

i 3 o 3-1 ji^-ji \± ij ^ >) -5--r 1 - 1 - u-x^-juh^ ^ 



*lfiOT 161-2. # t> THJ&S#J20£ fttt b T, 5-7Dt-2-x^;P7J«zMf 
»J > (I. 77g) ^J;r/3-7 r D : t-l-(4-X^^e^ 7 *J > - 1 -*f )V ) -f V 4- J U > (5 7 
9ng) 6 Rfflfb^tt^iBIB* 7 I OogS: S /t (JR* ; 96X) . Z ft £ 1£ m (C «fc 0 J& St Jft 





N 



• 2HC1 
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; I 55- 1 59*C 

*H-NMR (400MHz. DMSO-ds) ; 6 (ppo) 1. 18 U. J = 7. 2Hz. 311) . 1. 35 (t. J = 7. 2Hz. 3H) . 3. 
19-3. 26 (d. 2H) . 3. 32-3. 40 (d. 2H) , 3. 50 (a. J = 7. 2Hz. 2H) . 3. 59-3. 66 (m. 4H) . 4. 07 (d. 
J = i3. 2Hz. 2H) > 7. 71 (t. J = 8. 0Hz. 1H) . 7. 83 (t. J = 8. 0Hz. 1H) . 8. 04 td. J =8. OHz. 1H) . 8. 
17 (d. J = 8. OHz. IH) . 8. 19 (d. 1 = 8. 4Hz. 1H) , 8. 38 <s. IH) % 8. 87 <dd. J = 8. 4. 2.. OHz. IH), 9. 
58 <d. J = 2. OHz. IH). 
MS (FAB) m/z 411 (M+H) K 

. MI-NMR (400MHz. CDCI>) ; 6 (pptn) 1. 18 U. J = 7. 2Hz. 3H) . 1. 34 (t. J = 7. 6Hz. 3H) , 2. 5 
6 (q. J = 7. 2Hz. 2Hh 2. 76 ((. J=4. 8Hz. 4H) . 3. 4 5 (a. J =7. 6Hz. 2H) , 3. 6 1 U. J = 4. 8Hz. 4H) . 
7. 56 (ddd. J =8. 4. 8. 0, I. 2Hz. 2H) . 7. 66 (ddd. J = 8. 4. 8. 0. I. 2Hz. IH) , 7. 79 (s. IH) , 7. 8 
5 (d. J = 8. OHz. IH) . 8. 1 1 (d. J = 8. 4Hz. IH) . 8. 17 (d. J = 8. 4Hz. IH) . 8. 6 7 (dd. J = 8. 4. 2. OH 
z. IH) , 9. 49 (d. J = 2. 0H2. IH). 

*g« i 3 i i-(i-xy jnf< ^ s?>-4->f ;u> -3- (2-^;^ e u -^>-5--f w 

V * J U > <D EE 



1- (|-x^;U tT^ 7 V >-4--f JU) -3- [2- (1-7^ >-l--f JH ^'Jy> -5— f *f 
V=W U > (l48mg)£X* <20ra!) Icjgfc? WlWl&Gl (ISrag) £ DO A T * * 3? 

fflfvT, L Kfc ^JEiSSSU, (NH)>'J*^Jb 

^^A^ovh^^-t^&x^JU/^^V^TtffglL. « t> T « «C J: 




Et 
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mm ; 50%) 

-> =l : 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 0. 90 <3H, t. J = 7. 2Hz) , 1. 24 I3H. t. J = 7. 2Hz) . J. 
27-1. 38 <2H, o) . 1. 64-1. 72 (2H. n) . 2. 78 (2H. t. J = 7. 6Hz) . 3. 12 <2H. q. J = 7. 2H2) , 3. 32 
-3. 42 <4H. brs) . 7. 36 (1H. d. J = 8Hz) . 7. 6 I ( 1 H. ddd. J=8Hz. 7Hz. I. 2Hz) .7.74 ( 1 H. ddd. 
J=8Hz. 7Hz, 1. 2Hz) . 7. 96 UH. d. J=8Hz) . 8. 1 0 ( 1H. s) . 8. 11 (1H. d. J=8Hz) . 8. 40 UH. dd, 
J = 8Hz. 2. 4Hz) . 9. 25 (IH. d. J = 2. 4Hz) . 
ESI-Mass ; 375 (MH+) . 

&mm 1 3 2 l-(i:-Xf J^^7-y> - 4— f )l ) -3- f 5- (3- 7 * a Zf □ b" )V ) ¥ ■ J 
^ >-2— f jU^7»;'J>g)^tiE 




I 

Et 



ylf^JSySKh^^t'J F (237ml) €:**fc * U > (2ml) IdJSfl? L. S 

m&m^.T, -70t:T' i- (i-x^;i/ tr^< ^ >-4--r ;u)-3- (5- (3-t FD+y^Dt 

;H >J 57 >-2--f ;H-fV + ;U> (>60mg) /&*t * ^ u > (2ml) £ ira* fc. ^ 

<*>£gsfc^#i =s zl omm 60mg^ ^ /z. mm:2\%) 

ZS J3L O & ^ 
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1 fl-NMR (400WHz. DMSO-d*) ; 6 (ppm) I. 26 (3H. t. W. 2Hz) . I. 94-2. 10 (2H, m) . 2. 76 
(2H. t. J=7. 6Hz). 3. 17 (2H. q. J=7. 2Hz). 3. 35-3. 48 (4H. m) . 3. 60-3. 80 (4H. m). 4. 43 (1 
H. t. J = 6Hz) . 4. 55 (IB. t. J=6Hz) . 7. 62 (1H. ddd. J=8Hz. 7Hz, 1. 2Hz), 7. 73 (IH. ddd. J = 8 
Hz. 7Hz. I. 2Hz) . 7. 82 (IH. dd. J = 8Hz. 2. 4Hz) . 8. 07 ( IH. d. J = 8Hz) .8.13 (1H. d, J = 8Hz) . 
8. 34 (1H. d, J = 8Ilz). 8. 45 (IH. sh 8. 55 (IH. d, J = 2. 4Hz) . 
ESI-Mass ; 379{MH+). 

mmm i 3 3 1- n-x^ b-^ 5 1? >-4— < jv) -3- [2- ;i>* n -ru hf jd e u 



yif;t.7i;0^MJ7JPt'J K <53ml) £ 7 y it tK ^ tT U v 5 > (320m 1) £ Jfcffc 
U- > (3ml) KJgftlU. ^s&$£ffl^T* -70TCT I- (l-x^;U hf ^ ^ ^ >-4~f 
-3-[5-<3-fc + 5?>-2--f ;H-f V * V U > ( 1 52mg) /*& * ^ 

u > (2oi) mmzmTL^. *r<om. &® & Ltz^raiti/fc. J£<t;*^u> 
^ fig * (NH) ->'j^yju^7^A^av sy^?^ — (RRx^;w/^=*-fr>*)T?ii» 



'H-NMR (400MHz. CDC! ,) ; 6 (ppm) 1.18 (3H. I. J = 7. 2Hz) , 2. 15-2. 2 8 <2H. d) , 2. 56 (2 
H. q. J = 7. 2Hz) . 2. 76 (4H. t. J=4. 4Hz> . 2. 99 <2H. t. J = 7. 6fiz) . 3. 60 (4H. t. J=6. 4Hz) . 4. . 
48 (IH. t. J = 6. 4Ilz). 4. 60 (ill. t. J = 6. 4Hz) . 7. 2 8 (IH. d. J = 8Hz), 7. 49 (IH. dd. J = 8Hz. 7H 




F 



Et 
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z) . 7. 61 (1H. dd. J = 8H2. 7Hz) . 7. 6 8 (1 H. s ) . 7. 81 UH. d. J=8Hz>. 8. 09 (1H. d. J = 8Hz) . 8. 
35 (1H. dd. J=8Hz. 2. 4Hz) . 9. 30 (1H. d. J = 2. 4Hz>. 
ESI-Mass ; 379 (MH+). 

1 3 4 1-(1-X^;i/ bT^ ^ >?>-4~Y JU1-3- f5- (3-b K D * f> 7 P e ^ ) fcf 

u v?>-2--r j uw y*/ U xp^eS 

(134-1) 3-(3-^>yJ^^y^P ejfc) If 'J > 



HXM 167-1 tmmiz IT, 3-t!'Jy>yQ/W-^ (24. 882 g) t ^ > )V ~f D 
v< H (26ml) ^fitfj^CD^Igft;^^ 34.28g$r^fe. (4X^:83*) 

'H-NMR (400MHz. CDC1 >) ; 6 (ppm) 1. 90-1. 97 (2H. o) . 2. 73 (2H, t. J = 7. 8Hz) , 3. 48 <2 
H. t. J = 6. 4Hz) .4.50 (2H. s). 7. 18 (1H. dd. J = 8Hz. 4. 8Hz) . 7. 27-7. 37 (5H. m> . 7. 4 8 (1H. 
ddd. J = 8Hz. 2. 4Hz. 1. 6Hz) . 8. 43 (1H. dd. J = 4. 8Hz, 1. 6Hz) . 8. 45 (1H. d. J = 2. 4Hz) . 
(134-2) 3-(3^>yJ^^yya^M fcf ') y > N-*-*-> K 



3- (3-^ > > y n hf ;U) tf U > (34. 28g) £ m & (260ml) \Z mm 30X 

iBBEft*** (52ml) «rlmiL» 50*0 T - «b IS ft b fc . £ ffc & 1= ?K (5 2m 1 ) £ 

JO*.. ^EEiSSSLfc. Si^^DD*J^l;|gj»L, $fe % (MgSOO , 

as >'j^y^*^A^a-7h^^^-<-(^{b^^u>/^^y-;v^)Tis 

SI, ft co£S{fc<£^ 30. 23g£»fc. (JR ^ ; 88%) 

'H-NMR (4 00MHz. CDC1 3) ; 6 (ppn) I. 87-1. 95 (2H. m) . 2. 70 (2H. t. J = 7. 8Hz) . 3. 47 (2 
H. t. J=6Hz), 4. 50 (2H. s) . 7. 08 (1 H. d. J = 8Hz) . 7. 16 (IH. dd. J = 8Hz. 6. 4Hz) . 7. 28-7. 39 





O 
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<5H. m) . 8. 05-8. 10 (2H. m> . 

(134-3) I - (1-X^;U fc' ^ 5 V >-4--f JD -3- f 5- M-sO is )), * * zs 7 U V )\,) fcf 



3- (3-^ > if )),* * i> 7 a \Z )U) \f V it > ti-**- -> H (4. 54 6g) £: Jfeffc * ^ U > tc 
fcftT* v-^fc »J > (II. 47g) £jba;LT2ls#fSI£# ^3)^2 £ tc^ 

2fiT2BffE3$HI$ L JEJSS*4**:i&# Ki£€f. ^KtK^^- h 'J *Jt)0*-T * fa 
#&X^;UT&j£ii *f&JI£7fctfe, (MgSOO* » BE « b . -> U ;*7 ^ 

h^^7^-(^Kx^;u/^^^>^)TlsSibx, 2-:/ d ^e-s 

- (3-^ >yJPt+y^D tfJl^) fcf 'J y>t2-7Dt-3- (3-^ > i? ;U * * -> ^ a fc? JU ) 
eUy>£Ojg^^(l : 1) (2. 203g) HT^fc. d <B ig (1. 1 U g) 

il-ll-xf^t:^?'/ >-4--f ;i/)-3-^D^-f 74 / 'J > (662rag) ^$£#M67 
-2£f^<£t::&SLT, 2tfete4K<0&J®{t:^tt 326mg£*#*:. mm ; 32%) 
1 H-NMR (400MHz. CDC I *) ; 6 (ppn) 1.18 (3H, t. J = 7. 2Hz) . 1. 94-2. 02 (2H. m) . 2. 56 (2 
H. q, J = 7. 2HzK 2. 77 (4H. t. J=4Hz) . 2. 80 (2H. t, J =7. 2Hz) . 2. 80 (2H. t. J =7. 2Hz) .3-52 
(2H. t. J = 6Hz) . 3. 59 UH. t. J=4Hz) . 4. 52 (2H. s) % 7. 27-7. 37 (5H. n) . 7. 49 <IH. ddd, J = 8 
Hz. 7Hz. I. 2Hz) , 7. 60 (1H. ddd. J = 8IIz. 7Hz. 1. 21lz). 7. 62 UH. dd, J = 8. 4Hz. 2. 4Hz) . 7. 8 
8 (1H. d. J = 8!lz) . 8. 10 (III. d. J=8Hz> . 8. 36 (1H. s) . 8. 4 3 (1H. dd. J = 8. 4Hz) > 8. 52 (IH. d. 
J = 2. 4Hz). 

034-4) i-(i-xf ;i/e^5y >-4--r ;w) -3- 15- (3-fc k p * > :/o fc' U if 
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> -2--T )V\ >f V # y »J > 




OH 



o 



l^ifi^J 167-3 tm&lZ IT, l-(l-Xf J^^7y >-4— f -3- [5- <3--< > is )l 

u tr tr u s?>-2— r ;n-f v*;'j> (32 6mg) m-fer^^^^^ 

*<0«5a^bft«l^a ]50mg£^fc. (JR* ; 43%) 

'H-NMR (400MHz. DMSO-do) ; 6 (ppm) 1. 24 (311, 1. J = 7. 2Hz) > I. 72-1. 80 (2H. m) , 2. 69 
(2H. t. J=7. 8Hz) . 3. II (2H. q. J = 7. 2Hz) . 3. 30-3. 40 (4H. m) , 3. 44 <2H. t. J = 6. 2Hz) . 7. 6 
2 UH, ddd. J = 8Hz. 7Hz, I. 2Hz) . 7. 73 (1H, ddd, J=8Hz. 7Hz. 1. 2Hz) . 7. 78 (1H, dd. J = 8. 4H 
z. 2. 4Hz) . 8. 06 (1H. d. J=8Hz) .8. 12 UH. d. J = 8. 4Hz). 8. 33 (1H. d. J = 8Hz) . 8. 43 (1H. s) . 
8. 53 (1H. d. J=2. 4Hz). 
ESI-Mass ; 377 (HH+) . 

1 3 5 l-(l-XfJ^^7y>-M ;U)-3-f2-(3-b pD^->^oejM bf 

u y >-5--r ;u w v * y 'J xo^fiE 



J. 0. C. . 53. 386. 1988. \z ft o T ^ EE b Ac 5-^ p * -2- fcf 'J y>7*P/W-Jl' (4.2 
66g)^6. I63-I<hfsl^c7)*&-C, tefe^^(OSg|ft:^%l 6.297g£»fc. 




\ 



Me 
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'H-NMR (400MHz. CDC1 j) ; 6 (ppm) 0. 04 (6H. s) . 0. 90 (9H. s) . I. 89-1. 97 <2H. m) . 2. 8 
2 (2H. t. J = 7. 8Hz). 3. 65 (2H. t. J = 6. 2Hz) . 7. 07 <IH. dd. J = 8Hz. 2. 4Hz) . 8. 57 (IH. d. J =2. 
4Hz). 

(135-?? l-(l-X^;Hf *?if>-4-f ;U)-3-f2-(3-h KD^yypejUe'J ^ 
>-5--f JUT v ^ y iJ > 



HtGftl 167-2£ mm \Z LT, 5-^ o [3- V * ^ )U ~> V * is 7 

D f;H hT U >? > (2. 973g) <h I- (l-x^ t: ^ ^ i> >-4— f ;U) -3-^ □ -t *f V ^ y 'J 
> U. 158g> J* 6. (D^gl^fc^^jSlfil^ 1. 288g£»fc CR^P ; 94*) . - CD 

5 (150ing) Zft&\zJ:K>iszL'y&*&tl,. mn&7 )V 7 r 7s&<OWkMit& 

®is^OWL& 80mg£f§fc. mm ; 43X) 
-> a. : 

' H-NMR (400MHz. DMSO-d.) ; 6 (ppm) I. 25 (3H. t, J = 7. 2Hz) . I. 80-1. 84 (2H, m) . 2. 81 
(211. t. J*7. 6Hz) . 3. 15 <2H. q. J-7. 2Hz) . 3. 34-3. 46 (4H. n) . 3. 45 (2H. t. J = 6. 4Hz) . 3. 6 
0-3. 80 (4H. m). 7. 61 (1H. ddd. J = 8Hz. 7IIz, 1. 2Hz) . 7. 74 (III, ddd. J = 8Hz. 7Hz. I. 2!!z) . 7. 
96 (1H. d. J = 8Hz) . 8. 11 (1H. s) . 8. I I (1H. d. J = 8Hz) . 8. 40 (IH. dd. J = 8Hz. 2. 4Hz) . 9. 26 
(1H. d. J = 2. 4Hz). 
ESI-Mass ; 377 (Mil + ) . 

mmm i 3 6 1- u-xt- )i e ^ ^ v >-i--r ;ui -3- r 2- (3- h Ka^y^^M ^ u 




Et 
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>-5--T JUW J 'J XP^fig 

(136-1) 5-7 d ^-2- (3- h K a^zs-l-Z/?- — )V) fcf'J 

Br. 




fttttti 139-1 £ POtt LT, 2. S-^^CHE tr»J (18. 951g) £ 3-7 ^ >-2-* — 
JM6. 3ml) »ftE#©«fflfl:*4& 15.895g£^*:. (4X3* ; 88K) 

'H-NMR (400MHz, CDC I ») ; 5 (ppm) 1. 57 (3H. d. J = 6. 8Hz) . 4. 77 ( IH. m) . 7. 3 1 (1U. d. J 
=7. 8Hz) , 7. 79 (1H. dd. J =7. 8Hz. 2. 4Hz) . 8. 63 (1 H. d. J = 2. 4Hz) . 
(136-2) 5-7 <3-b F n * $> Zf * )U) V 'J ^ > 

Br. ^ 

OH 




J 39-2 t m&\Z IT, 5-7 D -t-2- (3-t H ZJH hf U v > 

(4.521g)^b, Jte»«0>«e*b^« 2. 783gfc»fc. (JK^s ; 603C) 
! H-NMR (400MKz. CDCIa) : 6 (ppm) 1. 23 (3H. d. J=6Hz) . I. 78- 1. 93 (2H, m) . 2. 9 1 <2H, 
t. J = 7. 8Hz) . 3. 23 (IH. br-s) . 3. 78-3. 88 (IH. m) . 7. 09 (1H. d. J = 8. 4Hz) . 7. 73 (1H. dd. J 
= 8. 4Hz. 2. 4Hz) . 8. 55 (IH. d. J = 2. 4Hz) . 

(136-3) 5-7P^-2-f3-(l-7^;U-^y ^ -> U )V * =fr is ) 7 ^ )V 1 \i U y > 
Bu ^ 

t-Bu 




^;S£&ll63-I<hf5j$tlC Li, 5-7 D ^ -2- (3- t H D * y7f JH tf U V > (2. 647 
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g)^<b. $k&m#i<0&®it£t® 3.75g£^fc. mm ; 9S%) 

'H-NMR (400MHz. CDC10 ; 6 (ppm) 0. 04 (6H. s) J. 88 (9H. s) . 1. 16 (3H. d. J=6Hz) . 1. 
77- 1. 83 (2H. m) . 2. 67-2. 87 (2H. m) . 3. 56-3. 58 ( IH. m). 7. 04 (IH. d, J = 8. 4Hz) . 7. 69 (IH. 
J = 8. 4Hz. 2. 4Hz) . 8. 55 UH. d. J = 2. 4Hz) . 

(1 36-4) l-ll-x^^e^7^ >-4 — f ;U)-3-l2-(3-ti H D •> ^ f Jl/ ) bf'J > 



Hflgtfl 16 7-2 £ 13 « IC LT, 5-^ U ^E: -2- 13- (t-^^ 1 ;!/) V * ^ )U U )V*=* is 7 
^JH H 'J y > (2. 066g) «!: 1- ^ 7 >-4— f ;U) -3-y n -f y + ; >J > 
<49lng)*>5. Hfey^JU^ T*#<0«JffiflS^»>:i V&m 420mg£^fc. (42 
; 56*) 

'H-NMR (400MHz, DMSO-d.) ; fi (ppm) 1. 09 (311. d. J = 6Hz) . 1. 24 (3H. t . J = 7. 2Hz) . L 
70-1. 78 (2H. m) . 2. 74-2. 90 (2H, n) . 3. 13 (2H. a. J=7. 2Hz) . 3. 37 (4H, br-s) . 3. 60-3. 76 
(6H, n) . 7. 37 (2H. d. J = 8. 4Hz) . 7. 6 1 (1H. ddd. J-8Hz. 7Hz. 1. 2Hz) . 7. 74 (1H. ddd. J=8Hz. 
7Hz. 1. 2Hz) , 7. 96 (IH. d. J=8Hz) . 8. I 0 (IH. sK 8. 1 1 (1H. d. J = 8Hz) . 8. 39 (IH, dd. J =8. 4 
Hz. 2. 4HzJ , 9. 25 (IH. d. J=2. 4Hz) . 
ESI-Mass ; 391 (MH + ) . 

mmm 1 3 7 1- (i-x^ju n- ^ ^ =j >-4--f jd -3- 12- (4- b k q ^ y h? u 



Me 




OH 



Et 
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(137-1) 5-^ D (4-b FD^y-l^f-Me'Jy> 



Br 




1*1 139-1 tl^ilClT, 2. * t? 'J > < 1 4. 2 1 3g) £ 3-^^ >-\-*- 

5ml)*>6. «fiS#<Z>«ffift;*4& 6.6g£*§/:. (JR* ; 48X) 
1 H-NMR (400MHz. CDCli) ; 5 (ppm) 2. 72 (2H, t, J = 6. 4Hz) . 3. 85 (1H. t. J = S. 4Hz) % 3. 8 
6 (IH, t. J = 6. 4Hz) , 7. 29 (IH. d. J = 8. 4Hz) . 7. 77 <1H. dd, J = 8. 4Hz. 2. 4Hz) . 8. 60 (1H. d. J 
= 2. 4Hz> . 

(137-2) 5-^ n^e-2-<4-b ¥ o * ~> :/ ^ 71/ ) g U y > 



N ^OH 

USS^l 139-2 £ Him (I L T. ^E-2- (4- t K □ ^ 5"-^) tTU 

(4.522g)^t>, M£fa#cO*£Slffc'&4fc 3.397g£&fc. <4X3i;74X) 
* H-NMR (400MHz, CDC1 3) ; 6 (ppm) 1. 61-1. 67 (2H. m) . 1. 77-1. 85 (3H, m) . 2. 80 (2H. t. 
J=7. 6Hz) . 3. 68 (2H. m) . 7. 07 (1H. d. J = 8Hz) . 7. 72 (IH. dd. J = 8Hz. 2. 4Hz) . 8. 57 (IH. d. J 
= 2.4Hz). 

(137-3) 5-^ P ^E-2-14- V * * )\, > 'J fr** is) ~J )V \ ¥ U V > 



Me 

jli<5 0U6 3-l £ Wl& tC L T\ 5-7 o ^£-2- (4-h H □ * -> 7 ^JU) tT 'J > (1. 905 
g)rt>&. W^Slft^^ 2.484g£»fc. («R^ ; 87X) 

1 H-NMR (400WHz. CDC 1 3) ; 6 (ppd) 0. 04 (6H. s). 0. 88 (9H. s) , I. 52- J . 60 (2H. m) . 1. 7 
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2-1. 79 <2H. d) . 2. 76 (211. t. J = 7. 6Hz>. 3. 63 (2H. t. J = 6. 6Hz) . 7. 06 (1H. d. J=8Hz), 7. 70 
(1H. dd, J = 8Hz. 2. 4Hz) . 8. 57 (IB, d. J = 2. 4Hz). 

(137-4) hf * 5 y >-4-f ^)-3-f2-( 4- fc K D * is 7 T )l) g »J y > 

JU)< y*/ 'J XPftffi 



^Jfe^J 167-2 £ f^^ tc L 77, 5-;/ □ ^E-2- [4- (t-y ^ JV) is * ^ )V x »J ^ * * :> :/ 
*)V)\£Vi?> (2. 484 g) £ |-(|-X^;U tT^ 5 v?>-4— r ;U)-3-:7 Dt^V + /U> 
(435mg)**€>. It^^^E^? 7 *#0&gl{b^4& i^o. 420mg£fS/c. (JR ^ 

; 64X) 

> £ f& : 

1 H-NMR (400MHz. DMSO-do) ; 6 (ppm) 1.25 (3H. t, J = 7. 2Hz) , 142-1. 4 9 (2H. n) . 1.6 8- 
1. 76 (2H. d) . 2. 78 (2H. t. J = 7. 6Hz) . 3. I 5 <2H. q. J = 7. 2Hz) . 3. 36-3. 44 <4H, br-s) . 3. 4 I 
(2H. t. J = 6. 2Hz) . 7. 36 (1H. d. J = 8Hz) . 7. 61 (1H. dd. J=8Hz. 7flz) . 7. 74 (1H. dd. J=8Hz. 7 
Hz). 7. 96 (I H. d. J=8Hz) . 8. 11 (IH. d. J = 8Hz) . 8. 40 UH, dd. J = 8Hz. 2. 4Hz) , 9. 2 6 (IH. d. 
J = 2. 4Hz). 

ESI-Hass ; 391 (MH + ) . 

ft ffl 1 3 8 l-(l-Xf V >-4--f f2- (3-b K D 4=- => -3- * ^ -/ 

^;u) h' 'J y >-5--f ;n *f v^y u >-">^»»jfig)'&riE 

(138-1) a-yp^-2-13-/f Jk3-h K n ^ ~>-l-y^ ~ ;U) e U ^ > 




OH 



Et 
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Me 



mmm 139-1 1 mm\z u, 2. s-v 7 o * tr u > us. 95 ig) 1 2-> ^;u-3-^^ 

>-2-^- — ;U (6. 3ml) & , $k&&m& (O&mit&fy 17. 91g£^*:. (iR^ ; 94S) 
J H-NMR (400MHz. CDC 1 3) ; 6 (ppm) 1. 64<6H. s) , 2. 16 ( 1 H. br-s) . 7. 31 (1H. d, J = 8. 4H 
2) . 7. 78 (IH. dd. J = 8. 4Hz. 2. 4Hz) . 8. 63 (111, d. J = 2. 4Hz). 
( j 38-2) 5-7" d ^-2- (3-* $ >-3-b K □ * fx ^ ;H fcT U ^ > 



^S£#J 13 9-2 <£: t£ Ic L T\ 5- ^ D q& -2- (3-> ^ ;l/ -3- fc K n ^ - J- y ^ - JU ) 
tf U (4. 802g) A* f&. iS3££fattO&SHfc<£<fe 1.366gtf£fc. (JR2£;28X) 

' H-NMR (400MHz. CDC1*) ; 5 (ppm) 1. 29 (6H. s) . I. 73 (1H. s) . I. 90 (2H. t, J = 7. 8Hz) , 
7. 09 (1H. d. J = 8. 4Hz) . 7. 71 (IH. dd. J = 8. 4Hz. 2. 4Hz) . 8. 55 (HI. d. J = 2. 4Hz) . 
038-3) 5-y D^£-2-f3-(t-^^ ^^^^Jl,->U * * -> ) -3- * ^JUT/^JU) K U 



5-yn^-2- (3-^^;^^>-3-t FD^^y? ;U fUvXI. 3 59g) £ i£ ft; * 
5 1 U > (20ml) Iztgfl? L, S^I?S5iT, * * 2. 6-;U ^ > (2. 5ml ) t t- :/ 5 1 JV 
V * ^Jlis U ;w h U a ^ * JU* >K (1. 7ml) fcH^anA, -0feft#Lfc. 

«£» (MgSOJ , MJEiSISL* :/ 'J * V )U t) =j >? □ "7 h ^ 7 7 




Br 




Me Me 



Me 
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mm ; 86*) 

1 H-NMR (400MHz, CDC 1 3 ) ; 6 (ppm) 0. I 0<6H, s) . 0. 88 <9H. s) . 1. 27 <6H. s> . 1. 78-1. 8 
3 (2H. m). 2. 82-2. 87 (2H. n) . 7. 06 (IH. d, J =8. 4Hz). 7. 69 UH. dd, J = 8. 4H2. 2. 4Hz) , 8. 5 
6 (IH, d. J = 2. 4Hz) .* 

(138-4) l-(l-x^JUe^ ^ *J >-4-f ;U)-3-!2-(3-fc K p is -3- % * )l T * ) 

\± u is >-5--r ;h y * y u > - -> ^ ^ be 



167-2 £ 1^ ^ I: b T , 5-^ D [3- (t-:/^ JU) V s * ^ )V > 'J )V * * ^ - 

3-> ^^;n e >j > u. 724g) ti-n-xf ;i/t:^7*y >-4--r ;n -3-y □^e-r 

V / 'J > (324mg) 6 , tfe?^^??^^©^!!^^^^^^^! 132n)g£# 

ft. mm ; 30%) 

S> i K J® : 

'H-NMR (400MHz. DMS0-d«) ; 6 (ppm) I. 15 <6H. sh 1. 25 (3H. t. J = 7. 2Hz) , 1. 74-1. 79 
(2H. m) . 2. 80-2. 85 (2H. m) . 3. 13 (2H. q. J = 7. 2Hz) . 3. 32-3. 42 (411. br-s) . 3. 58-3. 78 
(4H. br-s) . 7. 37 (1H. d. J=8Hz> , 7. 61 (1H. dd. J = 8Hz. 7Hz) . 7. 74 (IH. dd. J=8IIx. 7Hz) . 7. 
96 ( IH. d. J=8Hz) , 8. 10 (IH. s) , 8. I 1 (IH. d, J = 8Hz) . 8. 40 (IH. dd. J = 8Hz. 2.4Hz) . 9. 2 5 
(IH. d. J = 2. 4Uz). 
ESI-Mass ; 405 (MH+) . 



Me 




Me 



OH 



Et 
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*« « 1 3 9 l-(l-XfJ^^7y>-M JU)-3-(2-(3-* ^y^PeiM^) 
(139-)) 5-^ D ^-2- (3-^ h^->yp tf'J v> 



2. 5->> ?u*E hf U ^ > (1 6. 582g) ^ h'JxfJP7a> (200ml) (;ISSL, * ^ )l> 
yp;^^;i/X-r^ (5.9ml). BOitm (267mg) & i tfigfb tf * (h'J7izj^ 

* ^ -< >) nv w a (in (46iag)^iDA. &%&®n.T. &&\z.x mmmttvtt. 
^^A^Dvh^7r7-<-(eiFKx^;i//^^if>^)T"*s$iUT. 

H{b#4fc 12.4ng£»fc. (JR* ; 79%) 

'H-NMR (400MHz, CDC 1 3 ) ; <5 (ppm) 3. 47 (3H, d, J = 0. 8Hz) . 4. 34 (2H. s) , 7. 34 OH, d, J 
= 8Hz) > 7. 79 <1H, ddd. J=8Hz, 2. 4Hz. 0. 8Hz) . 8. 64 (1H. d. J = 2. 4Hz) . 
(139-2) 5-7 CH6-2- (3-* ^y^a tf Jfc) bTU > 



5-7 d ^E-2- (3-/ h^yyoe-JHe'Jy / (5. 652g) / - ( 150ml) K 

mm\^. h U xf > (2. 5ml) Lt&1t&& (230mg) €: Jill , ?K^#S51T, £ 

Tfcfcfc'ELfc. &&<MgS0<K &ffi*8*SL, 'J # y ;U # ^ A n 

? ^7 7^-(etKxf^/^^-if>^)T<g$iLt, M^te**s>«JH<b'$& 3. 

99lg£f# fc. mm ; €8%) 

1 H-NMR (4 00MHz. CDC 1 3 ) ; 6 (ppm) I. 95-2. 0 3 (2H. m) . 2. 82 (2H. t. J =7. 6Hz) . 3. 34 (3 
H, s) . 3. 4 J (2H. t. J = 6. 4Hz). 7. 07 (IH. d. J=8Hz) . 7. 71 <IH, dd. J = 8Hz. 2. 4Hz) . 8. 58 (1H. 
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d,J = 2. 4Hz). 

(139-3) > >-4--f JU)-3-f2-(3-* s ^ ■> y D ejM e 'J v> 




OMe 



I 

Et 



nv&m 167-2 1 m& k it, 5-:/ o ^e-2- u-* h * >-:/n tr;p> t: y >>> a 301 
g) t i-(i-x^;i/f-<^v?>-4--r^)-3-^D^-f v^py u > (865mg>^6, Her 

*JP:7 t ^«<DSSfb^^J S'jl 982mg£#;fc. m& ; 74%) 

-> ■S? & j£ : 

'H-NMR (400MHz. DMS0-d«) : a (ppm) 1. 24 (3H. t. J = 7. 2Hz) . 1. 88- I. 97 (2H. m) » 2. 81 
(2H. t. J = 7. 6Hz) . 3. 13 (2H. q. J = 7. 2Hz) . 3. 23 (3H, s) t 3. 32-3. 42 (6H. n) . 3. 60-3. 80 (4 

H. d) • 7. 37 (IH. d. J*8Hz) .7.61 (IH. ddd. J=8Hz. 7Hz. 1. 2Hz) . 7. 74 (1H. ddd. J = 8Hz. 7Hz. 

I. 2Hz) > 7. 96 (IH. d, J = 8HzK 8. II (IH. d. J=8HzK 8. I 1 UH. sk 8. 40 (IH.dd. J = 8Hz. 2. 4 
Hz) , 9. 27 { I H. d. J = 2. 4Hz) . 

ESI-Mass ; 391 (MH+) . 

% m m i 4 o i-d-x^ju ^ v >-4--r ;n -3- 13- (3-* h ^ if )V) tf u 

(140-1) 5-^ D ^ -3- (3- / ■> -f a b: " fcf U 



N 




OMe 
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mfeM I39-1<L m& IC L Xs 3.5-/^Dttf>Jy>(ll. 854g) t * ^ )V 7 u rt JU 
^JU-xJl' (4. 2ml) to 6, Mm&m&V>&mit'£® 7.216g££J£:. (4X35 : 6 4X) 
MI-NMR (400MHz, CDCIa) ; 6 (ppm) 3. 46 (3H. s>.4. 33 (2H. s) . 7. 89(1H. t. J = 2Hz>. 8. 
58 < IH. d. J=2Hz) . 8. 6 J (IH. d. J=2Hz). 
(140-2) 5-ro^-M3^ h^yyotfM \f U iS > 



&mm \ 39-2hm&\z it, s-y 0^-3- h + > ~? a e u > (4. 5 

21g)^e», 3.62g£^*:. (4X5£;79X) 

' H-NMR (400MHz, CDCU) ; 6 (ppm) 1. 85- 1. 92 <2H. m) , 2. 70 (2H. t, J = 7. 8HzK 3. 35 (3 

H, s) . 3. 38 (2H. t. J = 6. 2Hz) . 7. 67 (IH, t. J=2Hz) . 8. 37 (IH, d. J = 2Hz) . 8. S I ( 1 H. d, J - 2H 

z). 

(140-3) 1- tf ^ ^ V >-4--f -3-f3- (3-* h ^ > :/ □ bT ;U) e 'J y > 

-5-*< ;U W V * J 'J > • -> 3. fiS Jjfi 



^J£#J167-2£:JhI$IC IT, 5-:/ D -=E -3- (3-* h * > ~J U tT ) fcTU > (I. 15 1 

g) £ i-(i-x5 L ;i'tf^^^>-4-'f;u)-3-7 r D^< v*/ 'j > (345mg) a*e>. n&y 

^)Vy 7Xtt<DSHft:^^vi^KS 324mg£f#;t. (iK^;64S) 

*> 3. & ^ : 





N, 



OMe 



Et 
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1 H-NMR (400MHz. DMSO-do) ; 5 (ppm) I. 25 (3H. t. J = 7. 2Hz) . I. 84- 1. 92 (2H. m) . 2. 73 
(2H. t. J =7. 6Hz) . 3. 16 (2H. q. J = 7. 2Hz) . 3. 25 <3H. s) . 3. 3 6 (2H. t. 6. 4Hz) . 3. 38-3. 48 
(4H. m) . 3. 60-3. 80 (4H. n) . 7. 63 (IH. ddd: J = 8. 4Hz. 7Hz. 1. 2Hz) , 7. 76 <1H. ddd. J = 8. 4H 
z. 7Hz ( I. 2Hz) . 7. 98 (IH. d. J = 8. 4Hz) ,8. 12 (1H. d. J = 8. 4Hz) .8. 17 (1H. n) > 8. 33 (1H. t, 
J = 2. 4Hz) . 8. 43 (IH. t. J = 2. 4Hz) . 8. 45 (III. d. J = 2. 4Hz). 9. 2 1 ( I H. d. J = 2. 4Hz). 
ESI-Mass ; 391 (MH+) . 

mmm i 4 i l-n-x^^t:^^ v?>-4--f ^)-3-fs-(3-jt h^->^a tr u 

(141-1) 3- (3-jC K * P ^ JU) bf U > 



^$£#1 167-1 £ \Z IT, 3- fcf 'J y >y DA y - ^ (6. 4 52g) <t 3 {fc * ^ )V 

(3.4mi)^e>, m&mxo&mit'S®) 5.494g**§fc„ mm : 12%) 

'H-NMR (400MHz. CDC1 ») ; 5 (ppm) 1. 86-1. 93 (2H. d) . 2. 70 (2H. t, J = 7. 8Hz) . 3. 35 (3 
H. s). 3. 39 (2H. t. J = 6. 2Hz) . 7. 21 (IH. dd. J = 8Hz. 4. 8Hz) . 7. 51 (III. dt. J = 8Hz. I. 6Hz) , 
8. 45 (IH. dd, J~4. 8Hz. 1. 6Hz) . 8. 46 ( IH. d. J - 1. 6Hz). 
(141-2) 3- (3-^ hfy/Db'W^ 'J V > $-**zs H 



3- (3-* h * >^ D tf JU) tT U > (5. 55 lg) ^ U > (60ml) K U, tK 

ttT, 70X m-ia*E«K (10. 86«) SriDX.T90»B«** Lfc. K fi £ 4* £ IO*ffi fiS 

&^-hu^A7jc. ^ifpm^TKTWs^^fe^ &&(Mg$o<), «£Es»aiufc. 





o 
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*H-NMR (400MHz. CDC1 1) ; 5 (ppm) 1. 85- 1. 92 (2H. m) . 2. 69 (2H, t, J = 7. 6Hz) , 3. 35 (3 
H, s) . 3. 39 (2H. t. J = 6. 2Hz) . 7. 14 (IH. d. J = 7. 2Hz) . 7. 2 1 (IH. dd. J = 7. 2Hz. 6. 8Hz> . 8. 0 
8-8. 12 (2H, m) . 

(141-3) l-()-x^;UbT^->->-4--r ;H-3-f5-<3-* h^->^ □ [fJl) e>J v> 

-2— r jn<v»yj>->i 



l£*S#J 134-3<h 1*0 & tC U T . 3-(3-> h^*>yDhfJHt:'Jv?> N-^" * ~> K (5. 9 
Olg) £ 1- (1-X^;U tf ^ => V >-4— f ^) -3-^ D ^< y * y U > (694mg) ^ £ , *S 

7^e;u 7 z x&<Dmm{t&®}-> ol. o&tm mm 9*) 

-> ^ & m : 

' H-NMR (400MHz, DMS0-d6) ; 6 (ppm) 1. 25 (3H. t. J = 7. 2Hz) . 1. 80- 1. 88 (2H. m) , 2. 69 
(2H. t. "J = 7. 2Hz) , 3. 15 (2H. q. J = 7. 2Hz) . 3. 24 (3H. s) . 3. 34 (2H. t. J = 6. 2Hz) . 3. 34-3. 4 
6 (4H. in) . 3. 58-3. 80 (4H. m) . 7. 26 (IH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 74 (1H. ddd. J=8Hz. 7 
Hz. 1 . 2Hz) . 7. 78 (IH, dd. J = 8. 4Hz. 2. 4Hz. ) . 8. 07 (IH. d. J = 8Hz) . 8. 13 (IH. d. J=8Hz> . 8. 
33 (111. d. J = 8. 4HzK 8. 44 ( IH. s) , 8. 5 3 ( I II, d. J =2. 4Hz) . 
ESI-Mass ; 391 <MH4) . 

^ fifefrl 1 4 2 l-d-X^JU 5 i> >-4--f JH-3-f2-(3-X h * *>7n e U 

(142-1) 5-7 a ^6-2- (3-fc: K D 4- ■> - 1 □ ^ ~ )U) fcf U y > 




OMe 



Et 
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OH 



J. 0. C. .53. 386. 1988. I: ^ o T □ fiK L fz 3- (5-^ D -2- fcT 'J fcf > 

-I-;* — ^ (1 0. 602g) ^rh7 t HD77>(100oil)l:i§^L, 2k?£T* * #1 {b 7 ;U 
^ - O A 'J (K 06g) ^^iHjIC^ltTJra^, ^©t£ 10#P«3« # L;t, 

«MC, * (1.1ml). 5N*K<b^- h U A (J. IbI) , * (3. 3ml ) £ IS *n * . ^*£4£>£ 

(i|K^ ; 34%) 

'H-NMR (400MHz. CDC1 3 ) : a (ppm) 2. 66 UH. br-s) . 4. 38 (2H. br-s) . 6. 68 (1H. d t. J = 
15. 6Hz. 5Hz) . 7. 18 (1H. d. 8. 4Hz) > 7. 74 (1H. dd. J = 8. 4Hz, 2. 4Hz) . 8. 58 OH. d. J = 2. 4Hz). 
(142-2) 5-7 □ q&-2- (3-X h4y-l-^D^^iMb:'J^> 



5 - ^ D ^ - 2- (3 - 1 K D * •> - 1 - ^ □ ^ - If 'J >(3. 7 1 8g) * r h 7 t H D 7 
7 > (60ml) t3i$fl?L, *#T, h »J i^JbTS > (7. I ml) t >x;V* > & ;7 D 
K <1. 6nl> «r«*fta*, * <Z> * £ 25# H S# b fc. ^ & & £ i£ 3; L , MflE**g 
Lfc. 3£&£x^ / - JM60ml) \zmm *fcT* tMJ^AXh4yH(l.388 

«U, »iff £B*Kx^;U£*.fc#fiBL&. ^©^^TKSfe. (MgSOO . &EiS*g 

u . ^^^^u*y;^7J^z^^p"7K^^7^-{S^Kx5 L ;^/^^'t^>^)T' 

RMLT, 3tfeto#cD^gi{b£#I 2. 607g£»fc. (4X3*; 65%) 

'H-NMR (400MHz. CDCIj) ; 5 (ppm) 1 . 25 (3H. t. J = 7. 2Hz) . 3. 56 (2H. q. J = 7. 2Hz) . 4. 1 

7 (2H. dd. J = 5. 2Hz, 1. 6Hz) , 6. 6 5 ( 1 H. d t . I - I 5. 8Hz. 1. 6Hz) . 6. 79 ( 1 H. d I. J = 1 5. SHz, 5. 
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2Hz) ,7. 16 OH. d. J = 8. 4Hz) . 7. 71 { 1H. dd, J = 8. 4Hz. 2. 4Hz) , 8. 58 (IH. d. J = 2. 4Hz) . 
(142-3) 5-7 P*r-2-(3-X h ^ y tf JU If 'J y > 



5-7d^-2- (3-x h + ->-!-yp^z ;H bf »J > (3. 079g) H J6 M 1 3 9-2 £ 

m«k izmm LT, «ftMitta>«IHfc'&tt 2.286g£*#fco (4X^:74*) 
1 H-NMR (400MHz, CDCls) ; (5 (ppm) 1. 19 (3 H. t. J = 7. 2Hz) . I. 96-2. 03 (2H, m) , 2. 83(2 
H. t. J = 7. 8Hz) . 3. 45 (2H. t. J=6Hz), 3. 47 (2H. q. J = 7. 2Hz) . 7. 08 (IH. d. J =8. 4Hz) . 7. 70 
(IH. dd. J = 8. 4Hz. 2. 4Hz) , 8. 58 ( 1 H. d. J = 2. 4Hz). 

(142-4) 1- (l-X^JP fcf ^ 5 >-4--f )V) -3- f2- (3-X h ^ f> ^ D tf ^ ) tf U > 
-5--T ^ 1 V * y 'J > • -> 3- O & & 



Hj&s^j 167-2 1 mm \z u, 5-7 □ =e-2-u-x h * ■> y □ tf;u) tr u > (1. 465 

g) ch I- (1-X ^ ^ e ^ ^ ^ > -4--f ;H-3-^Dt<V^/'J> (34 8mg) 6, T$3f-£ 
> £7 & £i : 

1 H-NMR (400MHz, DMSO-de) ; 6 (ppm) I. 1 0 <3H. t, J = 7. 2Hz) , 1. 25 (3H. t. J = 7. 2Hz) . I. 
88- 1. 96 (2H. in) . 2. 82 (2H. L J=7. 61lz) . 3. 13 <2H. q. J = 7. 2Hz) . 3. 36-3. 43 (8H. m) , 3. 58 
-3. 80 (4H. br-s) . 7. 37 (IH. d. J=8Hz) , 7. 6 1 (IH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 74 (1H. ddd. 
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J = 8Hz. 7Hz. 1. 2HzK 7. 96 (IH. d. J = 8Hz> . 8. 1 1 (IH. s) . «. 1 1 (1H. d. J = 8Hz). 8. 41 (IH. dd. . 
J = 8Hz. 2. 4Hz) . 9. 27UH. d. J = 2. 4Hz) . 
ESI-Mass ; 405 (MH+) . 

^fiftflU 1 4 3 ]-(l-Xf J^^7 >-4->f JU)-3-l2-f3-(2-7P #*->) 7p If 
(143-1) S--^p^-2-f3-(2--7 p P^^>-)-l-^n^r: JU 1 b' 'J y > 



5-7 □ ^-2- (3-b K □ * ->-l-7 D *C - )V) tT 'J zs > (8. 891 g) €r T h 5 b Fd7 
5 > (2 00ml) tc *g*S? V. *) 31^)17 * > £ * ? > 7s)U* ti ? f K 

(3. 9ml) * * » T K JH # DO 20#IH«# b &. ^ & 4fc £: i£ 3; Ife* MEi&fcgL*:. 
Ssl^Z-yDyW-A (IOOni]){:iS«?b. th'J^AZ-ya/W^y 
J -)\smm [60X7K*^k^- h'J^A (2g) £2-7n/S / (70ml> 6>38& Ufc] ir* 
?p T tffl A , -€-<O^*Sa-C30#H«#*«t*fc. JKfc8£*J&* S 
^SiSSSb, ^^x?^i:7Kl:^iEb/:. # flK JI £ * & , Sfc&fMgSOJ, ^JE«$S 

*3§StbX, &&m&e>&m<t&%0 3. 5l9g*»fc. (JK^ : 33X) 
1 H-NMR (400MHz. CDCls) ; 6 (ppm) 1. 22 (6H. d. J = 6Hz) . 3. 69 (1H. sept. J=6Hz>. 4. 18 
(2H. dd, J = 5. 2Hz. I. 6Hz). 6. 66 (IH. dd, J = 1 5. 8Hz. I. 6Hz) .6.79 (IH. dd. J = 15. 8Hz, 5. 2 
Hz) , 7. 19 (IH, d. J = 8. 4Hz) , 7. 7 3 (IH. dd. J =8. 4Hz. 2. 4Hz) , 8. 5 9 ( 1 H. d, J = 2. 4HzK 
(143-2) 5-7 P ^E-2- (3- (2-7 □ # * is ) 7 □ b* )l> 1 b* 'J is > 



139-2 t IsJi^CLT, 5-7 P *:-2- (3- (2-7 p * * >)-l-7 u^-)\, \ fcf U 




Me 




Me 
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*j > (3. 519g) * ft&i&Vt<Dmm<t'£to 2.859g£fSfc. (4X35:81*) 
1 H-NMR (400MHz. CDC1 ») ; 5 (ppn) 1. 14 (611. d. J = 6Hz) . i. 94-2. 0 I (2H. m) . 2. 83 (2H. 
t. J = 7. 8Hz) . 3. 43 (2H. t. J=6Hz) . 3. 54 (IH. sept. J=6Hz) . 7. 08 (1H. d. J = 8, 4Hz) . 7. 70 
<1H. dd. J = 8. 4H2. 2. 4Hz) . 8. 57 (1H. d. 2. 4Ht) . 

(143-3) l-(l-xf j^^7V >-4— T JU) -3- 12- f3-(Z-^ n^^ ■>) e 



% 46 4*1 167-2 <t ^ IT, 5-^ n [3- (2-^ a 7^=^ 5>) ^ □ tr;u] hT 'J > 

(I. 29 lg) ^1-(I-Xf Mf^7y> -4--f ;U) - 3-^ a ^ -f y ^ J »J > (348ng> ^ £ , 
«»«7^;i'7 7^ttO«afl:§«|ya , >i* 4J8mg mm \ 11%) 
f> 3. & £l : 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) I. 07 (3H, t. J=6Hz), 1. 25 (3H. t. J = 7. 2Hz) . 1. 8 
6-1. 96 (2H. m) . 2. 8 2 (2H. t. J = 7. 6Hz) . 3. 14 (2H. a. J = 7. 2Hz) , 3. 33-3. 4 3 (4H. mh 3. 38 
(2H. t. J = 6. 4Hz) . 3. 50 (IH. qui. J=6Hz) , 7. 37 (IH. d. J=8Hz> , 7. 61 (III. ddd. J = 8Hz, 7Hz. 
I. 2Hz) , 7. 74 (IH. ddd. J = 8Hz. 7Hz. 1. 2HzK 7. 96 U H. d, J = 8Hz) , 8. 11 ( IH. sk 8. 11 ( 1 H. 
d. J=8Hz) . 8. 4 1 (IH. dd. J = 8Hz. 2. 4Hz) . 9. 27 (IH. d. 2. 4Hz) . 
ESI-Mass ; 4)9<MH+) . 

mmm i 4 4 l- (i-x^jp b*^ =? it >-4--r ;u -3- (2- n-* h ^ 7^ jd hr u 




Et 
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(144-1) 5-7Q*-2-< 3-* S*->- fcT »J ^ > 




OMe 



5-^ D (3-k: Y hf »J S? > (5. 426g) £ ^ h ^ t F D 77 

> (6 0ml) lci3£?L, K > (10ml) t ^ ^ > 7* & > f& & u ^ -i Y (2. 2 

ml)£* *tf*TH#lra;U IPf r>3ia# S^S^^^^^x^jU t7K{C7>IB 

*r«SJ§£zK&* &it(MgS(h), $cEE©*8 U*:. 3&&£ ;* ^ j -)], <l6ml> Ic&fc? L. 
*#T, 28%:** h 'J ^ A ^ h *> h'/^ ^ y — (4. 6mJ)€r3!jDAv ^ <g 7? - (& 

& & (MgS0«), *BE»«bfc.-H3fi&^U*y;P*7A^a-7h^^7-r-(»BE 

34S) 

'H-NMR(400MHz. CDCI*) ; 5 (ppm) 1. 54 (3H. d. J = 6. 4Hz) . 3. 85 (IH. t, J=6. 4Hz) . 3. 8 
6 (1H. t. J = 6. 4Hz) > 7. 33 (IH. dd. J=8. 4Hz. 0. 8Hz). 7. 79 (IH. dd. J = 8. 4Hz. 2. 4Hz) . 8. 64 
<1H, dd. J = 2. 4Hz. 0. 8Hz) . 

(144-2) S-Zf o^-2- (3-^ h * >^^;M K U > 



skMM 1 39-2 mm \Z LT, 5- 7 n q& -2- (3-* h * •> - 1 - Zf ? - )\, ) f U / > ( 1 . 
968g)^b. «feftil#tf)|£ggrt:£ <fe I. 125g£»fc. ; 56S) 

1 H-NMR (400MHz. CDC 1 a) ; 6 (ppo) 1. 17 (3H. d. J = 6. 4Hz). I. 83-1. 90 (2H. m) . 3. 32 (4 
H. s) .7. 07 (111. d. J*8. 4Hz). 7. 70 (IH. dd. J = 8. 4Hz. 2. 4Hz). 8. 57 < IH. d. J = 2. 4Hz). 




Me 
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^ ^11 67-2 i mmiZ IT, 5-:/ D -6-2- (3-* h * v ^ ^ ;U ) e'JyXl. 125g) 
<h 1- (l-x^;Hf ^ ^ ^ >-4--T Jl) / 'J > (377mg) 6* 3£^<& 7 

^ St £l : 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. J 1 (3H. d. J = 6. 4Hz) .1.24 (3H. t, J=7. 2Hz> % 1. 
75-1. 90 (2H. m) . 2. 74-2. 87 (2H. m) . 3. 13 (2H. a. J=7. 2Hz) . 3. 22 (3H. s) . 3. 26-3. 34 (1H. 
m). 3. 32-3. 42 (4H. br-s) . 7. 37 OH. d. J=8Hz>> 7. 61 (1H. dd. J = 8Hz. 7Hz). 7. 74 <IH. dd. 
J=8Hz. 7Hz) . 7. 96 IIH. d. J = 8Hz) . 8. 11 (I H. s) . 8. 12 (1 H. d. J=8Hz) . 8. 4 I <IH. dd. J=8Hz. 
2. 4Hz) . 9. 26 (1H, d, J = 2. 4Hz) . 
ESI-Mass ; 405 (MH+) . 

m m m i 4 5 l- (i-x^;u ^ y >-4--r ;h -3- 12- 12- (2-b k q * ->-2--> 
a ^ * is )V ) x ^ - ;i/ 1 e u y > -4--r I v * j u > ■ -> =x v m m <r> be 

(145-1) 5-7 P ^-2- 12- (I- h H □ ^ x y ^7 □ •> ;p) I^ 1 r t:' 'J y > 



Me 




OMe 



Et 
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^mm 139-1 1 mm \z it, z, s-y y d t e 'j > ! > in. 2i3g) ^ i-x^ z^*/^ 
o ^ j (7. 45ig) & m&&mw (o&mit^fy \A.n$%*%tL* mm: 

85%) 

'H-NME (4 00MHz. CDC1 ,) ; 6 (ppm) 1. 25- 1. 36 (1H. m) . I. 5 2-1. 80 (6H. d) . 2. 00-2. 06 

<2H. m). 2. 40-2. 45 UH. n) . 7. 31 UH. d. J = 8. 4Hz) .7. 78 U IH. dd. J = 8. 4Hz. 2. 4Hz>. 8. 6 
3 UH, d. J = 2. 4Hz). 

U45-2) 5-:/ D =£-2- 12- [ 1- (ter JU Z? ;* ^ U ;P ^ =fr -> ) -> ^ P JH 




3?SSfcl I 38-3 £ ^81 \Z LX, 5-^ d [2- K □ ^ -> ^ d ^ + -> 

hf 'J it > (2. 802g>** t>, !£3t£fa4K<Dt3Ii<t;^4& 4g*»fc. (iR^;100X) 
1 H-NMR (400MHz. CDC I a ) ; 6 (ppm) 0.21 (6H. s) . 0. 90 (9H. s) . 1. 32 - 1. 94 { 1 OH. o) . 7. 
28 UH. d. J = 8. 4Hz) . 7. 77 UH. dd. J = 8. 4Hz. 2. 4Hz). 8. 64 (1H. d. J = 2. 4Hz). 

(145-3) l- u-x^;u tf ^ 5 i? >-4--r )V) -3- K2- i2-f2- (t-y ^ ;u V * * ;u -> U 
)\,** is) -2- ~> z d ->;M x^x;ui e »j y>-4— f << v * j u > £ teT 
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^mm 167-2 1 mm tc u -c, 5-^ □ -2- 12- fi - (t-^^;i/ y u ^ 

DA^yMx^r^J fcf 'J V 7 > (4 g) <h 1 - { 1 - X ^ ;U tT ^ -7 >-4— f )V) -2-7 

n-=e< y ^/ y > (446mg)*> S>. H -fe & <£> & JS it & m 15 6mgiM#*:. (#22; 21 
%) 

1 H-NMR(400MHz. CDC 1 a ) ; 6 (ppm) 0. 2 6 (6H. s) , 0. 92 (9H. s) , 1. 14 <3H. t. J = 7. 2Hz) , 
I. 05-1. 75 < I OH. id) . 2. 55 <2H. q. J = 7. 2Hz) . 2. 74 (4H. t. J = 4. 4Hz) . 3. 59 (4H. I. J=4. 4Hz) . 
7. 49 (1H. dd. J = 8. 4Hz. 0. 8Hz) . 7. 50 (UH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 61 (1H. ddd. J = 8H 
z, 7Hz. 1. 2Hz) . 7. 69(iH. s) . 7. 80 (1H. d. J = 8Hz) . 8. 07 ( 1H, d. J = 8Hz) , 8. 40 (IH, dd. J = 8. 
4Hz. 2. 4Hz) . 9. 35 UH. dd. J = 2. 4Hz. 0. 8Hz>. 

(145-4) 1-(1-Xf J|/(f^7 ^>-4->T JD-l- 12- f2- (2-b K □ * -> -2- > ^ o ^\ * 
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-2-zs ? u *\ * ->;H x^x;u t: u s; >-4— r ] < v * j u > (isemg) £ ^ h ^ t 

Kn77> (iOnil) t:l§^l t 1M^ N ^ 7 ^ 7 > ^ — A 7 )V * U K / 7- h z? t 
F a !7 ^ >*« (0. 6ml> fcjo A. SiB T 30» H S# L fc. E *iB -& « £K«E X ^ 

iTKtc^Eb, *rffij§£*&. ^^(Mgsoo. mEEmt&i*. nm&mfemn\£ & 

I^ICSaitT, HfeT^EJP7 7 X 4£ CO 4 >a & llOmg^^fe. (iR ^ 

; 67%) 

l H-NMR (400MHz. DMSO-d.) ; 5 (ppm) 1. 23 (3H. t, J=7. 2Hz) , 1. 28-1. 64 {8H. m) , 1. 71 
-I. 78 <2H. m) . 2. 79-2. 86 (2H. id) . 3. 06(2H. q. J=7. 2Hz) , 3. 26-3. 36 (4H. br-s), 3. 38-3. 
76 (4H. br-s) . 7. 36 (1H. d. J = 8Hz) . 7. 60 UH. ddd. J = 8Hz. 7Hz. I. 2Hz) . 7. 7 4 UH, ddd. J = 
8Hz. 7Hz. I. 2Hz) . 7. 69 (IH. s) . 8. 10 (1H. dd. J = 8Hz. 2. 4Hz) . 9. 24 (1H. d. J -2. 4Hz) . 
ESI-Mass ; 445 (MH+) . 

ti^!4 6 l-ll-Xf^e^^y >-4-< Jl/> -3- [2- - JV) bf 'J >-5- 

<i )V W V J u > 0 EE 
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Br 




Me 



mmm\39-\£:mmiz LT* 2,5-y^Dttf l Jy> (24. 7g) tl-Z^XS. 63g) 
«fiS^c7)Sjiefb^^ 13. 113g«:»fc. : 60%) 

'H-NMR (400MHz. CDC 1 j ) ; 6 (ppm) I. 26 (3H. t. J-7. 6H2) . 2. 44 (2H. q, J=7. 6Hz) . 7. 7 
4 (IH. dd. J = 8. 4Hz. 2. 4Hz) > 8. 59 (1H. d. J = 2. 4Hz) . 
(146-2) 2-(\-Z/T- )l)-S-h 'J ?*1\,7.* >-;Uh: »J ^> 



*«WI6l-2(i:ra«lcLT. 5-^0^-2- U-7? 1 -^) t!'Jy> (2. 521g) 6, 
0«0<fc«« I.33lg£»£. <45t^ ; 25X) 
'H-NMR (400MHz, CDC1 j) ; <5 (ppm) 0. 88 (9H. t. J = 7. 6Hz) , 1. 06-1. 1 1 (6H. m) . 1. 26 (3 
H. t, J =7. 6Hz) . 7. 30 (IH. dd. J =7. 4Hz. 1. 2Hz> . 7. 67 (IH. dd. J = 7. 4Hz. 1. 2Hz) . 8. 52 (1H. 
t. J=L 2Hz). 

(146-3) l-(l-X5P^ bf ^ >-4--f JU1-3-I2- (1-7^ - JU) fcf U ^ >-5--f JH 





Me 



Et 
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mmm i6!-2 1 mm \z it, 2-(i-^f-ju-5-h'jyf ;^^>zjnf'jy> 

(1. 33lg) t 1- (I-x^^tf ^ ^ >-4— f JH-3-?D^-fV*;iJ> <466mg) £ , 
Sfe7^JP77^^^Sgjt^^ 155mg£^;t. (iR^ ; 21%) 



'H-NMR (40OMHz. CDC],) ; <5 (ppm) I. I8(3H. t. J = 7. 2Hz). 1. 29 (3H. L J =7. 2Hz> . 2. 5 
0 (2H. Q. J = 7. 2Hz) , 2. 56 (2H. q. J=7. 2Hz) . 2. 75 (4H. t. J=4. 4Hz) , 3. 59 MH. t, J = 4. 4Hz) . 
7. 46 (1H. d, J=8Hz) . 7. 50 (1H. ddd. J=8Hz. 7Hz. 1. 2Hz) . 7. 6 2 UH, ddd. J = 8Hz. 7Hz. I. 2H 
z) , 7. 7 1 (III. s) , 7. 82 (HI. d, J = 8Hz) . 8. 09 (1H. d, 3 = 8Hz) . 8. 40 (IH, dd. J = 8Hz. 2. 4Hz) . 
9: 29 (1H. d. J = 2. 4Hz). 
ESI-Mass ; 371 (MH+) . 

&mmi 4 7 I - 14-X^Jb h' ^ =7 zS >-l--f ;U) -3- f2- U > -4-< Jl/) fcf »J 



3-y a^e-l- (4-X^JUfc: y>-l-f ;H-fV* / U > (1. 2 7g) <h f2-(^;i/^ 'J 
>-4--f iU) h* 'J i> >-5--f ;H h 'J f^-JU^ 9 -*> (3. 03g) 7h7 + Xh'j7i 
x 7 * 7> 7 ^ > v 9 a tj k (0. 50g) <D& £ET, * f> V > (50m]) * tCT I40*C T5P^ 
IB] K JS $ -fr fc . £ ft & £ 8 $8 L , aaElcBSEX^JPtfiSfaSift^W^h'J^A* 





N 
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L. mU£ &BE%l4zLtc. mm & > 'J # v ;u x 5 a ^ o v h >f 7 7 4 - (ig it * r 

'H-NMR (400MHz. CDCU) ; <5 (ppm) I. 17 it, J = 7. 2Hz. 3H) . 2. 55 (q. J=7. 2Hz. 2H) > 2. 7 
5 (br-t. 4H) . 3. 54 (n ( 4H) . 3. 59 (br-t. 4H) . 3. 85 (id. 4H) . 6. 72 (d. J = 8. 8Hz. IH) . 7. 42 (b 
r-t. 1H) . 7. 55 (s. JH) . 7. 56 (br-t. IH) . 7. 75 (d. J = 8. 0Hz. IH) . 8. 04 (d. J = 8. 0Hz. IH) . 8. 
27 (dd. J = 8. 4. 2. 4Hz. IH) . 9. 02 (d. J = 2. 4Hz. IH). 

Bi t 

fifejft ; 186X: 

1 H-NMR (400MHz. DMSO-de) ; 5 (ppm) 1. 33 (t. J = 7. 2Hz. 3H) . 3. 23 (m. 2H) > 3. 36 (m. 2H) . 
3. 51 (br-t. 2H) . 3. 63 (br-d, 2H) • 3. 66 (m. 4H) . 3. 77 On, 411) . 4. 00 (br-d. 2H) , 7. 26 On, 1 
H) . 7. 6 J (br-t. IH) , 7. 75 (br-t. IH) , 7. 95 (br-d. IH) . 8. 08 <s. IH) . 8. 11 (br-d, IH), 8. 
54 (m. IH) . 8. 86 (br-s. IH). 
MS (FAB) m/z 404 (M+H) +. 

mmm 1 4 s i- u-x^;u ti ^ ^ ^ >-i— r ;n-3- fs- (^e ju* u >-4-^ jh hr m 
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3 _ (5-^/ o =E tf »J >* >-2--T ;H-l-(4-Xf^ t:^7V>-l-f jpkv^; u > 
(0. 2 J g) t. * )V * >J > (0. 1 2d I ) £ , 5^ h 5 * * h'J7x-^7* 77>f > is >? D U 
H (0. 30g) cd£f£T\ U> (30iDl)*fcTI40T:T5*SHKJSS-»fc. ELfcWL^Hk 

u # ^ a ^ □ v h^/7^^-(^^b^^u>/'^^y-^^)-cif 

2I&# : 

MI-NMR (400MHz. CDC] 3) ; 6 (ppn) L 20 (t. J = 7. 2Hz. 3H) , 2. 58 (q. J = 7. 2Hz. 2H) . 2. 7 
9 (br-s. 4H) . 3. 27 (ra, 4H) > 3. 59 (br-s. 4H) .3.91 (m. 411) , 7. 30 (dd, J = 8. 8. 2. 8Hz, 1H) . 7. 
46 (br-t. 1H) . 7. 58 (br-t. 1H) . 7. 85 (d. J = 8. 0Hz. 1H) . 8. 07 (d. J = 8. 0Hz. 1H) . 8. 26 (s. 1 
H) , 8. 37 (d. J = 2. 8Hz. 1H) . 8. 4 1 (d. J = 8. 8Hz. 1H). 

T, G ©&g|*fc'&4£)*£&i£ 52mg£#*:. 

6Sc <^££ • 

l H-NMR (400MHz. DMSO-de) ; 6 (ppn) 1 . 34 U. J =71 2Hz. 3H) , 3. 24 (□. 2H) . 3. 32-3. 4 2 
(m. 6H) , 3. 50-3. 65 (m. 4H) .3.81 (id. 4H) . 4. 13 (br-d. 2H) . 7. 69 (br-t. !H) . 7. 81 (br-t. 
1H) . 7. 94 (br. 1H) . 8. 04 (br-d. 1H) . 8. 16 (br-d. 1H) . 8. 36 (br-d. 1H) . 8. 45 (br-s. HI) . 
8. 48 (br-d. 1H) . 
MS (FAB) m/z 404 (M+H) +. 

mmm 1 4 9 3- 12- (2. 6-->* * ^;u^e u >-4-^f ju) v u *j >-5--f jui -1- (4- 
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(4-x^;b f ^ 7y>-l-<JH-fV + ; 'J > (2. OOg) £ [2- (2. > 
JV3fc U >-4—f ^) tf 'J x >-5--f JHh'J^f J^^t>(5. 70g) ^ h 
3rZ>h l )7zL-)l,y*7>y'< >zS £7 a »J K (0. 5 0g> <Z>#£ET* -> U > (70m!) ^ \z 
X HOt: TSPfKIJRJS $ it £f£iK£«*gb* ^ fig tc & ^ ^ )V £ £& 10 £t & ?k SBS 
-^-h'J^ATK^ljaAT^^Lfc. *T fifc H £ * k ffifn**3k-etSfe»*. 8fc & -7 * 

4 - mit*7-u>/ ; -~)\,&)-cmnvT* m&tettw&mit -summit o. 

76g£f#/c* 

'H-NMR (400MHz. CDC),) ; 6 (ppm) I. 18 U. J =7. 2Hz, 3H) . 1. 30 (d, J=6. OHz, 6H), 2. 5 
7 (q. J = 7. 2Hz, 2H) , 2. 60 (dd. J = 13. 0, 10. 4IIz, 6H) . 2. 7 6 (br-t, 4H) . 3. 60 (br-t. 4H), 3. 
76 (ddd. J=10. 4. 6. 0. 2. OIlz. 2H) . 4. 14 (dd. J = I 3. 0. 2. 0, 2H) . 6. 72 <d. J = 8. 8Hz. 1 H) , 7. 
42 (br-t. IH) . 7. 55 <s. IH) . 7. 5 7 <br-t. IH) , 7. 76 (d. J = 8. 0. 1H) . 8. 04 <d, J =8. 0. 1. OHz. 
Ill) . 8. 26 <dd. J = 8. 0. 2. 4Hz. IH) . 9. 02 (d. J = 2. 4Hz. IH) . 
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MA \ I80TC 

'll-NHR (400MHz. DMS0-d«) ; 6 (ppm) 1. 19 (d. J = 5. 6Hz. 6H) . I. 32 (t. J=7. 2Hz. 3H) > 2. 
62-2. 68 (in. 2H) . 3. 24 (m. 21!) , 3. 37 (o. 2H) . 3. 48 (br-t. 2H) % 3. 60-3. 70 (n. 4H) . 4. OJ (b 
r-d. 211) . 4. 29 (br-d. 2!I) . 7. 24 (m. IH) . 7. 60 (br-t. 1H) . 7. 55 (br-t. 1HK 7. 75 (br-t. t 
II) . 7. 95 (br-d. Hi), 8. 05 (br-s. Ill) . 8. 1 1 (br-d. 1H), 8. 49 (m. J II) . 8. 8 6 (br-s. JH). 
MS (FAB) m/z 432 (M+H) +. 

mmm i s o i- ^ *j >-\~4 )V) -3- f2- (5 1 a-^ ju* u >-4--r ;u> 



3-"7* D -1- e^7y>-l-^;H-f V^y »J > (0. 69g> i [2- (^ *^E^ 

* U >-4— f ;U) t* 'J >-5-*f ;H h U 7^)17,? ~f > (l. 62g) Th^ + ^hU 
7 ^ - )V-7 * 7. ~7 4 > is 2 D } ) Y (0. 50g) O^fiT, * > ^ > (50ml) ^l:T NOT: 

0. 66g£^ &. 
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28 f8# : 

l H-NMR (400MHz. CDC1 »J ; 6 (ppm) I. 24 (br-s. 3H) , 2. 64 (br-s. 2H) ♦ 2. 70 (a. 4H) . 2. 
80 (br. 4H>. 3. 67 (br. 4H) . 4. 04 (o. 4H) . 6. 42 (d, J = 8. 8Hz. 2H) . 7. 43 (br-t, 1H) . 7. 56 (b 
r-t. 1H) . 7. 76 (d. J=8. 0Hz. 1H) . 8. 03 (d, J = 8. OHx. IH) , 8. 24 <dd. J = 8. 8. 2. 4Hz. 1H) . 9. 
00 (d. J = 2. 4Hz. IH). 

n e» nfe mm<* (o. 20g) ^^siuDis^ti, i^-^/i-tjm^i 

Ki • 
H£ ; 2iot: 

'H-NMR (400MHz. DMSO-d.) ; 5 (ppm) 1. 33 (t. J = 7. 2Hz. 3H) , 2. 75 (br-s. 4H) . 3. 20-3. 
27 (d. 2H) . 3. 47-3. 56 (d. 2H) . 3. 60-3. 66 (br-d. 2H> , 3. 97-4. 02 (br-d. 2H) . 4. 10 (br-s. 
4H) . 7. 37 (m. IH) . 7. 62 (br-t. IH) , 7. 77 (br-t. IH) . 7. 96 (br-d. IH) , 8. 09-8. 14 (m. IH) , 
8. 58 (m. IH) . 8. 80 (m. IH) .10.9 (m. IH) . 
MS (FAB) n/z 420(M+H)+. 

mm mi s 1 i-(4-x^jnr^^ ^>-h ;u)-3- f2- (s-^^ ->^^-^eju^ »j > 

-4— f JP) tf 'J y >-5-*f JUW V y 'J >- = giftJfl<D'&fiE 



o 




*ts« isorsfc i - (4-x^n, tr^ 7 ^ >-i — r )V) -3- [2- t^* ^ »j >-4-< 
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3-£ d Dig^^SK (56og) £. *^TT!^fS3Slc:$ ttfc. £ JS« £ »tt x ^ £ 
ft*D«K**t h'J'>^*l:»EL, ffiffl^*fi* "Cifeii>&, BSe*^ 

# 28mg£r?§*:. 

: 

'H-NMR (4 00MHz. CDC 1 3) ; 5 (ppm) I. 22 (t. J-7. 2Hz. 3H) . 2. 63 (q. J = 7. 2Hz, 2H) . 2. 7 
9-2. 88 In. 8H) . 3. 65 (br-s. 4H> . 4. 22 (m. 4H) . 6. 82 (d. J = 8. 8Hz. 2H) . 7. 45 (br-t, 1H) . 7. 
58 <br-t. IH) . 7. 76 (d. J = 8. OHz. IH) . 8. 03 (d. J = 8. OHz, 1H) . 8. 28 <dd. J = 8. 8. 2. 4Hz, IH) . 
9. Ol (d. J=2. 4Hz. IH). 

<l£^ 

; i7or 

MS <FAB) m/z 436 (M+H) +. 

m m m 1 5 2 1- (4-X5 1 Jl/ fcf 5? ;U)-3-f2-(4-b H P * -> e ^ 'J ^ > 
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3-:/ d <4-x^;u ^ y>-l-f JU-f V + y 'J > (I. 16g) £ 12- [4- (I-:/ 

(1. 37g) fh7 : l : 7h l J7x-il'7*^7^>y^DiJ K (0. 30g) CD** SET. 
* ~> U > (30ml) * tCT I40t; T'$mV\Rfc £ -ttfc. £ £ i£ £ 28 *8 L , mmiZ2tt&& 

itH, g^Sf x^^T^tii Life. WiM^*, fiafO^lfiTKTft^^. 

mmmw o. 26g£f§*:. 

, H-NMR(400MHi. CDCI,) ; 6 (ppm) I. 18(1. J = 7. 2Hz. 3H) . L 33 (dd. J=I2. 0. 4. OHz. 2 
H) . I. 43 <d t. J = 0. 8. 6. OHz. JH) . 1. 86 (br-d. J=12Hz. 2H) . 2. 56 (q, J =7. 2Hz. 2H) . 2. 7 6 
(br-s. 4H) . 2. 92 (dt. 2. 4. 12. 8Hz, 2fl) . 3. 55 (t. J=6Hz. 2H) . 3. 59 <br-s. 4H) . 4. 44 (br- 
d. J = 1 2. 8. 2H) . 6. 76 <d. J = 8. 8Hz. 1H) . 7. 42 (br-t. 1H) . 7. 54 <s. 1H) . 7. 75 (d, J = 8. OHz. 
1H) , 8. 04 (d. J = 8. OHz. IH>. 8. 23 (dd. J = 8. 8. 2. 4Hz. 1H) . 9. 01 (d, J = 2. 4Hz. 1H). 

§£ ■ 
B&jA ; 188r 

1 H-NMR (400MHz. DMSO-d*) ; fi (ppta) 1. 27 (br-d, J = I3. 4Hz. 311) . 1. 34 U. J=7. 2Hz. 3 
H) , 1. 73- 1. 86 (m. IH) v I. 83 (br-d. J = I 3. 4. 2H) > 3. 23 (m. 2H) . 3. 31 (m. 2H) . 3. 3 2-3. 37 
(m. 2H) . 3. 4 2-3. 5 6 (m, 4H) , 3. 98 (br-d. 2H) , 4. 4 I (br-d, 2H) > 7. 52 (br-d, IH). 7. 64 (br 
-t. J = 7. 6Hz. 1 H) . 7. 78 (br-t. J = 7. 6Hz. 1 H) , 7. 97 (br-d. J = 7. 61Iz. IH) .8. 11-8. 15 (m. 1 
H) . 8. 13 (s. Ill) . 8. 65 (br-d. J =7. 6Hz. 1H> . 8. 68 (br-s. IH) , II. 14 (br-s. IH). 
MS (FAB) m/z 432 W+H) +. 

mm m 1 5 3 l-(4-X^;U fcf ^ ^ V >-I--f ;U) -3- f2- (4-* h^ylf^iJ y >-l 
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3-^ □ ^E-l - (4-X^Jl* tf ^ ^ 5? >-l— f no *f y * y U > (0. 8 3g) <!: [2- (4-;* h =^ 

>- tr ^ 'J v ? >-i— r ;u) tf 0 >-s--r )v\ h y y^-n^x* > (0. 94g) ^ h 

^ h'J7xzJl/7*^7^ > ~>* ^ o U K (0. 40g> (O^&T, ^ > U > (30ml ) * Ic X 
MO-C *T*5^raS^$i*fc. KKffi$a»U. I* H x ^ ^ t tK tc ^ SB b fe 0 mmm 

mm & is o t> y )i i) 5 & ? a b # ^ ^ - mit^^u > / * ? j - )u&)-ct% 
in, $tm&tto#;<Dmmit'£%im&ft o.6ig*#fc. 

1 H-NMR (400WIIz. CDC1.) ; fi (ppm) K 18 (t, J = 7. 2Hz. 3H) . 1. 65 (n. 2H) . 2. 56 (a. J = 7. 
2Hz. 2H) . 2. 76 (br-s. 4H) , 3. 31 (ddd. J-13. 2. 9. 6. 3. 6Hz, 2H) . 3. 40 <s, 3H) . 3. 59 (br-s. 
4H) , 4. 06 (m. 2H) , 6. 77 td ( J = 8. 8Hz. 1H) , 7. 42 (br-t ( 1H) . 7. 54 Is. 1H) . 7. 76 Id. J =8. OH 
z. 1H) , 8. 04 (d. J = 8. 0Hz. 1H) . 8. 23 (dd. J = 8. 8. 2. 4Hz, 1H) . 9. 0 I (d. J = 2. 4Hz. 1H) . 

n it mm & & n &iz ct o &mm t / - )i/ ju^ £>m& & l 

Si^ ; 170*C 

1 H-NMR (400MHz. DMSO-d 6 ) ; <5 (ppm) !. 35 (t. J=7. 2Hz, 31!) , I. 58- 1. 68 On. 2H) . i. 95 
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-2. 04 (m. 2H), 3. 23 (n. 2H) . 3. 31 (s. 3H) . 3. 38 (m. 2H) . 3. 51-3. 59 (m. 5H) . 3. 64 (m. 2H) 
3. 97 (br-d. 2H) . 4. 02 (d, 2H) . 7. 54 (br-d. 1H) . 7, 64 (br-t. IH) , 7. 78 (br-t. 1H) . 7. 97 
(br-d. IH). 8. 1 1-8. 15 (m. 2H) . 8. 65-8. 70 (d. 2H) * II. 34 (br-s. 1H) . 
MS (FAB) o/2 432 (M+H)+. 

1 5 4 l-U-X^JU ^>-l— f JU)-3-f2-(4-b K □ * -> * ^ )V h? ^ 



3-^ D ^Er-l- (4-x^;nf ^ ^ >-i--f ;H*r v * / 'J > (l. 35g) -h [2- (4-x 
f F7^XF'J7i-jP^7>{ >> ? ^D»J K(0. 40g> 0>#3E T, * > V > (50 

Ufc. ^^n^^ffelfttt^^SSf h7 t KD7 7>(30ral)IC^ffifL, TkSMfc 
7 - A 'J ^C? A (1. 9ml. lM-THFig&) E * (0. 07ml) , 

5N7K&{fc ± V U AtK (0. 07ml) , tK (0. 2 lm I ) <D m (C Al A , ^ & X- 1 J$ B3 It # b . 

*®1»£filPflftx^^-Ctt$*ft, ^^SriSfilU^. SI ft £ 5/ 'J * 

yj^7 a^p^? h^77^ - (Sik^5 : i/>/^^y-;^)Tt&KLT, kx 
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1 H-NMR (400MHz. CDCU) ; 6 (ppm) 1. 18 (t. J = 7. 2Hz. 3H) . I. 33 (dd. J=12. 0, 4. OHz. 2 
II). 1. 43 <dt. J = 0. 8. 6. 0Hz. Ill) . I. 86 (br-d. J = 1 2. 2H) . 2. 56 (q. J = 7. 2Hz. 2H) . 2. 76 (br 
-s. 4H) . 2. 92 <dt. 2. 4. 12. 8Hz. 2H) . 3. 55 (t. J=6Hz. 2H) . 3. 59 {br-s. 4H) . 4. 44 (br-d. J 
= 12. 8. 2H) . 6. 76 (d. J = 8. 8Hz. 1H) . 7. 42 <br-t. JH) . 7. 54 (s. IH) . 7. 75 <d, J = 8. OHz. 1H) . 
8. 04 (d, J = 8. OHz. 1H) . 8. 23 (dd. J=8. 8. 2. 4Hz. IH) , 9. 0 1 (d. J = 2. 4Hz. IH). 

& : 
m& ; 188r 

1 H-NMR <400MHz. DMSO-d.) ; <5 (ppm) 1. 27 (br-d. J = 13. 4Hz. 3Hh I- 34 (t. J = 7. 2Hz. 3 
H) . 1. 73-1. 86 (m, IH) . 1. 83 (br-d. J=13. 4. 211) > 3. 2 3 (m. 2H) . 3. 3 1 (m. 2 H) , 3. 3 2-3. 37 
(id. 2H) . 3. 42-3. 56 (m. 4H) . 3. 98 (br-d. 2H) t 4. 41 (br-d. 2H) t 7. 52 (br-d. IH) . 7. 64 (br 
-t, J = 7. 6Hz. IH) . 7. 78 (br-t. J =7. 6Hz. IH) . 7. 97 (br-d. J =7. 6Hz. IH). 8. 1 1-8. 15 (n. 1 
H) , 8. 13 (s. IH). 8. 65 (br-d, J = 7. 6Hz. IH). 8. 68(br-s. IH). II. 14(br-s. IH) . 
MS (FAB) m/z 432 (M+H) +. 

1 5 5 3-T2-(5. 6-5? b H P-2H-hT ^ > - 4 — f JU) g 'J *J > -S->f JUl - 1- 14- 



^;66#J 161-2. *^TSSW20tH«»:l/t, 5-^D^-2-(5. 6-/t H o-2H-tf 




(COOH) 2 



O 




N 
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y >-4--f ;H t: 'J i? > (432mg) *5 «fc 3-^ □ t - 1- (4-X ^ )V ^ 7 >- 1-< ^ ) -f 
7*y U > (Ming) ^MfeflfitK^ I27ng£#£ <HX*£ ; 90X) . C t\ £ # £ \Z 0 

H£ ; 1 56- J 59*0 

'H-NMR (400MHz. DMSO-d.) ; <5 (ppm) 1. 23 (br. 3H) .2.51 (br. 2H) . 3. 06 (br. 2H) . 3. 3 
2 (br. 4H) . 3. 67 (br. 4H> . 3. 84 (br. 2H) . 4. 26 (br. 2H) , 6. 47 <s, IH) . 7. 63 (br. 1H) . 7. 96 
(d. J = 8. OHz. IH) . 8. 06-8. 13 (m. 2H) . 8. 38 (d. J = 8. OHz. IH) , 8. 45 (s. 1H) . 8. 7 8 (s. ] H) . 
MS (FAB) n/z 401 (M+H) +. 



'H-NMR (400MHz. CDC1.) ; 6 (ppm) 1. 16(1. J=7. 2Hz. 3H) , 2. 54 <Q. J=7. 2Hz. 2H) , 2. 8 
8 (t. J = 8. OHz. 1H) . 2. 73 (br. 4H) . 3. 52 (br. 4H) . 3. 99 (t. J = 5. 6Hz. 2H) . 4. 38 (q. J = 2. 8H 
z, 2H) . 6. 28 (br. IH) , 7. 49 (t. J = 8. OHz. 1H) . 7. 61 (t. J = 8. OHz. 1H) . 7. 80 (dd. J = 8. 4. 2. 
4Hz. IH) . 7. 89 (d. J = 8. OHz. IH) , 8. 10 (d. J = 8. OHz. I H) . 8. 3 8 (s. IH) . 8. 49 (d. J = 8. 4Hz. 
IH) . 8. 74 (d. J = 2. 4Hz. IH) . 

1 5 6 3- f2- (r h 7 b K □ 7 >-4->f )V) tf U *J >-5->T Al-l-(4-X^ 



**fi«161-2, # UTS&«S«20fc « (C IT, 5-:/ D -2- (7^ h 7 h K o hf 7 > 




o 
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-4--f )H t; 'J v > (74 5me) & J: Zfi2-y n ^E-l- (4-X^;U fcf ^ 7 x f ^) V 4- 

;>J> (300mg) 7^ 6 C (Dfcfetttt (387mg) tc> * y - )V { J Oml) t rt ? 

W >&m (25ing) fclKJA.. *355S?SST> £&i£f£ 

260mg£^*: mm ; 69%) . C ft £ * & J; 0 -> ^ £ & g £ L % g» 
fl fls "> ^ C 18 « £ & « & * » fc. 
> i : 
Hj& ; 158-160X: 

1 H-NMR (400MHz. DMSO-d*) ; 6 (pp D ) )• 27 <t. J=7. 2Hz. 3H) . I. 76 (br. 4H> . 2. 92 (br. 
1H) . 3. 19 (br. 2H) . 3. 30-3. 85 (m. 10H) , 3. 99 <d. J = I I. 2Hz. 2H) . 7. 65 (t. J = 8. 0Hz. 1H) . 
7. 76 (t, 1 = 8. 0Hz. 1H) . 7. 86 (dd. J = 8. 4. 2. 0Hz. IH) t 8. 09 (d. J = 8. 0Hz. IH), 8. 14 (d. J = 8. 
4Hz. 1H) . 8. 37 (d. J=8. 0Hz. 1H) . 8. 46 is. 1H) . 8. 6 ! (d, J = 2. 0Hz. JH) . 
MS (FAB) m/z 403 (M+H) +. 

1 H-NMR (400MHz. CDC) *) ; 5 (ppm) 1. 19 it. J = 6. 8Hz. 311) . 1. 82- 1. 92 (m. 4H) . 2. 57 (q. 
J = 6. 8Hz. 2H) . 2. 78 (br. 4H) . 2. 78-2. 98 (m. IH) . 3. 55-3. 59 (n. 6H) . 4. 1 1-4. 14 (d. 2H) . 
7. 50 (t. J = 8. 4Hz. 1H) , 7. 61 (t. J = 8. 4Hz. 1H) . 7. 68 (dd. J = 8. 4. 2. 4Hz. IH) . 7. 89 (d. J = 8. 
4Hz. IH) ,8.11 (d. J = 8. 4Hz. 1H) . 8. 36 (s. 1H) . 8. 48 (d. J=8. 4Hz, 1H) , 8. 57 (d, J = 2. 4Hz. 
1H). 

*»ti I 5 7 3- 14- 13- (3- fcf 'J V )V) ZT p 7* * zs 1 7 - JU I - 1 - (4- X T JU fcf ^ ^ 

>-i-*r jh >f v * y u > ia&i&o^Eg 
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mmwsi t m& -\z l t, 3- u- 1 k □ * ? x — ;io -i-<4-x^;i- t: ^ 5 v >-i 
-<;i/)<v + y u > <20img) 43 «t t/3- u-* * > x jw* hyoe;nif»jy> 

(194ng) 68!fift:$tt<Difiltt# 62mg£ » & (JR m ; 23X) . £ n £ « \z X D « K 
iJI 81 {& : 

'H-NMR(400MHz. CDC 10 ; 6 (ppm) 1. 19 (t. J = 7. 2Hz. 3H) . 2. 10-2. 18 <o. 2H) . 2. 57 (q, 
J = 7. 2Hz. 2H) . 2. 78 (br. 4H) , 2. 85 U. J = 7. 6H2. 2H) . 3. 60 (br. 4H) , 4. 04 (t. J = 6. OHz. 2H) > 

6. 98 (d, J = 8. 8H2. 2H) . 7. 22 (dd. J = 7. 6. 4. 4Hz. 1H> . 7. 4 3 (dt, J =8. 0. 1. 2 Hz. 1HK 7. 53- 

7. 56 On. 1H) , 7. 56 (dt. J=8. 0. 1. 2Hz. IH) . 7. 62 (s. IH) , 7. 76 (d. J = 8. OHz. 1H). 8. 05 (d. 

J = 8. OHx. IH) . 8. 1 1 (d. J=8. 8Hz. 2H) . 8. 46 (dd. J=4. 4. 1. 6Hz. IH) . 8. 5 1 (d. J = 2. OHz. IH) . 
MS (FAB) m/z 453 (M+H) 4. 

^mmi s 8 i-m-x^ju ^ s?>-4— r ;u-3- n-y m - ;u e ^ v >-4->r 
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I 



I - (l-x^JU fcT ^ ^ i? > -4-< ;H -3-^ □ ^-f V * y U > (63 log) * v^^tf > 
( 1 5 id I ) t~ ?3 L . l-7xZMf^7y> (3 3 lag) <h h U X (>? ^ U 5r > 7 -fe K 
>).(>* □ d * jl, A) Vrt 5 5* O A (0) (lOmg) b »J -o- h "J * X 7 >f > (12mg) 
^ctlXt-y h »J ^A (23 lmg) ^ ^ . m m & W % T , 1 00T: T* — L 

*g l . (NH) ->u^y;u^^A^ - (WKx^-jb/'\*-*>*)T?tt 

n ^7 6£1£ : 

1 H-NMR (400MHz, DMSO-d.) ; 6 (ppm) 1 . 22 (3H. t. J = 7. 2Hz) , 3. 08 (2H, q. J = 7. 2Hz) . 3. 
24-3. 32 (8H. m) . 3. 46-3. 62 (4H. m) , 3. 63 (4H. t. JM. 4Hz) . 6. 67 (1H. s) . 6. 80 (2H. d, J = 
8. 8Hz) . 7. 21 (1H. ddd. J = 8Hz. 7Hz. 1. 2Hz) , 7. 23 (IH, dd. J = 8. 8Hz. 7. 2Hz) , 7. 49 (1H. dd 
d. J = 8Hz. 7Hz, I. 2Hz) . 7. 63 (IH. d. J = 8Hz) . 7. 87 (IH. d. J = 8Hz). 
ESI-Mass ; 402 WH+). 

^j^J 1 5 9 1- b: ^ ^ i> >-4-<1 )V) -3- f 1 - (2- fcf 'J ^ ^ ) hT ^ 5 > - 
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Et 



nmmisztm&iz lt, i-(i-x^;utf >-4--f ;u)-3-:/o^:-f U 

> (760mg) £ 1 - (2— tT 'J 5? Af) ^ ^ ^ > (I. 162ng) rt> £ , iS67 ; E^77XttO 
fiS j® ft ^1 y i ^7 8£ £l 533mg^^fc„ <iK^;42S) 
i' ol O Et : 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1 . 23 (3H. t. J = 7. 2Hz) . 3. 1 0 <2H. q. J = 7. 2Hz> , 3. 
26-3. 36 (4H, m) , 3. 46-3. 64 (4H. m) , 3. 57-3. 66 (8H. n) . 6. 65 UH. ddd. J = 7Hz. 5Hz, 0. 8H 
zK 6. 66 (1H, s) . 6. 89(1H. d. J = 8. 8HzK 7. 21 (1H. ddd. J = 8Hz. 7Hz. 1. 2Ha). 7. 48UH. dd 
d. J = 8Hz. 7Hz. 1 . 2Hz). 7. 55 (1H. ddd. J = 8. 8Hz. 7Hz. 2Hz) . 7. 62 <1H. d. J = 8Hz) . 7. 87 (1H, 
d. J = 8Hz) .8.13 UH. ddd. J=5Hz. 2Hz. 0. 8Hz) . 
ESI-Mass ; 403 (MH+) . 

mmm i 6 o 3-r4-(4-*ju* o - jui 7xrjn-i-M-i»^e^7 v >-\-f )i) 
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4-7 )U* a 1 > »/- K »J )V (10. 89g) t^Jlfc 'J > (7. 84g) * . St*'J9A(l2. 
42g) CDSFfcT* y/f ;^;^*i/H (45ml) * T S U> £ ttgfc4- (4-*JI/* >J 

n;v) * > h u ;u n- / ^;u-o- h ;p y ^ k (8. oi9g) ntsn 10-1 1« o 

TRJSS-S* 3- [4- (4-*;U* 'J 7irAW v * y U >-!-*• > 6.840g*^ 

fc. 

% £ tl?t 3- [4- (4-*^* 'JzJH7iz;H-f V + y 'J >-l-* > (1. 52 3g) $ £1S 
«s)66i: JRtf? y 'J ^ y JU* ^ * d v h ^ ^ 7 w — □ D 7fr)l I*/ * & 

y-J^)T»BLT, &j»^fa#<D«Slfl:£4&<9i2l&# 1.623g£»&. 

'H-NMR (400MHz. CDC1.) ; <5 (ppn) I. 17 (t. J = 7. 2Hz. 3H) . 2. 55 (q, J = 7. 2Hz. 2H) . 2. 7 
5 (br-t. 4H) % 3. 23 (I. J = 4. 8Hz, 4H) . 3. 5 8 (br-(, 4H) , 3. 88 (t. J = 4. 8Hz. 4H) . 6. 99 (d. J = 
9. 0Hz. 2H> . 7. 41 (br-t. IH) . 7. 55 (br- 1. IH) . 7. 60 (s. Ul) . 7. 7 5 (d. J = 8. 0Hz. 1H) . 8. 05 
(d. J = 8. 4Hz. IH) , 8. 1 1 (d. J = 9. Oflz. 2H) . 

6£ . 

Wi& ; 242-245*C (KM) 

'H-NMR (400MHz, DMSO-d.) ; <5 (ppn) J. 33 (t. J = 7. 2Hz. 3H) . 3. 19-3. 2S (m. 6H) . 3. 30 
-3. 38 (d. 2H) > 3. 54 (br-t, 2H) . 3. 62 (br-d. 2H) . 3. 82 (br-t. 4H) . 3. 98 (br-d, 2H) . 7. 19 
(d. J = 8. 6Hz. 2H) . 7. 56 (br-t. 1H) .7.71 (br-t. 1H) . 7. 95 (d. J = 7. 6Hz, 1HK 7. 98 (s. IB). 
8. 09 (d. J- 8. 4Hz. IH), 8. 12 (d. J = 8. 6Hz. 2H) , 1 1. 13(br-s. 1 H) . 
MS (FAB) m/z 403 (N+H) +. 

^mm i 6 i ;pe^7v>-w jM-3-iz-b Ko^i/^f j^^7x 

(161-1) 2- (4-7 u^T* 7 x >-2--f J|/l-l,3-y^»V7> 
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Br 




4-^Dt-2-f ^7 x >1) -> 7 )Vt t K (50g) £ MH> (500ml) tl L , 

X^U>^'j3-;U(8lg)ip-h^x>^;U^>S£ (572ng) ^ IfflA, ^^->X^ 

i|7KTi*^^L, &&(MgS0<K «flE»«L,fc. $ U * y > ^ 7 A ^ □ ■? 

h tf^y - i^ffixf jp/^ + it >^>t^sit, m&ttoftommit'sm ssg 

(4X3* ; 89%) 

'H-NMR (4 00MHz. CDC 1 3) ; 6 (ppn) 4. 00-4. 13 <4H. m) . 6. 06 (IH. s) . 7. 08 (IH. d. J= I. 
2Hz) . 7. 21 (1H. d. J = J. 2Hz). 

(161-2) 4- h U JPX ^ > ~ )V-2-^ * 7 x >a JfcaK=fr 7 fcr H 



2- (4-y □ -t^* 7 x >-2-< ;U) -1. 3->* V 7 > (2. 35 lg) > U- > (30m I) 
Kig/fcl,, tf* (MJ y^^^V) (5. lml)£^h^** (h U ? x = * 7 >) 
rt? A (Il6mg) X. £3S3?H^T, 120^ T IISW in L ^ 4fc £ 

^it>^)T*S$SLT, j»»fittK«)Slft««l 1. 165g€:»fc. (4X^;29X) 
1 H-NMR (400MHz. CDC1 >) ; 6 (ppn) 0. 90 (9H. t. J = 7. 2Hz) . 1. 07-1. 12 (6H. m) . 1. 28-1. 
38 (6H. m) . 1. 50- 1.58 (6H. n) . 7. 72 ( IH. d. J = I. 2Hz) . 7. 79 ( IH. d. J = 1 . 2Hz) , 7. 79 (1H. d. 
J=L 2Hz) . 9. 99 (IH. d. J = l. 2Hz) . 

(161-3) 1- d-x^;u ^ 7 y >-4— f ;M - 3- 12-fr i^Jbf t7x >-4— f no -r 
y * / u > 



(Bu) 3 Sn, 




CHO 
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I 

Et 



l-d-Xf ;Hf^7y >-4--f Jl) -2-7 a q& -f y * y U > (35 Brag) -> U > (30 
ml) (ZiSfc? 4-h'J7f^7^>-JH*f^7i>*;^+->7>ftF (1.1 
65g) tfh7 + X(h'J7ir;^^7^ >)/x^>?^A (35mg) £ MA. S 
^T. l20t:T — 0fcDa«ft«#Ljfc. ^Klf;t^T$f?L, 2NttRT?JfclBL* * /i £ 

£. ^^S^TK^fe, &&(MgS0<K ttE&HBL. />JA^J^7A^7 

-f - (i^^X^;i,/'\=lr-^>^)T ! tg©LX, ft & ft tt <Z> fl( a 4b ^ <fe 265mg£?#*:. 

<tSl^ ; 73%) 

'H-NMR (400MHz. CDCI.) : a {ppm) ]. 18 (3H. t. J = 7. 2IUK 2. 56 (2H, q, J=7. 2Hz). 2. 7 
6 (4H. t. J=4. 4HzK 3. 5 7 <4H. t. J = 4. 4Hz) . 7. 48 (1H. ddd. J=8Hz. 7Hz. J. 2Hz) . 7. 55 ( (H. 
ddd. J = 8Hz. 7Hz, I. 2HzJ , 7. 77 (IH. d. J = 8HzK 8. 07{l!l, d, J = 8HzK 8. 37 (2H. s) . 10. 00 
(1H. s). 

061-4) I- \f. ^ ^ ^ >-4-*f JU) -3- (2-tl KP»y^»Jl,f^7x>-4 
—f JH*f V ^y >J > • ~ iSigifi 




Et 
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l-ll-Xf^e^^y >-4—f )\,) -3- {1-^)1 * Jl^Tfy n >-4--T ;H-f y^/ij 
> ()4lng) ^x^y-;KiOml)»C^^L, *#T. * sfc ft * ^ m * h 'J ^ 2* (8og) 

/3£*ifc, &&(MgS0«K &jE«|&L*:. Sii^Sia x * y - 

(i&^ ; 75*) 

i£ fi$ j£| : 

St * ; 170<C iftM) 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppo) 1. 30 (3H. t. J = 7. 2Hz) . 3. 15-3. 22 (2H. m) . 3. 29 
(1H. t. J=l 1Hz) . 3. 32 <1H. t. J = IlHz), 3. 49 (2H. t. J = 1 3. 4Hz) . 3. 57 (2H. d. J = l IHz) • 3. 

94 (2H. d. J = ! 3. 4Hz), 4. 66 (2H. s) . 7. 55 (III. ddd. J=8Hz. 7Hz. 1. 2Hz) . 7. 62 (1H, d. J = l. 

6Hz) . 7. 69 (MI. ddd. J=8Hz, 7Hz. 1. 2Hz) . 7. 86 C1H. s) . 7. 89 (1H. d. J = 8HzK 8. 02 (1H. d. 

J = l. 6Hz) . 8. 05 (1H. d. J = 8Hz). 

ESI-Mass ; 354 (MH+) . 

n ffi n 1 5 2 1- (l-x^;U fcf ^ z> is >-4-^ JU) -3- (2-fc Ka^'>^^;^f-^7j: 



Sfefttil I 61- I t 1*0 81 H L T, 5-^D^-2-f^7 x>^J^4y7;!/f t H (5 0g) 
^6, »fi ttttOSSSffc'&tt 57. 2g£»fc. <i£X ^ ; 93%) 

'H-NMR (400MHz. CDC| 3 ) ; 0 (ppo) 3. 96-4. 13 (411. n) . 6. 01 (1H, s). 6. 90(IH. d. J = 3. 
6Hz) . 6. 93 (1H. d. J = 3. 6Hz) . 

imzll fS- (I. 3-v?* >-2-f )\,)** 7 i >-2--f JU1 -1. 3. 2 -S? >l 




o 
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2-(5-^D^?^7i >-2--T 3-5***7 ^ > (2. 35 1 g) £ h ^ t K □ 7 

7 > <10Bl)fc«tfU ^5ts#S§CT, -78 < CT2.5M n-:/^ )V U * A / ^ * * > 
(4ml) £ ID 30# R I8. & lv fe. hU^h + 5/*7>(l. 3m1)jD T30#fE« 
IsEfil T?30# fU)i&$$ L Sf&^^^li:, 2N&6I UOml) m A T30^^« 
X - A T & ffi L > f il^aE^^L/c. gs*g£x-^;M;:ig#L. h 
U * ^ > 9 U 3 — ^ (529flig) UQ^T, SfBT90#M«#«. L fc. ^ iS 

* hJi/x>i:i§ii, h 'j x^u > tf *J 3 - ^ (3. 5 1 7g) tp~h ;n > 7, ^ >m 
omg) 5^ - >x * - ^ gis £f*t* Tmmm&rmm u/t. a»», 

rg^lfc ft^MMgSO*). ^EEifi^l^ *«fi»«(D®Hft^«!i 1.516g£?# 

fc. mm ; 60%) 

Ml-NMR (400MHz. CDC1 ») ; 6 (ppm) 1. 40-1. 46 (IH. a) . 2. 00-2. 08 (2H. m) . 2. 15-2. 28 
<1H. m) . 3. 93-4. 00 (2H. n) . 4. 13 (4H. t, J=5Hz) . 4. 20-4. 28 (2H. m) . 5. 74 (IH. s) , 7. 15 
<1H, d. J = 3. 6Hz) . 7. 40 (IH. d. J = 3. 6Hz) . 

(162-3) 1- (l-x^W bT ^ 7 zs >-4— f JM-3-t2-*;U5 JU^^-y m >-4-4 JUW 
V * / V > 



l-(l-X5 1 ;i/t , ^7y>-4-'f U > (4 80mg) £ N. N-^ * 5 1 JU 




Et 
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A 7 £ H (I2ml)fc»# L, 15- (1. 3- >-2— f ;U) >-2--T 
-I. 3. 2—>* U- h <643mg) . T^^Alh'J^xzj^^?^)/^-/ 

£ A (23mg) £&&-tr ~> O A (977mg) ^ JOA, g^giST, 100*C "C — *D0l»« * 
Ufc. ftJSjg**€rB»x^^ t *«C#iBL, *r«H£*ifc, Cfc A (llgS0<) . ^EE 

rh7t KP77>II0Bl)C®»tT. lN*R(10ml)iDAI»na«#bfc. 
E Jfc 5N *Kfc*hU£A£ftlATtt«ttfc-L&«, BSx^UTttitiLfc. 
W ^ 7K ^t. S£&(MgSO«), MBESUSL, » CD fit U it ft m 494aig£^*:. 

(JR* : 93X) 

1 H-NMR (4 00MHz. CDC Is) ; 6 <ppm> J. 17 (3H. t, J = 7. 2Hz) . 2. 54 (2H. q. J =7. 2Hz) . 2. 7 
3 <4H. I. J = 4. 8Hz). 3. 62 (4H. I. J = 4. 8Hz> . 7. 50 (1H, ddd. J=8Hz. 7Hz. I. 2Hz) .7. 62UH. 
ddd. J=8Hz, 7Hz. 1. 2Ha) . 7. 66 (1H. s) . 7. 70 (IH. d. J=4Hz) . 7. 77 UH. d. J = 4Hz) . 7. 79 (1 
H. d. J=8Hz) . 8. 06 (1H. d. J=8Hz) . 9. 92 (1H. s) . 

(162-4 ) l-(l-X»JHf 5?>-4->f JM-3-(2-bHP»^/^^y»7x >-5 

-- r ;u ) v ^ y 'J > - - m m m 



^mm mm izi,t. l-d-x^pt:^^ *s >-4— r ;u) -3- <2-*^ ^ 

* 7 >-5--f -f V * J 'J > (120ng) n ft & A ^ « S ft ^ « « K 130m 

£l % : 




Et 
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MA ; I80T: (KM) 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) I. 29 (3H. t. J = 7. 2Hz). 3. 15-3. 25 (2H. m) . 3. 29 
(IH. t. J = ll. 2Hz>. 3. 32 (III. t. J* 11. 2HzK 3. 45 (2H. I. J = I 3- 4Hz) . 3. 59 (2H. d. J = l 1. 2 

Hz) , 3. 93 (2H. d. J = 1 3. 4Hz) . 4. 63 (2H. s) . 6. 97 (IH. d. J = 3. 6Hz) . 7. 54 (1H. ddd. J=8Hz. 

7Hz. 1. 2Hz) , 7. 61 (IH. d. J = 3. 6Hz) . 7. 69 (IH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 1. 88 (IH. s) . 7. 

89 (IH. d. J = 8HzK 8. 05 (IH. d, J = 8HzK 

ESI-Mass ; 354 (MH+) . 

1 6 3 l-(l-X»;^^ 7 ^>-4--f ;H-3-f2- t2-fc KP»'>I»JH^^ 

(163-1) 2-f2-(t-^^JU-^^^;U-> *J ^->)X^jH^:fr 7 jl > 



2- (2-^ x - ;H x ^ y - ;W (2. 6g> £N. N-y^f J!/^JI/A7 5 F (2 Om 1) tc m m L, , 
t--7?-)Ui? y ^;U-> U a 7 -Y F (3. 667g) t 4 5 ^ 1/ - )V { I. 634 g) to X . £ & 

gso«>, n&mmi,. u u * ^ a ^ h * - (#&x ^^/^^-^ 

>^)T«$lbt, #5<&ifc4XS)gS®tt;'&$& 4. 87g£*#£:. (JR^;100X) 
1 H-NMR (400MHz. CDC1 3 ) ; 6 (ppm) 0. 03 (6H. s) . 0. 89 (9H. s) . 3. 04 (2H. t. J = 6. 8Hz) . 
3. 82 (2H. t. J=6. 8Hz) > 6. 83 (IH. dd. J = 3. 6Hz. IHzh 6. 93 (IH. dd. J=5Hz. 3. 6Hzh 7. 13 
(IH. dd. J = 5Hz, 1Hz) . 

(163-2) 1- (1-X ^ ;U bf ^ v is >-4--f ;M-3-l2- (2-fc HD^yXf JMf^7r 
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I 

Et 



7 a: > (2. 435g) tl-U-X^;Ubf^^v? >-4— f ;t/ ) -3-:/ D -f V J y > (809mg) 

^^fc&iiC3£)g*fc 722mg£^fc. (JR^ ; 643S) 
i«I @t til • 

Hfcj& ; 129-1 34T: 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppm) i. 30 (3H. t. J = 7. 2Hz) , 2. 93 <2H, t. J=6. 4Hz) . 3. 
15-3. 24 (2H. d). 3. 28 (IH. t. J=U. 6Hz) , 3. 31 (IH. t. J = ll. 6Hz) % 3. 45 (2H. t. J=13. 2Hz), 
3. 59 <2H. d. J=ll. 6Hz>. 3. 63 (2H. t. J=6. 4Hz) . 3. 91 <2H, d, J=13. 2Hz) , 6. 90 ( 1 H. d. J = 3. 
6Hz) . 7. 52 (1H. ddd. J=8Hz. 7Hz. 1. 2Hz) . 7. 58 (1H. d. J = 3. 6Hz) . 7. 68 (IH. ddd. i = 8Hz. 7 
Hz. 1. 2Hz) . 7. 85 (IH. s) . 1. 88 (IH. d. J=8Hz> , 8. 04 (IH. d, J = 8Hz) , 10. 75 (IH. br-s). 
ESI-Mass ; 368 (MH+). 

mmm i 6 4 i - n-x* e ^ ^ v >-A--i jn-3-f2-(i-b i* u* zs-fnv 

t7x >-4 -T M>fV»/»J>-ttl»<P^rifc 




Er 
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7 x >-4 — f ;U)-f V4 V 'J > (2 33rog) £ 3MX^;UT^^ ->^A?D7^ K (0. 7m I) 
75^, #-fe7 t;P7 r Xik<D&®<t'&te&mm 226mg£:f§fc. (iR^ ; 73X) 

'H-NMR (400MHz. DMSO-ds) ; 6 (ppm) 0. 89 (311. t. J -7. 4Hzk I. 22 (3H. t, J = 7. 2Hzk I. 
70-1. 78<2H. d) . 2. 97-3. 07 (2H. br-s) . 3. 18-3. 32 <4H. br-s) . 3. 47-3. 72 <4H. br-s). 4. 
72 (IH. t. J = 6. 4Hz) . 7. 54 (1H. dd. J = 8Hz. 7Hz) , 7. 58 (1H. s) , 7. 69 (1H. dd. J=8Hz, 7Hz) . 
7. 84 (1H. s) . 7. 88 UH, d. J=8Hz) > 7. 98 (IH. s) . 8. 05 (IH. d, J = 8Hz) . 
ESl-Mass ; 382 (MH+). 

mmm 1 6 s i-n-x^;^^7 v >-4--f ;u) -3- 12- d-b k p4~>;/d \? ju ? 




1 

Et 



mmw25Q£. mm\z u x , 1- d-x tr ^ ^ >-4— r ;u) -3- (2-* a 

x >-5— T fr) -f V 4- y >J > (I81mg) £ 3Mx^;P v ^ * A :/ D ^ -Y K (0. 7ml) ^ 

^^7^)uy 7 Ts&mit'smm.f&m. i97mg£^*:. mm : m) 

^ & & : 

'H-NMR (400NHz. DMSO-de) ; 5 (ppm) 0. 88 (3H. t. 1 = 7. 4Hz> . I. 19 (3H. t, J = 7. 2Hz) . 1. 
6 8-1. 74 (2H. ml . 2. 90-3. 0 2 <2H. br-s) . 3. 10-3. 27 <4H. br-s) . 3. 45-3. 62 (4H. br-s) . 4. 
68 (IH. t. J = 6. 4Hz) . 6. 94 (IH. d. J = 3. 6Hz) . 7. 52 (IH. ddd. J=8Hz. 7Hz. I. 2Hz) . 7. 5 9 (IH. 
d. J = 3. 6Hz) . 7. 68 (IH, ddd. J = 8Hz. 7Hz. 1. 2Hz) , 7. 84 (I H. s) . 7. 87 (IH. d. J = 8Hz) . 8. 0 3 
(IH. d. J = 8Hz) . 
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ESI-Mass : 382 (Milt). 

1 6 6 3-12-Hr h 7 b K O bT 3 > -4-4 Jt*>^ *:7 jc > -5-*f )V I - I- (4-X 



^ 161-2, ^T*JfiOT20t f^8S K LT, 4-^ P t-2- (r h 7 t H D t:7 > 

-4— r ;u) ^ * ^ y x > aoomg) ^i^a-yn^-i- w-x^;u tf^^>?>-i— * jh 

y* y U > (300mg)^5. 330mg$:?#£: mm ; 863S) . dtl £ US m tc ^ 

ttKtt : 

; 25I-253r 

1 H-NMR (400MHz. DMS0-d«) ; <5 (ppm) I. 33 (t. J = 7. 2Hz. 3H) . I. 62- 1. 74 (■. 2H) . 1. 94 
(br. 1H) . 3. 06-3. 1 6 (n. 2H) , 3. 18-3. 26 (m. 2H) . 3. 30-3. 38 (n. 2H) , 3. 42-3. 52 (n. 4H) . 
3. 61 (d. 1 = 1 1. 6Hz. 2H) , 3. 94 <d. J = I4. 0Hz, 4H) . 6. 96 (d. J=4. 0Hz, 1H) . 7. 56 (t. J = 8. 0 
Hz. I H) . 7. 64(1. J=4. 0Hz. 1H) . 7. 72 (d. J = 8. 0Hz. 1H) . 7. 89 (s. 1H) . 7. 91 <d. J = 8. 0Hz. 1 
Hh 8. 07 (d. J = 8. 0Hz. IH). 
MS (FAB) ra/z 408 (M+HM. 



'H-NMR (400MHz. CDCIa) ; 6 (ppm) I. 17 (t. J = 7. 2Hz. 3H) . 1. 83-2. 05 (m. 4H) . 2. 55 (q. 
J =7. 2Hz. 2H) , 2. 74 (t, J = 4. 4Hz. 4H) . 3. 0 5-3. 10 (n. IH) , 3. 51-3. 58 (m. 6H) , 4. 06-4. 09 




278 



WO 99/18077 



PCT/JP98/04465 



(n. 2H) . 6. 83 (dd. J = 3. 6. 0. 4Hz. IH) . 7. 40 (ddd. J = 8. 4. 8. 0. J. 2Hz. JH) . 7. 48 (d. J = 3. 6 
Hz. IH) . 7. 49 (s. 1H) , 7. 55 (ddd. J = 8. 4. 8. 0. 1. 2Hz, IH) > 7. 72 (d. J = 8. OHi. IH) . 8. 02 (d. 
J = 8. OHz. IH). 

mmm i 6 7 i-n-x^ju tf ^< ^ v >-4--r )p -3- [4-* ^;u-s- (2- e k >x 

(167-1) 4-* 3 1 JU-5- (2-^< > i/)V*Jr zsJL*)V) *J — )V 



2- (4-> ^;U-5-^ 7 V U ;W) X ^ y — ;P (25. 7lg)^rh7t HP77> (200ml) 

ic^^b, tkj^t. 60%zK3Ht^ h u o a (7. i85g) £ jbn at, £»-ciisra«#u 

A y □ "7 -< F (6 6 Sag) £: Jfl A . ^ £ "C — % ffi # U & . R & M % m £ mm X )l £ * 
K^ffib, &*&<MgS0«K ^BE«i®L, y'J*y;^ 7 A^D7h 

^7 7>f-(^Sxf^/'\^t>^)riS!LT, 3teftHttcot£^rt;^& 39.05 
9g£»fc. ; 93%) 

'H-NMR (400MHz. CDC] >) ; 6 (ppm) 2. 40 (3H. s) . 3. 06 (2H. t. J = 6. 6Hz) . 3. 66 (2H, t. J 
= 6. 6!lz) . 4. 54 (IH. s) . 7. 26-7. 37 (5H. m) . 8. 57 (IH. s) . 

(167-2) l-(l-XfiP^7 V >-4— f JU)-3-f4->c^;i,-5-(2-^> -^^^-^ > x 
^;H^7>/-JU-2->f JUW V^y -J > 



Me 
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Me 




I 

Et 



4-* J- > i?)U** is X^;H ^ 7 % / — ^ (2. 333g> £ ^ h ^ t K D !7 ^ 

> (20nl) g^S^T, -781CT2.5M n-^ ^ U ^ A (4ml) M X 5 0# 

VftmW^Ki. Z Z IZ&it h U Zf TfrTs X (2. 8ml) £ JbD A. T, 1 P# M % # L tz ^ 

J&MgS0«). &ffi&fgLfc. *> U > (30ml) i£ # 1- < 1-x ^ ;U tf ^5 

^ >-4--r ;m -2-7 Dt-f y^ / u > (soeng) t v- h ^ * x ib *) z? n-fo* 7.-7 ^ 

t K'J^AT^StClT, e^^X^^TJfitii L^c. *T8IJI£*t?fc. (MgSOO , 

a* ffi ig IS u , ^^^*>'J^^jv*^a^d-7 h ^ 7 - (em x ;p / 7 -fe h > 
3&)-t?««Lt\ n&fo&oymmit&m 5i2mg*^^. mm : 69x) 

'H-NMR (400MHz. CDC1.) ; <5 (ppm) 1. 1 7 <3H. t. J = 7. 2Hz) , 2. 44 (3H. s) . 2. 54 (2H. a. J 
= 7. 2Hz) . 2. 74 <4H. t. J=4. 4Hz) . 3. 10 (2H. t. J = 6. 6Hz) , 3. 57 <4H. t. J = 4. 4Hzh 3. 57 (4H. 
t. J=4. 4Hz) . 3. 72 (2H. t. J = 6. 6Hz) . 4. 57 <2H. s) , 7. 26-7. 38 (5H. m) . 7. 47 < I H. ddd, J = 8 
Hz. 7Hz. 1. 2Hz) . 7. 58 (IH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 82 (I H. dd. J=8Hz. I. 2Hz) . 8. 04 
(1H. s) . 8. 05 UH. dd. J=8Hz. 1. 2Hz) . 

M67-3) 1- ()-x e ^ ^ ^ >-4--T ;U) -3-f4-^ ^;U-5- (2-b: K a4y JM 
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Me 

S N — OH 




I 

Et 



. i- (i-x^;w tf ^ ^ v >-4--f )U) -3- 14-* ^;P-5- (2-^ >>f^u^^^x^;i/)^ 
T V-^-2—f ;H -f V * y U > (512ng) x ^ y — ^ (7ml) izm 

M L * zKftib/^ 7 V s £ A (2 22mg) * JP A, tK3S£E^T, SiBT= BIB«*Lfc. 

DKJH-rTW6»afil/X, i*^fe&JI<0&@fb-&<fci£&:& 129mg£f4*:. 
(iK^ ; 27*) 

Bfc£ ; 149-154'C 

'H-NMR (400MHz. DMSO-d*) ; <5 (ppm) I. 30 (3H. L J = 7. 2Hz) . 2. 35 (3B. s) . 2. 91 (2H. t. 
J = 6. 4Hz>. 3. 15-3. 24 (2H. m) . 3. 30 OH. I. J= 1 1. 6Hz) . 3. 33 (IH. t. J = I 1. 6Hz) . 3. 4 7 (2H. 
t. J=13. 2Hz) . 3. 60 <2H. d. J = l I. 6Hz> . 3. 60 (2H. t. J = 6. 4Hz) . 3. 93 (2H, d. J=!3. 2Hz) . 7. 
62 (1H. ddd. J=8Hz. 7Hz. 1. 2Hz) . 7. 74 UH, ddd. J=8Hz. 7Hz. 1. 2Hz) . 8. 06 (1H. d. J = 8Hz) . 
8. 10 (IH. d. J = 8Hz) . 8. 14 (IH. s) . 10. 92 (IH. br-s). 
ESI-Mass ; 383 (MH+) . 

mmmi e 8 1- n-x^;u fc* ^ ^ ^ >-4-*f jd-z- (2-b f u * ~> * r ji** t 
jp-s->t juwv*yu> -z:tttttt<p^jft 

(168-1) 2-tL 3-v^*-+j->-2--f JU)^7 »/ - JU 
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2-f77-Jl/*J^4 i -> 7 )Vt b K (Ig) £ h ;H > (50ml) tciSS¥L, h'J>5^ 
u > yj - ;w (3. 36g) tp-Mbx>7;^>® (i 7mg) £ an ^w — >x^ — ^ 

tt»(MgS0«)> te&m&lsrz. HiSSS:^U*y;U*^A^ h 

x^JU/'N *-*>*) -CffiSSi IT, *Se@#(0|i$IHfc^^ 1. I04g£»fc. (JR^ ; 

73X) 

'H-NMR (400MHz. CDCN) ; 6 (ppm) 1 . 45- 1 . 53 (J H. m) . 2. 20-2. 34 ( 1H. m) . 4. 00-4. 08 
(2H. ej) . 4. 26-4. 34 (2H. 0) . 5. 91 (IH. s) . 7. 38 UH. d. J = 3. 2Hz) . 8. 01 Ull. d. J = 3. 2Hz). 
flB3-g> l-(l-x»JI, fc^ ^ >-4 — f JH-3-f2-n. 3-v?^-^-^ >-2--r JP) »/ 

— ;v-5--r jh v * 7 u > 




l 

Et 



m m W 167-2 <L Wl%k\Z LT, 2-(l. 3- 5? * > -2— f ) 7 V - )V (1. 104g) £ 
I - (l-X ¥ JU b ^ 7 V s >-4--f ;H -3-^ □ ^ -f V * J "J > (5 38mg> 7$* b , ^ ffc <Z) 
«Hfl:*Stt 231mg£«fc. (4X^ ; 35%) 

'H-NMR (400MHz. CDC la) ; 6 (ppm) I. 17 (3H. I. J = 7. 2Hz) . 1 . 47- 1 . 53 ( IH. m) . 2. 50-2. 
56 (IH. m) . 2. 54 (2H. q. J = 7. 2Hz) . 2. 7 2 (4H. t, J = 4. 8Hz) . 3. 57 (4H. t. J = 4. 8Hz) . 4. 02-4. 
10 (2H. m) , 4. 30-4. 3 6 (211. n) . 5. 8 0 (2H. s) . 7. 46 (ill. ddd. J = 8Hz. 7Hz. I. 2Hz) . 7. 57 (111. 
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s) . 7. 59 (IH, ddd, J = 8Hz. 7Hz. 1. 2Hz) . 7. 74 (1H. d, J=8Hz) . 8. 03 OH. d. J = 8HzK 8. 25 (1 
H. s). 

(168-3) l- (i-x^;u e^7v >-4--r ;i/) -3- (2-^;u »7-;u-5— f juw 
v * y ■ J > 



i-o-x^;p tf s?>-4— f ;v) -3- [2- (1, 3--:**- -2— r ;u)^7 v/ — 

-^fJH-f »J> (205mg> 5fhni I D77> (4ml) \zmM lN*g& (3ml) 

j&n*, SfflT8Rrnn«#Ufc. S^flStC 8N?K^<b^ h U K? A £ Jin ATllft £ 

waix^^jsai ufc. (Mgso«K «flEffi*gu, m&&vt<D&m 

'H-NMR (400MHz. CDC1 >) ; 6 (ppn) 1. 1 8 (3H. t. J = 7. 2Hz) . 2. 55 (2H. q. J = 7. 2Hz) . 2. 7 
4 (4H. t, J =4. 8Hz) . 3. 60 (4H. t. J =4. 8Hz) , 7. 5 3 UH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 65 (1H. 
ddd. J = 8Hi. 7Hz. I. 2Hz) . 7. 69 (1H. s) . 7. 81 (1H. d. J=8Hz) . 8. 06 (1H. d. J = 8Hz) . 8. 56 (1 
H. s>. 9. 99 (IH. s) . 

(168-4) 1- (1-X^;U fcf ^ 3 is >-4-f )U) -3- (2-fc: K n * is * ^ )V ? T *J - JU - S 

— f juw v * y u > 




N 



Et 
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Et 



H*S#M61<t^&(CLT. I-(1-Xf JHf^^y >-4~Y )V) -3- (2-*JU 5 JV^- 7 

v/-;u-5--r ;v) -r 'j > (205og)^ e,, tfir^^^ zxtt^^iKt^^^K 

m 7 9mg£»*:. (JRJp : 82X) 

mmm : 

'H-NMR (400MHz. DMSO-do) ; 6 (ppm) 1 . 30 (3H. t. J=7. 2Hz) . 3. J 5-3. 23 (2H. m) . 3. 28 
(1H, t. J = ll. 6Hz). 3. 31 <1H, t. J =11. 6Hz) . 3. 49 <2H, t. J = 1 3. 2Hz) , 3. 58 (2H. d. J = l I. 6 

Hz) » 3. 94 (2H. d, J = 13. 2Hz) . 4. 73 (2H. s) . 7. 58UH. ddd. J = 8Hz. 7Hz. I. 2Hz) . 7. 73 <1H. 

ddd. J = 8Hz. 7Hz, 1. 2Hz) . 7. 90 (IH. d. J=8Hz) . 7. 98 (1H. s) . 8. 07 < 1H. d. J=8Hz) .8.35(1 

H. d. J = 2Hz). II. 00(1H. br-s). 

ESI-Mass ; 355 (MH+) . 

^teffJ 16 9 1- (1-x y JHf 5 5; >-W JM -Ml - (2 - b Ka4>X^;M^v 
(169-1) I - (1-X5^ bf ^ ^ V >-4— f ;P)-3-fl- (2-^< > y )Uyt^r >x^;U) fcf ^ 




i 

Et 
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*JSiB« l67-2<b FJK I- IT. » Rfl V 9-98433 I ^ <D §2 ii #J 42 £ £ £ flfc 1- <2-*C 
>i;j^^ylfiH-3^ate7»/-JKI. 144g) <h . 1- ( J-X ? )U fcT ^ ? >? > - 
4— f ;P)-3->^ D V * / »J > (320og) £>. £cSte#C>e«Ifl:'& ! & 386mg£f3;^. 
mm : 87XJ 

•ll-NMR (400MHz. CDC1W ; 5 (ppo) I. 17 (3H. 1. J = 7. 2Hz) . 2. 55 (2H. q, J=7. 2Hz). 2. 7 
4 (411. I. J = 4. 4(Iz) . 3. 53 <4II. t. J = 4. 4Hz) . 3. 89 (2H. t. J = 5. 4Hz) . 4. 38 (2H. t. J = 5. 4Hz> . 
4. 51 (211. s) . 7. 24-7. 36 (5H. m) . 7. 38 (1H. s) . 7. 40 (IH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 55 
(1H, ddd. J = 8Hz, 7Hz. 1. 2Hz) . 7. 70 <1H. d. J = 8Hz) . 8. 03 (1H. d. J = 8Hz) . 8. 04 (1H. s) > 8. 
08 UH. s). 

(169-2) 1-(1-Xf;be^7y >-4--f JU)-3-fl-(2-b K P * -> x ^ )V ) fcf ^ V - 
;U-3-< JH-f V * / U > — 




I 

Et 



Hi£#n67chf^&lcLT> I- (l-X^;Hf ^ ^ 5> >-4-< -3- [I - (2-^ > V )U * 
*->x^;M kf7y-^-3-<Jl/K »J > (386ng)^e>, »f£fe*£.fl<OSSSft 

340mg£lifc. mm ; 92%) 

J£ i& £1 : 

St* : I34-I40X; 

l H-NMR (400MHz. DMSO-ds) ; <5 (ppm) 1. 3 I (3H. t , J = 7. 2Hz) , 3. 1 4-3. 25 (2H. m) . 3. 29 
(IH. I. J=l I. 2Hz) . 3. 32 (IH. t. J= I I. 2Ilzj . 3. 49 (211. t. J=I3. 2Hz) . 3. 57 (2H. d. J= 1 I. 2 
Hz) . 3. 75 (2H. t, J = 5. 61lz) .3.91 (2H. d. J = I 3 . 2Hz) . 4. 19 (2H. t. J = 5. 6Rz) . 7. 50 (IH. dd. 
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J = 8Hz. 7Hz) . 7. 67 (IH. dd. J = 8Hz. 7Hz) . 7. 70 (IH. s) . 7. 83 (IH. d. J=8Hz) . 8. 03 (IH. d. J 
= 8Hz) . 8. 04 (IH. s). 8. 26 (IH. s) . 
ESI-Mass ; 352 (MH+) . 

& m m i 7 o l- n-x T)i> e^c 3 v >-4-<t ;n-3- 1 n-h k □ * -> y n bf ;u> ^ 7 




1 

Et 



1- d-x^;nf ^ >-4--r ;u>-3- (2 — 3j> )U )\s ^ 1/ — ;b-5--r ;m -ry + yj 

> (205mg) £yh7fcFo:7^>(2mlHcS#L>, * # T . 1MX ^ Jl, V ^ * ~> A 
^D7-f F/rh7tHD77>^l(0. 26ml) £ j&D^T — ffrM&LtL. KfcWLlZ 
mft&itr >^ex77K A, B*»x*-;i,-r»W Ufc. *rttJS&7ktt, (Mg 

T*SS3b^. d £ & & tc «fc D£al8t&£ b * x — ^;n&2MATB3{b£t»-, 
^^77X^(0^liit^^lffii 20mg£rfcjfc. (W ^ ; 23X) 
$l 6& t£ : 

MI-NMR (400MHz. DMSO-d.) : 6 (ppm) 0. 91 (3H. t, J = 7. 6HzK 1. 29 (3H. t. J = 7. 2Hz). 1. 
6 8-1. 92 (2H. m) . 3. 15-3. 23 (2H. m) % 3. 28 (JH. t. J = 1 1. 6Hz) > 3. 3 1 (1 H. t, J= U. 6Hz) . 3. 
4 8 (2H. t. J = 1 3 - 6Hz) . 3. 58 (2H. d. J = 11. 6Hz) . 3. 94 (2H. d. J = 13. 6Hz) , 4. 71-4. 75 (IH. m), 
7. 58 (IH. ddd. J=8Hz. 7Hz. 1. 2Hz) . 7. 73 (IH. ddd. J = 8Hz, 7Hz. 1. 2Hz) . 7. 90 (IH. d. J = 8H 
z) . 7. 97 (IH. s) > 8. 07 (IH. d. J = 8Hz) . 8. 3 3 (IH. s) . 10. 95 (I H. br-s) . 
ESI -Mass ; 383 (MII + ). 
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-1< m m 1 7 1 )l V<^i?>-4-4 JU)-3-f2-(3-fc KD^->^Dbf;U)^ 

(171-1) 2- (2-h Kn4y-l-yntfz;[/)f 77-^ 



13 9-1 t l*J8 II L T. 2-yD€^77-JK13. 547g) <h ^ o j\ )V * ;U T )V 
3-;K5Bl)>ft*6. *Sfct&tKcO<£gHfc^i8j 8.596g£*#*:. (JR4S ; 75%) 
'H-KMR (400MHz. CDC1,) ; (5 (ppm) 4. 55 (2H. s) . 7. 36 (IB. d. J = 3. 4Hz) . 7. 81 (1 H. d. J 
= 3. 4Hz>. 



UK ft! 1 39-2 <h |s3& U T . 2-(3-k K D^y-h/P tzM f 7 V /-;K8. 594 
g)^£, Jte»tt«)«jBYfc:ft* 2. 173g«r»&. i&m ; 24X) 

1 H-NMR (400MH2. CDC1 3) : 5 (ppm) 2. 02-2. 09 (2H. m) , 3. 18 (2H, t, J=7Hz) . 3. 44 (1H, 
br-s). 3. 74 (2H. t. J = 6HzK 7. 20 (1H. d, J = 3. 4HzK 7. 67 (1H. d. J = 3. 4Hz) . 

(171-3) i- \i-i\-zf * ^;u-> u ju ? p br;ui 



^IJg^J 163-1 £ 13 tt (C b T. 2-(3-t HD + ->yDtiH^7y-JK2. 173g) 6 
*fe*«<D«Hrt:£'fc 3. 792g«r»fc. (4X3* ; 98X) 

' H-NMR (400MHz. CDC1 ») ; 6 (ppm) 0. 05 (6H. s) . 0. 90 <9H. s) . 1. 99-2. 06 (2H, m> , 3. I 
I (2H. L J = 7. 6Hz) . 3. 70 (2H, t. J = 6Hz) ,7. 19 4 1 H. d. J = 3. 61iz) , 7. 67 MH. d. J = 3. 6Hz) . 
(171-4) 1-(1-Xf J^ ^7v>-4--f JU>-3-f2-<3-b H D * ^ P K JU)^7 '/ 




OH 





N 



Me 
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N 



OH 



ftttftl 167-2t IT, 2-[3-(t-^f Jl^y^^JPy »J Jl/t4^)^D e;H? 

T % S — )V (3. 792g) t l-(l-x^;i,e^7y>-4--f ;H-3-yD^^f (63 1 

25%) 

'H-NMR (400MHz. DMSO-d.) ; d (ppd) 1. 23 (3H. t. J = 7. 2Hz) . I. 84-1. 93 (2H. m) . 3. 02 
(211. t. J = 7. 6Hz), 3. 10 (2H. Q. J=7. 2Hz) , 3. 28-3. 38 <4H. m) . 3. 48 (2H. t. J = 6. 4HzK 3. 5 

4-3. 70 (4H. m) . 7. 58 <IH. dd. J = 8Hz. 7Hz) . 7. 90 (1H. d. J = 8Hz) , 7. 94 (IE. s) . 8. 07 UH, d. 

8Hz). 8. 29 <!H, s) . 

ESI-Mass ; 383 (MH+) . 

&t&M 1 7 2 l-(l-xyjHf^7S;>-4^ f Jb)-3-f2-(3-* S^^PgJlO^T' 




N 



Et 
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l-(l-lf;^^7 / >-4--f )V) -3- (2- (3- t KD*S/?De;H?7 7-^-5- 
-fJH-fV*;^ (95mg) ^fh7t Kd77>(IidIJI;IS»L, *#T\ 60S*3fc 
ft t h U O A ( I Orag) £ JjD A ♦ SiST40#fS]«# L *c. K & £ ?5 * # L , 3 
ft* (17ml)*UA.T^iaT-^ie^ U Ac. iTKtZ^E 
L, #*8fEi SfcSHMgSOO* «JEE«*8LAc. 51 iil £ (NH) ^^7**^^7 

SSifiiUT. ^^7^e^7 7 ^t^0^li{t^^^3. ^gtffi 12mg£#Ac (i£ m ; 
10%) 

-> ^ o m m : 

'H-NMR (400MHz. DMSO-ds) ; o (ppm) 1. 22 <3H. t. J = 7. 2Hs) . I. 93-2. 00 (2H. n) . 3. 02 
<2H. t, J=7. 6Hz> . 3. 07 (2H. q. J=7. 2Hz) > 3. 24 (3H. s) . 3. 25-3. 36 (4H. br-s) . 3. 39 (2H. 
I, J = 6. 4Hz) . 7. 58 UH. ddd. J = 8Hz. 7Hz. 1. 2Hz), 7. 73 (J H. ddd. J = 8Hz, 7Hz, 1. 2Hz) . 7. 9 
I <IH. d. J = 8Hz) . 7. 94 (IH. s) . 8. 07 (1H. d. J = 8Hz) . 8. 30 (IH, s) . 
ESI-Mass ; 397 (MH+) . 

mmm i 7 3 i-n-x?^ hr^ ^ i;>-4->r ;n -3- f2- (4-^;u* ij -jm-s-^t 
(173-D 2- (4-^e ju * u - n, ) ^ y v/ — ;u 



2-y d^e^t *y-;u (4. 592g) s^eji** »j > {24id1) icijpa, loor xm r$m.w L 

Ac. ^#?££4&£tf&x^;U£7M;:#eL, *r*8Jl£*ifc, ttiatMgSOO. &ffii8 
*3 C Ac. mm £ ~> *) t> Y )l t> 7 I± 2 n ~? b # 7 y J - (»K x^JU/'s + D- 
T^SILT, i53$feffc#0&gg<fc^ife 4.531g£#Ac. ^ ; 959!) 
' H-NMR (400MHz. CDCl ,) ; 6 (ppm) 3. 47 (4H. t. J = 4. 8Hz) . 3. 83 (4H. t. J=4. 8Hz) . 3. 6 
1 (2H. d. J = 3. 8Hz) . 7. 22 <2H. d, J = 3. 8Hz) . 
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U73-?) i-(1-x^ju fc^ =p s; >-W -3- f2- (4-^E Jl, * »J - JH -5-* 7 7'J jh 



ftttftl 167-2 £ mt& LT, 2- M-^E JU* >J n ;H ^- T S J ~ )V ( 1. 70 2 g) £1- (I-X 

3^ tr ^ => v >-4--r ;u) -3-:/ d -r y * / y > (543mg) a* *g&& a oesjgtt; 

(X^y-JU/-< V^d t:^x-f 728mg£fi*:. (JtK ^ 

: 97X) 
St 

SkA ; 265*0 iftM) 

'H-NMR (400MHz. DMSO-de) ; 6 (ppm) 1. 31 (3H. t. J = 7. 2Hz) * 3. 18 (1H. q. J = 7. 2Hz) , 3. 
20 OH. q. J = 7. 2Hz) . 3. 28 (IH. t. J = l 1. 2Hz) . 3. 31 < 1 H. t . J = 1 1. 2Hz) , 3. 46 (2H. t. J=13. 
2Hz)'. 3. 56 (4H. t. J=4. 8Hz), 3. 57 (2H. d. J = ll. 2Hz) . 3. 75 (4H. t. J=4. 8Hz). 3. 89 (2H. d. 
J = 1 3. 2Hzh 7. 55 (1H. ddd. J=8Hz. 7Hz. 1. 2Hz) . 7. 71 (1H. ddd. J = 8Hz. 7Hz. 1. 2Hz) % 7. 84 
(IH. dd. J = 8Hz. 1. 2Hz) . 7. 89 (III. s) , 8. 04 (III. s) , 8. 05 (IH, dd. J = 8Hz. I. 2Hz) . 1 1. 40 
(IH. br-s). 

ESI-Mass ; 4 I 0 (MH+) . 

m ffi M 1 7 4 3- (2-7 p g Jfcft - 5 / t: 'J 3 zs > -5--f (4-X T )V 




290 



WO 99/18077 



PCT/JP98/04465 



H 




7 5 y t "J 5 2/ > (2. 73g) *3 <fc 3-^ d ^ -1- (4-rf ;nf ^ ^ >? >-l--f -r y * 
y »J > (3 63ng) 6, « & <b «9 <Z> iK Rt f* 60mg£^7t (4K^ ; 13*) . C ti £ ft m \Z 

j££ 5 fe 

; 2 16-2 19t: 
MS (FAB) o/z 405 (M+H)+. 

'H-NMR (4 00MHz. CDC 1 ? ) ; 6 (ppra) 1. 06 (t. J=7. 2Hz. 3H) . I. 17 (t. J = 7. 6Hz, 3H) . 1. 7 
7-L 86 (m. 2H) . 2. 55 (q. J = 7. 2Hz. 2H) , 2. 74 <br. 6H) , 3. 60 (br. 4H) . 7. 51 (d. J = 8. 0. 1. 2 
Hz. IH) . 7. 63 (dt. i = 8. 0. 1. 2!lz. JH) > 7. 6 3 (s, 1H) . 7. 81 (d. J = 8. 0Hz, 1H) , 8. 08 (d. J=8. 
0Hz. IH). 9. 32 (s. 2H). 

m M m 1 7 5 3- f2- (5. 6-yb Y P-2H-tf ^ >-4— f ;U) y x. > -4— f Jl/1 -1- 

(Mf;i.e ^7y>H-f M-( y^y »; >-«««g>fra 
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k 

n«£«»j!6i-2. x^-vmrnmiot mm\z it, 4-^0^-2- (5. e-^b v n-2H-tr 

^ >-4--f )V) jl > (650mg) 43 <t o qe-l- (4-X^;U tT^< ^ >* >-l--f Jl) 

-f V * y U > (300mg)d» 6, Itfiit^^ 3 ) Ong£ f£ (iR ^ ; 82%) - ZtiZftmiz 

St ^fi . 

fifc£ ; I90-193T; 

'H-NMR (400MHz. DMSO-d.) ; <5 (ppm) J. 32 U. J = 7. 2Hz. 3H) . 3. 20-3. 28(m. 2H) . 3. 30 
-3. 38 (in. 2H) . 3. 45-3. 52 <m, 2H) . 3. 59-3. 63 (m. 2H) . 3. 83-3. 87 (d. 2H) . 3. 96-4. 02 (m. 
4H) . 4. 23{d. J=2. 8Hz. 2H) . 6. 23 (s. 1H) . 7. 59 (t. J = 8. 0Hz. 1H) . 7. 74 It, J = 8. 0Hz. 1HK 
7. 78 (s, JH) .7.91 (d. J = 8. 0Hz. 1H) , 7. 95 (s. 1H) . 8. 05 (s, IH) . 8. 09 (d. J = 8. 0Hz, 1H) . 
MS (FAB) m/z 406 tM+H) +. 

'H-NMR (400MHz. CDC1 *) ; 6 (ppm) I. 17 (t. J = 7. 2Hz. 3H) , 2. 25 <q, J=7. 2Hz. 2H) . 2. 6 
1-2. 63 (m. 2H) . 2. 75 (br. 4H) , 3. 56 (br. 4H) . 3. 94-3. 97 (m. 2H) . 4. 32-4. 34 On. 2H) . 6. 1 
7 (br. IH) . 7. 44 U. J = 8. 4Hz. 1H) . 7. 50 (s. 1H) . 7. 5 7 (t. J = 8. 4Hz. 1 H) , 7. 58 (s. IH) . 7. 
75 (d. J = 8. 4Hz. IH). 7. 84 is. I H) , 8. 05 (d. J = 8. 4Hz. IH). 

mm Ml 7 6 3- 12- (5. 6->? b K Q -2H-b 5 >-4— i ;U) ¥ * ~7 x. >-5— f 
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mmm\$i-2. ^^-vmmmiotmmizLr. 5-yn;&-2-(5. 6->> t k n-2H-tr 

^ >-4--f JHft7i> (632mg) ^ J: P t-l- ;U tf ^ 5* > - 1 -- f )V ) 

-f V * / U > (300mg) Hfe-ft^^l 120ng&i«&. <«R ; 32X) . Ctl^^^fc 

SkjA ; 256-258*0 

'H-NMR (400MHz. DMSO-d.) ; 5 (ppm) 1. 32 (t. J = 7. 2Hz. 3H) . 3. 23 (br, 2H) . 3. 33 (br. 
4H) . 3. 48 (br. 2H) .3.61 (br. 2H) . 3. 83 (t. J = 6. 4Hi. 2H) . 3. 96 fd. J= 13. 2Hz. 2H) . 4. 23 
(br. 2H) > 6. 25 (br. IH) . 7. 16 <d. J = 3. 6Jlz. 1H) , 7. 57 (t. J = 8. OHz. 1H) . 7. 71 (d. J = 3. 6Hz. 
IH) . 7. 73 U. J = 8. OHz. 1H) . 7. 92 (d, J = 8. OHz. IH) . 7. 92 (d. J = 8. OHz. IH) . 7. 95 (s. 1H) % 
8. 08 (d. J = 8. OHz. IH). 
MS (FAB) m/2 406 (M + H) +. 

mmw : 

l H-NMR (400MHz. CDC 1 3 ) : 6 (ppm) 1. 17 (t. J = 7. 2Hz. 3H) . 2. 52-2. 57 (id. 2H) . 2. 54 (q. 
J = 7. 2Ilz. 211) , 2. 74 (br. 411) . 3. 57 (br. 4H) . 3. 94 It. J = 5. 6Hz. 2H) . 4. 40 (q. J = 2. 8Hz. 2 
H) . 6. 21 (br. 1HK 6. 99 (d. J = 3, 6Hz. HI) . 7. 42 (ddd. J = 8. 4. 8. 0, 1. 2Hz. Ill) . 7. 5 2 (s. IH) . 
7. 53 (d. J = 3. 6Hz. IH) . 7. 5 6 (ddd. J = 8. 4. 8. 0. I. 2Hz, IH) . 7. 72 Id. J =8. OHz. IH) . 8. 03 
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(d. J = 8. 4Hz. IH). 



l-(l-X^;i.tf^7y>-4-f -3-:/ D^<7*/'J> (357mg) $h'Ji^JP7 
* > (6m!) yjL=.)U7^i^U> (132ml), 3 Oitm (4mg) *3 J: t* ^ (h 

V 7 fritm? 4 >) i?<> ill) 2 & 5-1 K (14mg) SrJtJDA, ^31 3£ffi§lT, 

MIL. *T&jl£7fctfe. KiglMgSO*), Mi£a8i8 b fc. (NH) ->»J ^ ^ A 

& & £ b , X^y-Jl'/'f VT^D tf^X-f^d^^ga^LT, & & & o S£ 
ib^^^SE^ 270ng£1Sfc. (<K^ ; 58S) 

6$ > 
K,& ; 1 33-136T: 

Ml-NMR (400MHz. DMS0-d 6 ) ; a (ppm) 1. 31 <3H, t, J = 7. 2Hz) . 3. 19 (IH. Q. J=7. 2Hz) % 3. 
20 <1H. q. J = 7. 2Hz) . 3. 29 UH. t, J = l 1. 2Hz) . 3. 32 i 1 H. t . J = 1 1 . 2Hz) . 3. 4 9 <2H. t, J = 13. 
6Hz) . 3. 57 (2H. d. J = 1 I. 2Kz) .3.85 (2H. d. J = I 3- 6Hz), 7. 4 2-7. 47 (3H. n) .7. 59-7. 6 3 (2 
H. id) . 7. 66 (IH. ddd. J=8Hz. 7Hz. 1. 2Hz) , 7. 77 (IH. ddd. J = 8Hz. 7Hz. 1. 2Hz). 7. 83 (IH. s). 
7. 95 (IH. d, J=8Hzh 8. 12 (IH. d. J=8Hz). II. 35 (IH. br-s). 




Et 
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ESI-Mass ; 342 (MH+) . 




OMe 



H*g^J17 7t|5j^»CUT, 4-/ h^v7x-;P7tf l/> (I85mg) £ 1- (1-X^^ 
If ^ 7 V >-4— f -3-:/ D * V ^ y »J > (370mg) rt* Hfe^SO^i^^^l 
(X:? y — ^/^V^DtJH- t- ^ Utt A ) 4 37mg£*§ fc. (iR^;7 

7%) 

-fn£ 6SE - 

; 230*0 <7>g?) 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 30 (3H. t, J = 7. 2Hz) » 3. 20 (1H, Q. J=7. 2Hz) . 3. 
2 2 UH, Q. J = 7. 2Hz) ♦ 3. 29 (III. t. J= 1 1. BHz) . 3. 32 < I H. t . J= 1 1. 6Hz) . 3. 42 (2H. L J = 1 2. 
8Hz) . 3. 58 (2H. d. J = l 1. 6Hz) . 3. 80 (3H. s) , 3. 86 (2H. d. J = 1 2. 8Hz) . 7. 00 (2H. d. J = 8. 8H 
zK 7. 55 (2H, d. J = 8. 8Hz) , 7. 65 UH. ddd. J = 8Hz. 7Hz. 1. 2Hz) , 7. 76 (III, ddd, J = 8Hz. 7Hz. 
I. 2Hz) . 7. 78 (1H. s). 7. 93 (III. d. J = 8Hz) . 8. I 1 (IH. d. J=8Hz) . 
ESI-Mass ; 372 (MH + ) . 

^ m m i 7 9 i-n-xf ji/e^7v >-4--f >v) -3- (2-hr u s*;u> x^x;u-r 
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Et 



&tem\iit.m»\z u. 2-x ^ - ;u tr u v> < 1 57mg) t i-ii-ifjnf^73?> 

->a.£&ig 437be£^*i. <JK^ ; 77X) 
4& M *H : 

6fe* ; 148-I541C 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 23 (3H; t. J=7. 2H) , 3. 10 <2H. q. J=7. 2Hz) , 3. 
27-3. 38 (4H. br-sK 3. 50-3. 66 (4H. br-s). 7. 44(IH. ddd. J = 7. 8Hz. 4. 8Hz. 1. 2HzK 7. 6 
8IH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 70 (IH. ddd. J = 7. 8Hz, I. 2Hz. 0. 8Hz) , 7. 78 UH. ddd, J = 
8Hz. 7Hz. 1. 2Hz) , 7. 7 (1H. ddd. J = 7. 8Hz. 7. 8H. 1. 6Hz) . 7. 96 UH. d. J = 8Hz) . 8. 10 (1H. d, 
J=8Hz), 8. 63 0H, ddd. J = 4. 8Hz. 1. 6Hz. 0. 8Hz) . 
ESI-Mass ; 343 (MH+) . 

i 8 0 3-r3-<4-^;b* 'J )-! -•/ P tr - JH -1- (4-X.FJU ^ S?>- 

i — f ;i/ ) «t v * y u >->aOSfi(0^fi3c 
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Ptmmm IT, ° rt)], 'J > (8 19mg)*5<£ 

- (4-x^;i/ 1: 1 ^ v >-i--r jh< v * / u > (552me> 7^ «Sfl:^£j<Dj£!Si# 

4 85njg££ffc ; 77X) . C n^^SC J: 0 *> a ^KI t I, f£iS fb^^J f> ^ 

:> :a ^ B* £J : 
jgft^ ; 23!-233*C 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 28 <t. J = 7. 2Hz. 311) . 2. 66 (t, J=4. 8Hz. 2H) , 3. 
23 (q. J = 7. 2Hz. 2H) . 3. 46 (br, 6H) . 3. 66-3. 69 (0. 8H) . 7. 66 <ddd. J = 8. 4. 8. 0. 1. 2Hz. 1H) . 
7. 73 (s, 1H) . 7. 77 (ddd. J = 8. 4. 8. 0. f. 2Hz. 1H>. 7. 94 (d. J = 8. 0Hz. 1H) . 8. 12 (d. J = 8. 4H 
z. 1H). 

MS (FAB) m/z 365 (M+H) +. 



1 H-NMR (400MHz. CDC la) ; 5 (ppm) 1. 1 5-1. 18 (b. 3H) . 2. 57 (br. 2H) . 2. 69 (t. J =4. 8H 
z, 4HK 2. 74 (br. 4H) . 3. 51 (t. J =4. 8Hz. 4H) . 3. 59 (s. 2H) . 3. 79 (t. J =4. 8Hz. 4H) , 7. 4 5 
(s. 1H) . 7. 49 (ddd. J = 8. 4. 8. 0. 1. 2Hz, 1H) , 7. 60 (ddd, J = 8. 4. 8. 0. 1. 2Hz. 1H) . 7. 68 (d. 
J = 8. 0Hz. IHK 8. 03 (d. J = 8. 4Hz. 1H). 

mmm i 8 i i- (i-x^;u ^ =? v >-4— r ju) - 3- n-y jl -j\,-\--f a e-M-r 



mmm\iitmm\zvx, 3-7 x - □ e > (268mg) ti-d-if ^t:^7 
c; >-4-^ )v) -3-y d * v * y u > (493og) e , ^^^^ <d fc^to 3. o 
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m & (i^/'-A/'fvyD^^X-fJM^I^^) 468mg€:»3fc. ; 7335} 

zs sl O f&%L : 
Kk£ ; 180-I83*C 

1 H-NMR (400MHz. DMS0-d«) : 6 (ppm) 1. 22 (3H. t. J=7. 2Hz) , 3. 09 (2H. o. J=7. 2Hz) . 3. 
26-3. 36 <4H. m) , 3. 46-3. 58 (4H. m) . 3. 94 (2H. s) > 7. 23-7. 29 (1H. m) . 7. 33-7. 44 (4H. m) . 
7. 62 (J H. ddd. J = 8Hz, 7Hz. I. 2Hz> . 7. 67 <1H. sh 7. 73 UH. ddd. J = 8Hz, 7Hz. I. 2Hz) . 7. 8 
8 (IH. d. J = 8HzK 8. 07 ( 1 H. d. J = 8Hz). 
ESl-Mass ; 356 (MH+) . 

mmm i 8 2 1- n-x^ju hf ^ ^ *? >-4— r ju) -3- u-y ^ -)\,-\-7 7-)V)*i j 



^iS0»Jl77i:^^IZbT, 4-^x-;U-l-^^> (302mg) t I- (l-X^JHf ^ 7 y 
>-4--f y^y U > <474mg)**5. ^&i£it?.<0*£gl{fc£4£iig&&(x 

^ y — V e^x- T)l>fr £ M 468mg£:^£:o {®Lm \ 11%) 

§Jt 

Bftj£ ; I20-128T: 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 30 (3H. t. J=7. 2Hz) . 2. 75 (3H. t. i=7. 4Hz) . 2. 
88 (2 H. t. J = 7. 4Hz) .3. 1 8 < 1H. Q. J = 7. 2Hz) , 3. 20 ( 1 H. q. J = 7. 2Hz) , 3. 26 ( IH. t. J = I 1. 6H 
z) . 3. 29 (IH. t. J=l L 6Hz). 3. 40 (2H. t. J = 1 3. 2Hz) . 3. 5 6 (211. d. J = i I. 6Hz) . 3. 8 I (2H. d. 




Et 
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J = 13. 2Hz) . 7. 19-7. 23 (IH. d) . 7. 28-7. 34 (4H. ■) . 7. 56 OH. s> . 7. 6 1 OH. ddd. J = 8Hz, 7 
Hz. 1. 2Hz) . 7. 72 (IH. ddd. J=8Hz. 7Hz. I. 2Hz) . 7. 88 U1H. d. J = 8Hz) . 8. 07 (IH. d. J = 8Hz). 
II. 00(1H. br-s). 
ESI-Mass ; 370 (MH+). 

mmm i 8 3 1- n-x^;p e^c 3 v >-4— < ;u>-3- h- (2-b k d^vx ->)t? 



4-3 — F 7 jl y — ;M1 I. 041g) £N. ^ f ^ ^ ^ A 7 5 F ( 1 00m J ) \Z ® &• V % 
*#T, bQ%*m<k1- h U £ A (2. 2g) AT^&T'30#K«# L^. ^ © ^ 

u-^d^x h ^ fxj-t-^^^v 5 ^ ^;u-> ^ > (13. i58g) ^an a, mm 

-C2BSIB!«# 80"CT $ & IC2B£fSJfla#L,fc. R f£ jg ^ m £ X 5 1 JV £ * 

k^eu, *r&jg£*ft, &;«(Mgso<). te&mmi,^. sst(hu^fjk>u 

T-fe^ 1 U > <6g) HM^JI39-Itle]^tC^SLfc. R & S 4& £ fit R X ^ )V 
iTkiC^ffib, *TflSJl£**fc, «:«(NgS0«K MKiSUgU*:. 3t8£*xh^fc:FD 
7 ^ > (50ml) \zmm U. 5Nig& (25ml) £ i>D A T 3 0# ffi fl| # b 7t & . fi^Kx^^T 
itBt, WHEfiJSLfc. * * -/ -JMlSml) KB* 1 NtK ft ft ^ h 'J A 

<5m])£ttJAT35iflT2«ra*#bfc. R iB £r % * 8 JEE ffi *S U , Si^fitKif 

;u£*ic#eufc. w*8^£*tfc, «£^(Mgso,), «ffi»ttL*:. &o-c*ifi«i 

77tB«CfflSL, WStifc^dttttl-d-x^Jl/tr^^^ >-4 — f )H-3-^Dt 
-fy + ; u > (4i9ng)3&* ?9&»£&4)ffiBHb^tt«&tti (x^ y — ^/*f v y □ 




o. 



OH 



Et 
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tr^x-x^a* Zm&ib) 328mg£*§£:«, mm : 54S) 
Sfi 

; 205-208*0 

'H-NMR (400MHz. DMS0-d«) ; 6 (ppm) 1. 31 (3H, t. J*7. 2Hz) . 3. I9UH. q. J*7. 2Hz) . 3. 
21 (IH. q, J = 7. 2Hz) , 3. 29 ( IH. I. J = 1 0. 8Hz) . 3. 32 (IH. t, J = l 0. 8Hz) . 3. 45 (2H, t. J = 13. 
6Hz) . 3. 58 (2H. d. J- 10. 8Hz) , 3. 71 <2H, t. J =4. 8Hz) , 3. 85 (2H. d. J = 1 3. 6Hz) . 4. 0 3 (2H, 
t. J = 4. 8Hz) , 7. 00 (211. d. J = 8. 8Hz) ♦ 7. 54 (2H, d. J = 8. 8Hz) , 7. 65 (JH. ddd. J = 8Hz. 7Hz. 1. 
2flz) . 7. 76 (IH. ddd. J = 8Hz. 7Hz. 1. 2Hzi . 7. 78 (IH. s) . 7. 93 <1H. d. J=8Hz) . 8. 11 (1H. d. 
J = 8HzK 11. 02 (IH. br-s). 
ESI-Mass ; 402 (MH+) . 

mmm i 8 4 i- d-x^;p g ^ 7 > -4--r ;u> -3-^ > ji/if - ju^c j =e / 



1- (1-X^;U ^ is >-4--f )V) -3- (3- t FP^y-S^x-ihl-^Df-^) 
-f V * y U > {400mg) £ £ o n*;UA (30ml) K « 3? L , -&ffc^ > (4. 038g) £ 

sax, £ a tip* rats # vtz. =.mit^ ># >&&3x'&. mbe»I8U ->ij*y^ 

^^A^DVh^*^7><--(K^X^;U/T-tK>^)T*SKU^o dtl^^j^tc 

^ 358mg£|#£. (jRJfs ; 73X) 

is O 85 ill : 
»/£ ; 161-163*0 



O 




Et 
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1 H-NMR (400MHz. DMSO-ds) ; 6 (ppo) 1. 23 (3H. t. J = 7. 2Hz) . 3. 07 (2H. q, J=7. 2Hz) . 3. 
25-3. 35 (4H. n) . 3. 54-3. 68 (4H. m) . 7. 63-7. 68 (2H. m) . 7. 74-7. 87 <3». d) . 8. 06 (1H. d. 
J = 8Hz). 8. 1 6 { 1 H. d. J = 8Hz). 8. 19-8. 22 (3H. m) . 
ESI-Mass ; 370 (MH+). 



1-:/ □ *-2. 4-i* * h ^ -> > -fe' > (2. 18g) & h'Jif Jl/7^> I20ol) izmm 
( h U »J;H7tf P> < 1 . 09 2 g> » 3Vitffi (38mg) is <fc it fc: 7, ( h >J y 

jc ~;U*x 7^ ^ A (II) (UOmg) fcttJA, ^3S3?ffi^.T^ 50*CT — 3fe£t 

# L, £fS*g£-^^ S ?Fmm £ i*5& d££E«S& U mm & > ^ y — ;U (50m 
DtC^^L, lN*8<fc:*- h 'J ^ A (20ml) £ »D A, ^ ig T 1 Wr IS # U £ S£, fl££Eig 
^«££#&x^;i,±:*l::#gB L. *r*BH£7kifc, &**(MgS0«K &EE«*fc 
Lfc. # lr»T»3£ £ h 'J X^;UT 5 > (1 5ml) tzmm b , 1- (1-X ^JHf ^ 7 y >- 
4--T )V) V * J U > (415mg) t39<l:i <5mg) *5 J: tfJg ft fc: X ( h »J 7 x 

— JU** 7 >f >) n 5 it O A (I 1) (I8mg> £ ADA. g^#MT. SOT"? — t&*fc# 
L/c. Ki6ig-&*^$3F***tt5feL, MffiiatSLfc. Bfc \z&m x ^ Jl> & 1m A* 

Lfc. *f fttttNgSO-.). d£EE$*&L, (NH) > 'J * ^ ft 5> Jx 0 □ v h 




OMe 



Et 
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4&ig&i£ 161mg*#*r. (4X^ ; 3 J %) 
6st 

; I 23- 129X: 

l H-NMR (400MHz. DMSO-dJ ; 6 (ppm) 1. 30 (3H, t. J=7. 2Hz) . 3. 20 UH. q. J = 7. 2Hz) , 3. 
22 UH. q. J = 7. 2Hz) . 3. 29 (IH. t. J=I0. 8Hz). 3. 32 UH. t. J = 10. 8Hz) . 3. 42 (2H, t . J = 1 2. 
8Hz) . 3. 58 <2H, d. J= 1 0. 8Hz) . 3. 81 (3H. s) . 3. 82 <2H. d. J = 1 2- 8Hz) . 3. 86 (3H. s) . 6. 58 
UH. dd. J =8. 4Hz. 2. 4Hz) , 7. 45 (1H. d, J = 8. 4Hz) . 7. 63 (IH. ddd. J = 8H2. 7Hz, 1. 2Hz), 7. 
73 (IH. s) . 7. 75 (IB. ddd. J=8Hz. 7Hz. J. 2Hz) , 7. 93 UH. d. J = 8Hz) .8. 10 UH. d. J = 8Hz) . 
10. 90 (1 II. br-s). 
ESI-Mass ; 420 (MH+) . 

1 8 6 1- ( l-X ^ )V e ^ i> > -4^ )V) -3- f3- (3- * h ^ f > ^ D fcT Jl, ) -S- 
tf'J->WMx^ZjK v^y 'J > <D & EE 



HJ&fl*J 185£ mm\z L T, 5-^ d qe-3- <3-* h^y^D tjH tf > J v > (470m&) t 
(h'J^f ;k>»j;H7tf l/> (390mg) t h (l-if>iHf ^ 7 >-4-< □ 

t-f v^y 'j> (345mg) a* ffftfie A<oSJS{b^«i4[BEift (x. ^ / - )v / -r v 

7 a e^x-f jl,^bM^ B 0 0) 36lm*g£f#*L. (iK^ ; 50%) 




N. 



OMe 
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Si > 

BS ; 135-HOt: 

'H-NMR (400MHz, DMS0-d«) ; <5 <ppn) 1. 32 (3H. t. J = 7. 2Hz) . J. 84- 1. 92 (2H. m) , 2. 79 
(2H. 1. J =7. 8Hz) .3. 18 (IH. q. J = 7. 2Hz) . 3. 20 (1H, a. J = 7. 2Hz) . 3. 22 (311. s). 3. 2 9 UH, 
t. J=U. 6Hz) , 3. 32 ( IH. t. J* 11. 6Hz) . 3. 33 (2H. t. J = 6. 2Hz) .3.51 <2H. t. J = 13. 2Hz) , 3. 
57 (2H. d, J = 1 1 . 6Hz) . 3. 84 (2H. d. J=13. 2Hz) . 7. 71 (JH. ddd. J = 8Hz. 7Hz. I. 2Hz) . 7. 80 
(IH. ddd. J = 8Hz. 7Hz. I. 2Hz) . 7. 92 (IH. s), 7. 99UH. d. J=8Hz) . 8. 15 (IH. d, J = 8Hz). 8. 
47 (IH. t. J*2Hz) . 8. 73 (IH. d. J = 2Hz) . 8. 97 (IH. d. J=2Hz) % 1 I. 6 0 (IH. br-s). 
. ESI-Mass ; 415 (MH+) 

1 8 7 1- (l-X^;U ?J >-4— f )\>)-Z-\2- (2-br HD^vIh^y)7 



^Jfi^J185i^^*CUT, 2-3-F7i;-JKJ. 089g) , (2-^ D^ih^yj- 
t-7^)\s i? * ^ JU > 5 > (1. 30 2 g) , ( h 'J * > 'J )),) T -fe 9- U > (579mg) £ 1- 

d-x tr ^ ^ > -4--r ju) -3-y a * -r y * j v > (408mg) a> Pin fez^e ;u 

7 7 *t*C O^ESfb^^I >- a ^&J& 330mg**S*:. (4X33; 54%) 
> ^ Sr ig : 

'H-NMR (400MHz. DMSO-d*) ; <5 (ppm) 1. 24 (3H, t. J = 7. 2Hz) . 3. I 1 <2H. q, 1=7. 2Hz) . 3. 
30-3. 38 (4H. m) . 3. 33-3. 48 (IH. n) , 3. 50-3. 66 (411. m) . 3. 78 {2H. t. J = 5. 2Hz). 4. 12 (2H, 




Et 
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t. J = 5. 2Hz). 6. 98 (JH, ddd. J = 7. 6Hz. 7. 6Hz. 1. 6Hz> . 7. 65 (IH, ddd. J=8Hz. 7Hz. 1. 2Hz) . 
7. 75 (1H. s) . 7. 76(1H. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 93 <1H, d. J=8Hz) . 8. 1KIH. d. J=8Hz) . 
ESI-Mass ; 402 (MH+) . 

1 8 8 l-ll-l^tf^7y >-4--f Jfc>-3-f3-<2-b: KP*^xK*->)- 
2- fcf 'J y ;U 1 X ^ - V =fc J U > g> ^ 0E 




1 

EX 



H*S0y 1 85 i HttlC b T, qE-3-b H n 4 1 y k* 'J 5^ > (2. 095g) , 

X h * z/) -i-Z/^ )l i> * ? )V zr > (3. 425g) , ( h U ^ ^ )V > 0 ) 7 -fe U > (6 
1 3m?) £ I - (1-X^ ;U t? ^ 5 ^ >-4--f ;k3-^Dt-fy^yij> <410mg) £ , 3f 
ttfi<Z>€g«fcdtt&&« 26tmg£*t;rco <ifc2£ ; 38X) 

MA ; 153-I59X: 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppm) I. 31 (3H. t. J = 7. 2Hz) . 3. J8 (1H. a, J = 7. 2Hz) . 3. 
20 (IH. a, J = 7. 2Hz) . 3. 29 (HI. t. J=I0. 2HzK 3. 32 (1H. t. J= 10. 2Hz) .3.51 <2H. t. 1 = 13. 
2Hz) . 3. 58 (2H. d. 1 = 10. 2Hz) . 3. 80 (1H. t. J = 5Hz), 3. 90 (2H. d. J = 13. 2Hz) , 4. 23 (1H. t, 
J=5Hz). 7. 55 (1H. dd. J = 8. 4Hz. 1. 6Hz) . 7. 89 (IH. s) . 7. 99 UH. d. J = 8Hzh 8. 13 (1H. d. J 
= 8Hz) . 8. 26 (1H. dd. J =4. GHz, I. 6Hz) . 7. 89 (1H. s) . 7. 99 (1H. d. J = 8Hz) . 8. 13 (IH. d. J = 
8Hz) .8. 26 (1H. dd. J =4. 6Ilz, I. 6Hz) . 7. 89 (1H. s) . 7. 99 (IH. d. J = 8Hz) . 8. 13 <1H. d. J = 8 
Hz) . 8. 26 (IH. dd. J -4. 6Hz. 1. 6Hz) . 1 1. 5 5 (IH. br-s). 
ESI-Mass ; 403 (HH+) . 
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i-(I-x^^tf^7 S*>-4-*f JlO-3-:/cn&*f V*/ 'J > (702mg) £ N. W-^ > ^ ;U 
* JU A T 5: K (lSmlMC&tf? ^fU> (369mg) tS^K/^y^A (II) (49mg) £ 
N U-o-h U J^77^ > (134mg> ^i<t r; h 'J xfJ1^7 5 >(5m]) ^ »D^, 
SaJ, 100r T-f!fcl£# Lfc. *&4fc *Si&£fcSjEi8tg U*:. n£ $ (NH) 

?W^fe^ScoSCii<b^^mK^ 4i2mg£t#;t. <JR V ; 45X) 

: 

fit* ; 222-225-C 

'H-NMR (400MHz. DMSO-de) ; 6 (ppm) 1. 32 (3H, t, J = 7. 2Hz) , 3. 21 (IK, a. J =7. 2H2) , 3. 
23 (1H. a. J = 7. 2Hz) . 3. 33 (IH. I. J = 1 1. 2Hz) . 3. 55 (IH. t, J= 1 1. 2Hz) . 3. 49 (2H, t. J=13. 
6Hz) . 3. 60 (2H. d. J = 1 1 . 2Hz) . 3. 96 (2H. d. JH3. 6Hz) . 7. 27-7. 32 (1H. m) . 7. 35 (1H. d, J 
= 15. 6Hz) . 7. 40 (2H. t, J = 7. 6Hz) . 7. 50 (III. s) , 7. 57 (1H. ddd. J=8Hz, 7Hz, 1. 2Hz) . 7. 65 
(2H. d. J = 7. 6Hz) * 7. 68 (I H. d. J = I 5. 6Hz) . 7. 70 (1H. ddd. J = 8Hz. 7Hz. I. 2 EI z ) . 7. 89 (IH. 
d. J = 8Hz) > 10. 59 (IH. br-s). 
ESI-Mass ; 344 (MH+) . 

^l^Jl 9 0 tr^ ^ i> >-4--f )l) -3- lh5>^-2-M-y h =fc zs "7 t 




a 
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I 

Et 



&mw\*9tm&\zi,T. l-(l-xf ^e^7y>-4-<;H-3-ynt< V / »J 
> (595mg) <h 4-* h 4- -> U > (382mg) ^ St -& ^ ^ m it ^ m ifi & it 450 

mszmti. mm ; 53s) 

^Bi SS c 

HA ; 227"C 

1 H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) I. 32 (3H. t. J = 7. 2Hz) . 3. 20 OH. q. J = 7. 2Hz). 3. 
22 (J H. q, J = 7. 2Hz) , 3. 31 (1H. t. J= 1 I. 6Hz) , 3. 34 (1 H. t . J= 11. 6Hz) . 3. 60 (2H. d. J=ll. 
6Hz) , 3. 78 (3H. s) . 3. 95 (2H. d. J = I 3- 6Hz) . 6. 96 (2H. d. J = 8. 8Hz) , 7. 20 UH. d. J = 1 5. 6H 
z) > 7. 45 (IH. s) . 7. 54 (1H. ddd. J = 8Hz. 7Hz. I. 2Hz) , 7. 59 (2H. d. J = 8. 8Hz) , 7. 63 <1H. d. 
J= 1 5. 6Hz). 7. 69 (1H. ddd t J = 8Hz. 7Hz, I. 2Hz) . 7. 86 (IH. dd. J = 8Hz. 1. 2Hz) . 8. 06 (IH. d 
d. J = 8Hz. 1. 2Hz) .11.05 (IH. br-s) . 
ESI-Mass ; 374 (MH+) . 

mmm 1 9 1 1- n-x tf ^ ^ y > -4— f ;u) -3- [-> z -2- t4-* F4->7i - jm 




I 

Et 
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l- u-x^jw tf ^ ^ is >-4--r ju) -3- (4-* h * > 7 i x ^x ^ - juj y ^ y u 

> (2 26oig) ^X^y-JKIOml)tc^»L, U > K ^ — M« <4 5rag) * « M 

ST, S«T25#IM«#Lfc. i)£Eia*gb. B B£ Jlr £ IN* Bt 

fcth'JDAl:»ELfc. W&JI£*ifc. £&(MgSO<), M£B8l t <NH) >"J * 

& lc «fc 0 voL^Bt^£L, »fi7*^7 r Xtt<Z>«H<b*»^ ol I37mg£ 
»&. (JR* ; 4935) 

a. : 

'H-NMR (400MHz. DMS0-d«) ; 5 (ppm) J. 02 (3H. t. J = 7. 2Hz) . 2. 83 (2H. q. J = 7. 2Hz) . 2. 
94-3. 04 (4H. ta) . 3. I4-3. 28 (4IK n) . 3. 58 (3H. s) . 6. 40 UH. d. J = 1 2. 4Hz) . 6. 48 UH. d. J 
= 12. 4Hz) . 6. 68 (1H. d. J=8. 8Hz) , 7. 2 1 <2H. d. J = 8. 8Hz) , 7. 22 UH. s) . 7. 3 9 (1H. ddd. J = 
8Hz. 7Hz. 1. 2Hz) , 7. 50 (1H. ddd. J-8Hz. 7Hz. i. 2HzJ . 7. 63 (1H. d. J = 8Hz) . 7. 87 UH. d. J 
=8Hz) . 

ESI-Mass ; 374 (MH+) . 

mmm i 92 1- ti-x^n, g ^ =7 v >-4-r n,\ -3- (*> * ^-2-7 = - jujc 



% ££#J i89£ m& l r. 1- (i-xfji/ tr u i> >-4--r ;n -3-7* d^e -r y u 

> (6 1 7ms) £ £> X-0 - * ^JUT.^ U > (45 Img) rt> 167^^7 7 X^tO^Sifk 



Me 




N 
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is =^ O & $L : 

'H-NMR (40OMHz. DMS0-d«) ; 6 (ppm) 1. 14 (3H. t. J = 7. 2Hz) . 2. 25 (311. s) . 3. 01 (2H. Q. 
J = 7. 2Hz) . 3. 12-3. 22 (4H. □) . 3. 30-3. 44 (4H. m) . 6. 64 (IH. s) . 6. 93 (2H. d. J = 7. 6Hz) > 7. 
04-7. 12 (3H. m) . 7. 29 UH. s) . 7. 5 (1H. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 64 (1H. ddd. J = 8Hz. 7 
Hz. 1. 2Hzh 7. 76 (1H. d. J=8Hz>> 8. 03 (1H. d. J=8Hz). 
ESI-Hass ; 358 (MH+) . 

mmm i 9 3 \-{\-x.*)\, =, *? > -4-< ;u)-3- (h ^ > * -i-* 9^-2- ? x - 



> <607mg) £trans-/3-;*^;U*5 L U> (453mg) ri* t> , ^feT^E^^T^^^^jS^fc; 
-&^l*>^^fig^ 576ng£fS*:* mm ; 68%) 
zl ^ % : 

1 H-NMR (400MHz. DMSO-de) ; 6 (ppm) !. 24 (3H. t, J = 7. 2Hz) * 2. 3 I (3H. s) , 3. 12 (2H. Q, 
J = 7. 2Hz) . 3. 30-3. 40 (4H. n) . 3. 54-3. 70 (4H. n) . 7. 25-7. 32 (IH. q) . 7. 39-7. 45 <4H. 01} . 
7. 57 (1H. ddd. J-8Hz. 7Hz. 1. 2Hz) . 7. 69 (IH. s) . 7. 70 (IH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 8 

2 (IH, s) , 7. 95 (IH. dd. J=8Hz, 1 . 2Hz) , 8. 08 (IH. dd. J = 8liz. 1. 2Hz) . 
ESI-Mass ; 358 (MH + ) . 

& m m 1 9 4 1- (l-X =5-)\, h: ^ ^ y >-4--f JU ) -3- f h => > * -2- (2- fc: K n =*- ^ X 




Et 
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I 

Et 



y*~>6*& n-y^^XX^^ (486mg) 6> , * ttfU 189 t B« 13 JQS U T » /t J* 

h ^ t K P y 7 > (6ml ) \zmm *&T, Tk^fbT^^-^A'J^^A 
(83mg) JOtL. S^MIStf U;t„ S^fg^^tC, *(85mJK 5N* & it * h 'J ^ A (85 
ml), * (255ml) fcJS&an A, ^ & tt £ H ^ *f h tt sfi b , MEEiSfcSL*:. JS & & (N 

248mg€r^fc. (4X35 ; 23X) 
5/ a •> & * : 

1 H-NMR (400MHz. DMSO-d«) ; (5 (ppm) 1. 25 (3H. t. J = 7. 2Hz) . 3. 13 (2H. q. J = 7. 2Hz) t 3. 
30-3, 42 (4H. m) . 3. 60-3. 80 (4H. n) . 3. 82 (2H. t. J=5Hz) . 4. 08 <2H. t. J=5Hz) , 6. 98 (1H. 
dd. J =7. 6Hz. 7. 6Hz) . 7. 05 UH, d. J = 8. 2Hz) . 7. 26 (1H. ddd. J = 8. 2Bz. 7. 6Hz. 1. 6Hz) . 7. 
34 (1H. d. J=16Hz), 7. 42 (IH. s) . 7. 54 (IH. ddd. J = 8Hz. 7Hz. I. 2Hz) > 7. 68 (1H. ddd. J = 8H 
z. 7Hz. I. 2HzK 7. 69 ( IH, dd, J = 7. 6Hz. I. 6Hz) . 7. 87 (III. d. J = 8IIz) . 8. 06UH. d. J = 16Hz) . 
8. 06 (IH. d. J = 8Hz). 
ESI-Mass ; 404 (MH+) . 

^ m 09 1 9 5 JR^7 *J >-4--f M -3- I h 5 > (2-^ h ^ •> 7 x 
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I 

Et 



mmm mm \z lt, i-(i-x^^e^7^>-4->rM-3-yD^-f v^y »j 

> (507ag) t2-> h*^*^U> (425mg)^ ^&7^;U:?7;*#;cD«5jg{fc^ife 
<Dis^t?&& 224mg£?§fc. (JR* ; 3IX) 
-> ^ fi£ £ : 

'H-NMR (400MHz. DMSO-de) : 5 (ppm) 1. 26 (3H. t. J = 7. 2Hz) . 3. 16 <2H. q. J = 7. 2Hz) . 3. 
36-3. 46 (4H. d) . 3. 54-3. 72 (4H. d) , 3. 87 <3H. s), 6. 98 (111. t. J=7. GHz) .7. 06 (1H. d. J = 
8. 2Hz) . 7. 29 (1H. ddd. J = 8. 2Hz. 7. 6Hz. 1. 6Hz) .7. 30 (1H. d. 16Hz) . 7. 47 (1H. s) , 7. 55 
(IH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 68 (1H. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 690H. dd. J = 7. 6Hz. 
1. 6Hz) . 7. 88 (IH. d. J = 8Hz), 7. 96 (1H. d. J = !6Hz) , 8. 07 (IH. d, J = 8Hz) . 
FAB-Mass ; 376 (MH+) . 

nm m i 9 6 i-(i-i^^^7 5x>-4--r ;u)-3-( h 5 >*-2-*^;u-2-:? ^ - 




I 
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mmw i89t mm \z lt, i- (i-x^;utf ^ ^ v >-4—r M-j-yDf^v^yj 

> (584og) £ a-^^^X^U> (425mg) rt> £ , Sfi7 ; e;l'7 7 X^<OtPS^6^>- 
^^K^S 371mg£f§£. (iK^ ; 443£) 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 23 <3H. t. J = 7. 2Hz) . 2. 68 (3H. d. J=L 2Hz) . 3. 
08 (2H. q. J = 7. 2Hz) . 3. 28-3. 38 <4H. m) . 3. 50-3. 64 (4H. m) . 6. 87 {IH. d. J=L 2Hz) . 7. 28 
-7. 34 UH. m) . 7. 40(211, t, J = 7. 6Hz) . 7. 52 (IH. s) > 7. 54-7. 62 (3H. m> . 7. 69 (1H. ddd, J = 
8Hz. 7Hz. 1. 2Hz),7. 86 ( IH. d. J=8Hz>. 8. 08 (IH. d. J = 8Hz). 
. FAB-Mass ; 368 (MH+) . 

mmmi 9 7 i-m-x^ju g ^ ^ *j ju) -3- f h ^ >*-2-(2-? jua- p7t 



mmmiwtmmtzLT, 1- n-x^;u t: ^ ^ >-4--r ;io-3-:/ □ v * y »j 

> (542mg) t2-^^5fa^^U> <415mg) n &7 * ~? ? * Vt<Dm$Mit£> to 

iszLOm& 563mg€:^*:. (JH^;7I%) 

'H-NMR (400MHz. DMSO-do) ; 5 (ppm) 1 . 24 (3H. I . J =7. 2Hz) . 3. 09 (2H. q. J = 7. 2Hz) . 3. 
25-3. 40 (4H. m) . 3. 5 0-3. 70 (4H. m) , 7. 2 2-7. 28 (211. m) , 7. 3 1 -7. 38 ( IH, m) . 7. 4 2 ( IH, d. 
J = 15. 6llz) , 7. 53 (III, s) , 7. 58 (IH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 71 (IH. ddd. J = 8Hz. 7Hz. 
I. 2Hz) . 7. 81 (IH. d. J=15. 6Hz) . 7. 82-7. 87 (IH. m) , 7. 90 ( IH. dd. J = 8Hi, 1. 2Hz) t 8. 0 8 





N 
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(1H. dd. J = 8Hz. 1. 2H*>. 
FAB-Mass ; 362 (MHO . 

iigiJl 9 8 l-(l-x^^bf^7y >-4--OU)-3- f(E)-4-(2-b F p ^ > x h * 
(198-1) 2-(4-tfrj|/7x/^y)X^y-J|/ 



4-fc KP + *>^>X7;i/Tt F (3. 664g) ^NJ-y /f;l/*;K7= F (60ml) tc 
*#T, 60%*35ffc* h 'J £ A <1.44g) fcjta AT, ^ & T 40#R3 L &. 
C d IC (2-ya^EX h jt^JUis'? > (8. 612 g)ft3A* 100r T30# 

£*B^tt£»«x^;i,£*i;:#ieL. *r&/g£7Kft, & 

& (MgS0«K MEEStSLfe. & Zntzmm&$.ti-iS * ^)ls*)U<U7 $ F (70ml) 

*#T, (if JP) h 'J y jl x^** * - ^ A y D v < F (13. 218g) £ 60%tK 
F »J 9 A (1. 623g) £*QAT, ^ U T 2B# DQ it ft L fc . E *6 B »fc * £ ftJ A 

T^\^it>T^mu, w«^^«tEEia$e u/t. si^g £^ f ^ t f □ y ? > (sonii 

lc*g#b, 2N£& (20idI) IIP AT l($ra«#L;t. E*$K*» S BBgx^^-e»UJ L, 
*rfl&Jg£r7*&. K&MgSOO. M£fi»L£. & 'J * y;U^ ^ A ^ P v F 9 

y y - <#»x^;u/'\*D- TIS© LT. &fe@#<Dt£@fl:£*&l 3. 025g£ 

(iR^ ; 60X) 

'H-NMR (400MHz, CDC1 *) ; 6 (ppm) 2. 09 <1H. s) . 3. 97 (2H. t. 1=4. 6Hi) . 4. 09 (2H, t. J 
= 4. 6Hz) , 5. 14 (1H. dd. J = 1 0. 8Hz. 0. 8Hz) . 5. 62 (1H. dd. J = 17. 6Hz. 0. 8Hz) . 6. 68 ()H. dd. 
J=17. 6Hz. 10. 8Hz) . 6. 83 (IH. ddd. J=8Hz. 2. 4Hz. 0. 8Hz) , 6. 97 (i H. d d. J = 2. 4Hz. J. 6Hz) > 
7. 03 (IH. ddd, J-8Hz. I. 6Hz. 0. 8Hz> . 7. 25 (IH. t. J = 8Hz) . 

(198-2) l-M-x^JU \L ^ *5 is >-4— f ;U)-3-f (E)-4-(2-b Fa*->xF*SO;x 

f j ji/U v^y u > > 3. *> m & 
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o 



OH 



Et 



$zM&nM£m&lz Lx, l- (i-x^;u e^c^ V >-4--f )l>)-3-zfn q& < y * y > j 
> <580mg) d:2-(4-t'-^7xy^v')x^y-Jl, (534mg) £ , ItfeT^E^^T^ 
4* CD g£ SUfc £ £> a. ^Kl 788mg€r»fc. (^^;89X) 

e m : 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppra) 1. 25 (3H. t. J = 7. 2Hz) » 3. 13 (2H. q. J=7. 2Hz) . 3. 
30-3. 42 (4H. m) . 3. 54-3. 72 (4H, n) . 3. 71 (2H. t. J=5Hz) . 4. 01 <2H. t. J = SHz) . 6. 96 (2H. 
d. J = 8. 8Hz) ,7. 18 (1H. d. J = I5. 6Hz) , 7. 42 (III. s) . 7. 54 (IH. ddd. J = 8Hz. 7Hz, 1. 2Hz) > 7. 
5 7 (2H, d. J = 8. 8Hz) . 7. 6 2 (JH. d. J=15. 6Hz) . 7. 68 (IH, ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 85 (1 
H. d. J = 8IIz) . 8. 06 (IH. d. J=8Hz). 
FAB-Mass ; 404 (MH+) . 

m m m i 99 1- n-x^;u tf< ^ v >-a-* r ;u) -a- 1 h ^ > x-2- f3- (2-h: k 

<199-l) 2-(3-fcf - jl y * •>) X5> / -JI, 



^*6#J 198-1 £ (C L T. 3-t K □ + *> ^ > X 7 Jl/ f t H (3. 664g), (2^d 
^ x h * ~>> -t-y^ ^ *> ^ > (8. 6l2g) £ (x^;U) h U 7x-i^^^r 

^ A y D ^-f K ( 1 3. 240g) fc, *5fe^^coeJSft:^^ 2. 93 lg £ /c. (iR s£ ; 6 
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OS) 

'H-NMR(400MHz. CDC 1 3 ) ; 6 (ppnJ 2. 00-2. 03 (1H. m) . 3. 95-4. 00 (2H, o) . 4. 11 (2H. t. 
J=4. 6HzK 5. 26 (1H. dd. J = 1 0. 8Hz. 0. 8Hz) . 5. 74 (III. dd. J = 1 7. 6Hz. 0. 8Hz) , 6. 68 (1H. d 
d. J = 1 7. 6Hz, 10. 8Hz) . 6. 83 (1H. ddd. J = 8Hz. 2. 4Hz. 0. 8Hz) . 6. 97 (1H. dd. J=2. 4Hz. 1. 6 
Hz). 7. 03UH. ddd. J = 8Hz. 1. 6Hz. 0. 8Hz) . 7. 25(1H. t. J=8Hz>. 

1199-2) l-ll-If;PfcT^7i; >-4-<f JlO-3-1 h 5 > * -2- f3- f 2- h K □ ^ -> x K 




Et 



> (5 6 0mg) t2- (3-t f r:^7x;*y)x^y-;p (504mg) £ > tfi7t;i777 
-> a ^ K I : 

'H-KHR (400MHz. DMS0-d«) ; 6 (ppm) 1. 25 (3H. I. J-7. 2Hz) . 3. 15 (2H. q. J = 7. 2Hz) . 3. 
32-3. 44 <4H. n) . 3. 52-3. 74 <4H. m) , 3. 73 <2H. t. J = 5Hz) . 4. 04 <2H, t. J=5Hz) . 6. 87 (1H. 
dd. J = 8Hz. 2. 4Hz) , 7. 2 0 < 1 H. d. J =7. 6Hz) , 7. 22 ( 1 H. d. J = 2. 4Hz) . 7. 29 (1H. dd. J = 8Hz. 7. 
6Hz) . 7. 3 5 (1H. d. J = I 5 . 6Hz) . 7. 48 (IH. sk 7. 56 (IH. ddd.J = 8Hz. 7Hz. 1. 2Hz) . 7. 64 (1H. 
d, J = 1 5. 6Hz) . 7. 70 (1H. ddd. J = 8Hz. 7Hz. 1. 2Hz), 7. 87 (1H. d. J = 8Hz) . 8. 07 (IH. d. J = 8H 
z) . 

FAB-Mass ; 404 (MH + ) . 

&mm 2 0 0 3- I (E)-2-f2-(4-^;U* UrjH g U ^>-S-f jUXrZJU-l-H 
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^2S^189t^^(cLT, 2-(4-^e^3^ »J - JU) -5- t* — )V tf U > (1. Og) *3 J: tX 
(4-X5^;U hT ^ ^ £/ >-I--f -1* V * J U > (8 32rag) 6 , &J@ft;£<& 

ojS^i^ i. 06g*»fc ; 95*) . :n$^sc«t OiilS t I, ^Igft^^m 

^■i §£1 ^£ • 

■L& ; 190- 1 94*C 

'H-NMR (400MHz. DMSO-ds) ; 6 (ppn) I. 35 (t. J = 7. 2 II z . 3H) . 3. 18-3. 26 (o. 2H) . 3. 30 
-3. 39 (id. 2H) , 3. 52-3. 62 (n. 4H) . 3. 78 (br. 8H) . 3. 99 (d. J = 1 3. 2Hz, 2H) . 7. 44 (d. J = I6. 
0Hz. 1H) . 7. 46 (d. J = 9. 6Hz. 1H), 7. 49 is, IH) , 7. 60 (t. J = 8. 0Hz. ]H) . 7. 68 (d. J = 1 6. OHz, 
1H) . 7. 73 (t. J=8. 0Hz. 1H) , 7. 91 (d. J = 8. OHz. IH) , 8. 09 <d, J = 8. OHz, 1H) . 8. 28 (d. 1 = 2. 
OHz. 1H) > 8. 47 (d. J = 9. 6Hz. 1H). 
MS (FAB) m/z 422 (M+H) +. 

1 H-NMR (4 00MHz, CDC],) ; 6 (ppm) I. 1 8 (t. J = 7. 2Hz. 3H) . 2. 5 6 <q. J = 7. 2Hz. 2H) . 2. 7 
6 (br, 4H) . 3. 56 (t. J =4. 8Hz. 8H) . 3. 84 (t. J = 4. 8Hz. 4H) , 6. 66 (d. J = 8. 8Hz. IH) , 7. 0 2 (d. 
J = 15. 6Hz. tH) . 7. 16 (s. IH). 7. 42 (ddd, J=8. 4. 8. 0. I. 2Hz. 1H) . 7. 55 (ddd. J = 8. 4. 8. 0. 
I. 2Hz. !H) . 7. 67 (d, J*8. OHz. 1H) , 7. 68 (d. J = I5. 6Hz. Ill) , 7. 80 (dd. J = 8. 8. 2. 4Hz, IH) . 



315 



WO 99/18077 



PCT/JP98/04465 



8. 04 (d. J = 8. 4Hz. IH) . 8. 37 (d. J = 2. 4I!z. III). 

2 0 1 3- f (E) -2- (4- * ^ )V 7, )\, * " )V 7 x =L )U ) X r " )U 1 - I - (4-X ^ 



^J6^J189tf^^lcLT. 4->^;UX^/J^-;Utr — JU^>-lf> (638mg) *5 J: 

(4-X5F^ e^7y>-!-< V + y 'J > (700mg) e , <0 

i&mfc 646mg£*#Xi mm ; 70X) . d ti ^ t & I: J: D £1 S£ Si £ b * «I <b 4£l i£ 6£ 

; 170-174X: 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 34 (t. J = 7. 2Hz. 3H) . 3. 17-3. 25 (m. 2H) , 3. 25 
(s. 3H) . 3. 3 2-3. 39 (m. 2H) . 3. 50-3. 57 (m. 2H) , 3. 63 (d. J= 1 1. GHz. 2H) . 4. 0 1 (d. J = J 3. 6 
Hz. 2H) > 7. 59 (d. J = 1 5. 6Hz. 1H) . 7. 60 (s. 1H) . 7. 62 U. J = 8. 0Hz. IH) . 7. 75 (t. J = 8. 0Hz. 
IH) . 7. 7 7<d. J = 1S. 6Hz. IH), 7. 94 (br. 4H) , 7. 95 (d. J-8. 0Hz. IH) . 8. 11 (d. J = 8. 0Hz. IH). 
MS (FAB) m/z 422 <M+H) +. 



'H-NMRMOOMHz. CDC1*> ; <5 (ppm) i. I9(t. J=7. 2Hz. 3H) . 2. 57 (q. J = 7. 2Hz. 2H) . 2. 7 
7 (br. 4HK 3. 08 (s. 3H) . 3. 58 (br. 4H) . 7. 25 (s. IH) . 7. 30 (d. J = !5. 6H2. IH) , 7. 48 (ddd. 
J = 8. 4. 8. 0. 1. 2Hz. Ill) , 7. 59 (ddd. J = 8. 4. 8. 0. 1. 2Hz. IH) . 7. 74 (d. J = 8. 0Hz, IH) . 7. 75 
(d. J =8. 4Hz. 2H) .7. 31 (d. J- I 5. 6Hz. 1 H> . 7. 93 (d. J = 8. 4liz. 2H) . 8. 07 (d. J =8. 4Hz. IH) . 
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^ m fri 2 0 2 3-f (E)-2- (2-> ^ JUx Jl/*- ;U:7 :r - ;U ) X T-jU-l-(Mf 



3£*£#J189<h|E38Sl;:bT, 2-* JU* k" — JU'* > > (SOOmg) 43 <fc L*3- 

y n ^-i- (4-x^;u e^^y^-i-fjU-ry^y y > (549mg) a* BBft^tt © 

2£H§{fc 599ng£^fc (*R3p : 84X) . C n ^ tffi I: J; 0 ISE^ t l> $£I§ffc^^igS£ 
4££ St 

JSt,£ ; 146- 1 49*C 

'H-NMR (400MHz, DMSO-d*) ; 6 (ppm) 1. 33 (t. J = 7. 2Hz. 3H) , 3. 18-3. 25 On. 2H) . 3. 30 
(s. 3H) . 3. 33-3. 4 5 <m. 2H) . 3. 5 8-3. 67 (m. 4H) , 4. 0 2-4. 07 (id. 2H> . 7. 50 (d. J = 1 5. 6Hz. 1 
H),7. 56 (s. 1H)>7. 58 (dd. J = 8. 0. J. 2Hz. IH) . 7. 60 (t. J = 8. 0Hz. IH), 7. 62 (t. J =8. 0Hz. 
Ill) , 7. 75 (t. J = 8. 0Hz. 1H) . 7. 79 (t. J = 8. 0Hz. IH), 7. 95 (d. J = 8. 0Hz, 1H) . 8. 00 (dd. J = 8. 
0. 1. 2Hz. lHJ t 8. 11 (d. J = 8. 0Hz. IH). 8. 66 (d. J = 1 5 . 6Hz. IH). 
MS (FAB) m/z 422 (M+H) +. 



1 H-NMR (400MIIz. CDC 1 3) ; 5 (ppm) I. 18 (t. J = 7. 2Hz. 3H) . 2. 55 (q. J = 7. 2Hz. 2H) . 2. 5 
6 (br. 4H) . 3. 15 (s. 3H) • 3. 63 (br. 411) . 7. 1 9 (d. J = 1 5. 6Hz. IH) . 7. 26 (s. IH) . 7. 43-7. 57 
(a. 2H) . 7. 60 (ddd. J = 8. 4. 8. 0. I. 2Hz. IH) . 7. 64 (ddd. J = 8. 4. 8. 0. I. 2Hz, IH) . 7. 74 (d. 
J = 8. 0Hz. IH) . 7. 87 (d. J =7. 2Hz. 1HK 8. 06 <d, J = 8. 4Hz, IH) . 8. 12 (d. J = 8. 0. I. 2Hz. I H) . 




S0 2 Me 
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8. 74 <d. J=15. 6Hz. 1H) . 

3g m m 2 0 3 3- f (E) -2- (4- * T )V X )l * " )\, * * )V 7 x. =. Jl ) X T - Jb } - I- H- 



^*6#J 1 89 <t XL L, T. 4-j* ^Ji/X JU* ~ ;P * ^ )V X ^ k > <43 2mg) ^ ^ilSZ- 
7 n ^-\ - )U ¥ s< ^ >-\--1 Jl>) -1 y * y »J > (470mg) rt* IS SI it tt © 

6fej& ; 245-247*0 

1 H-NMR (400MHz. DMSO-d*) ; <5 (ppm) 1. 28 (t, J = 7. 2Hz, 3H) , 2. 93 (s. 3H) .3. 18 <q. J = 
7. 2Hz. 2H) . 3. 42 (br, 4H) . 3. 67 (br. 4H) . 4. 52 (s. 2H) . 7. 40 (d. J = 1 5. 6Hz. IH). 7. 44 (d. 
J = 8. 411*. 2H) . 7. 52 (s. 1H) . 7. 59 (t. J = 8. 0Hz. IH). 7. 70 (d, J = 8. 4Hz. 2H) . 7. 71 (d. J = 15. 
6Hz. IH) . 7. 72 (L J=8. 0Hz. IH) . 7. 91 (d. J = 8. 0Hz. J H) . 8. 10 (d, J = 8. 0Hz. IH). 
MS (FAB) m/z 436 (M+H) +. 



'H-NMR (400MHz. CDCM ; 6 (ppn) I. I9(t. J = 7. 2Hz. 3H) . 2. 58 (q. J=7. 2Hz. 2H) . 2. 7 
8 (br. 7H) . 3. 58 (br, 4H) . 4. 27 (s. 2H) . 7. 20 (d, J = I 5. 6Hz. Ill) , 7. 22 (s. Ill) .7.41 (d. > = 
8. 4Hz, 2H) . 7. 45 (ddd. J = 8. 4. 8. 0. I. 2Hz, IH) . 7. 58 (ddd. J = 8. 4. 8. 0. ] . 2Hz. IH) , 7. 63 
(d. J = 8. 41Iz. 2H) . 7. 72 (d. J = 8. 0Hz. IH) , 7. 78 (d. J= 15. GHz. IH) . 8. 06 (d. J = 8. 4Hz. IH) . 




S0 2 Me 



3)8 



WO 99/1 8077 



PCT/JP98/04465 



nt&W 2 0 4 3- f (E) -2- f3- H-^ ;U * >J - 7 x X ) X y - )V I - J- (4-X » 



nm&l \%9t mmtz b T, 3- (4-^E JU* UzJHXf U> (417mg) *5 J; #3-:/ n ^ 

600mg£»& ; 95X) • C ti * « & K J: D ^ * O tt tt £ b , &*I{t^$&>^^ 

v- a. T> 8$ i£ : 
H£ ; 180-1 82T; 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 28 it, J = 7. 2Hz. 3H) . 3. 18 (br. 6H) . 3. 43 <bi\ 
4H) , 3. 66 (br. 4HJ , 3. 77 (t. J = 4. 8Hz. 4H) . 6. 91 (dd. J-8. 0. 2. 0Hz. 1H) , 7. 12 (d. J=8. OH 
z. IH) , 7. 2! (br. 1H) , 7. 26 (t, J = 8. 0Hz. 1H) . 7. 36 (d, J=16. 0Hz. IH) . 7. 49 (s. IH) , 7. 58 
(t. J = 8. 0Hz. IH) . 7. 65 (d. J=16. 0Hz. IH) , 7. 72 (t. J = 8. 0Hz. IH) . 7. 89 (d. J = 8. 0Hz. IH) . 
8. 09 <d. J = 8. 0Hz. IH). 
MS (FAB) m/z 429 <M+H) +. 



'H-NMR (400MHz. CDCl*) ; <5 (ppra) I. 17 U. J=7..2Hz. 3H) , 2. 55 (q. J = 7. 2Hz. 2H) . 2. 7 
6 (br. 4H) . 3. 22 (t. J-4. 8Hz. 4H) . 3. 56 (br. 4H) . 3. 89 (t. J=4. 8Ilz. 411) . 6. 84 (dd. J = 7. 6. 
I. 2Hz. Ill) . 7. 12-7. 17 (m. 211) .7. 15 (d. J = 16. 0Hz. IH) . 7. 19 (s. IH) , 7. 28 (dt. J = 7. 6Hz. 
IH) . 7. 42 (I. J = 8. 0Hz. 2H) , 7. 55 (t. J = 8. 0Hz. IH) . 7. 7 0 (d. J = 8. 0Hz. IH). 7. 74 (d, J = 1 6. 




319 



WO 99/18077 



PCT/JP98/04465 



OHz. 1HK 8. 04 (d. J = 8. OHz. 1H) . 

3t*Sfr] 2 0 5 3-l(E)-2-f4-(4-^ JU * U = 7 X ^ 1 X ^ " JU I - 1 - (4-X 



^M^J]89t^ii:LT. 4- (4-^EJl/* U -JP) ^ ^ U > (284mg) ^cfcI^3-^D 
-1- (4-x f ^ >-l-< ;U) < V ^ / U > <32 0mg)^6v Sfl4b£tt<Z>tttt<* 
157mg*»fc ; 36%) • ^ g^C J: 0 > a cb Umit^ShiszLO 

is ^ St £[ : 
g*,& ; 248-250*0 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppd) 1. 29 (t. J = 7. 2Hz. 3H) , 3. 18 (br. 4H) . 3. 24 (q. J 
= 7. 6Hz. 2HK 3. 48 (br. 6H) . 3. 75 (br. 6H) . 6. 98 (d. J = 8. 8Hz, 2H) . 7. 15 (d. J=16. OHz. 1H> . 
7. 43 (s. IH) . 7. 5 3 (d. J =8. 8Hz, 2H) . 7. 55 (t. J = 8. OHz. 1H) . 7. 61 (d. J= 1 6. OHz. IH) . 7. 6 
9 (t. J = 8. OHz. IH) . 7. 86 (d. J = 8. OHz. IH) . 8. 07 (d, J = 8. OHz, IH) . 
MS (FAB) m/z 429 (M+H) +. 



' H-NMR (4 00MHz. CDCls) ; 6 (ppm) 1. 18 (t. J = 7. 6Hz. 3H) , 2. 56 (o. J = 7. 6Hz. 2H>, 2. 5 
6 (br. 4H) . 3. 21 (t. J = 4. 8Hz. 4H) . 3. 56 (br. 4HK 3. 87 (t. J = 4. 8Hz. 4H) , 6. 90 (d, J = 8. 8H 
z. 2H) . 7. 05 (d. J = 1 5. 6Hz. IH) , 7. 15 (s. IH) . 7. 40 (ddd. J = 8. 4. 8. 0. 1. 2Hz. IH) . 7. 52 (d. 




mm<* : 
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J = 8. 8Hz. 211), 7. 54 (ddd. J = 8. 4, 8. 0. I. 2Hz. )H). 7. 68 (d. J=8. 0Hz. 1H) . 7. 73(d. J = 1 5. 
6Hz. 1H) . 8. 03 (d. J=8. 4Hz. IH) . 

nm ffl 2 0 6 3-l(E)-2-*^;U-2-f4-(4-*JU* U - )U) 7 jc - )V 1 X T X I - I - 




H^-^J189t bT. 4- (4-*;]/* »J -;U)-a-^C ^^X^ 1 U > (500mg)*5 J; 

3-3/ P ; £-l-(4-X5 1 >»U y>-l-<;H-f V + y U > (5 23mg)^ e>, JgJ^t^ 

<&<E>i£gi# 475mg£^fc ^ ; 66%) . Ctl^ftUD ya^K^H, SS-ffc 

i' a. r> i|£ : 
fifc* ; 266-267T; 

'H-NMR (400MHz, DMSO-dc) : 6 (ppm) 1. 27 <t. J=7. 2Hz. 3H) , 2. 66 (s. 3H) . 3. 16 (br. 6 
H) . 3. 4 1 (br. 6H) . 3. 76 (br. 6H) . 6. 84 (s. 1H) . 6. 98 <d. J = 8. 8Hz. 2H) . 7. 50 (s. IH) .7.51 
(d. J = 8. 8Hz. 2H) . 7. 56 (t. J = 8. 0Hz. 1H) . 7. 70 (t. J = 8. 0Hz. 1H) . 7. 87 (d. J=8. 0Hz. 1H) . 
8. 08 (d. J = 8. 0Hz. IH). 
MS (FAB) n/z 443 (Mill) 4. 
itttttt : 

'H-NNR (400MHz. CDCIi) ; 6 (ppn) 1. 17 (t. J=7. 2Hz. 3H) . 2. 56 (q. J = 7. 2Hz. 2H) . 2. 7 
3 (s. 3H) , 2. 76 (br, 4H) . 3. 21(1, J =4. SIIz. 4H) . 3. 52 (br. 4H) , 3. 88 (t. J =4. 8Hz. 4H) , 6. 
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79 (s. 1H) . 6. 92 (d. J = 8. 8Hz. 2H) . 7. 2 1 {s. IH). 7. 42 (ddd. J =8. 4. 8. 0, 1. 2Hz. 1H) . 7. 52 
(d. J=8. 8Hz. 2H>. 7. 55 (ddd. J = 8. 4. 8. 0. I. 2Hz. 1H) . 7. 70 {t. J = 8. OHz. IH). 8. 05 (d. J = 
8. 4Hz. 1H). 

&Mm 2 0 7 3- ME) -2-* ^;t/-2-f3-(4-^;Ufr 'J ~ )l) 7x^Jl/lXxz;M-l- 



l^i£^JI89^f^^lcLT, 3-(4-^JW*'J ^H-a-*^^*^ U> (658mg) *5 i 

(4-x^;u tr ^ >-i--r ;u) -r v =^ y u > (69img) ^ 6. smt ^ 

332mg£#£: (JR« ; 35%) . Ztl£-%&\Z£<0 > zj. t V. mmit 

y a ^ K ^ : 
ft,& : 190-1 921C 

l H-NMR<400MHz. DMSO-d*) ; 6 (ppm) 1. 28 U. J = 7. 2Hz. 3H) . 2. 67 (s. 3H) . 3. 17 (t. J = 
4. 8Hz. 6H) . 3. 21 (q. J = 7. 2Hz. 2H) . 3. 47 (br. 6H) . 3. 77 (t. J=4. 8Hz. 4H) . 6. 87 (s. IH) . 6. 
92 (dd, J =8. 0. 2. OHz. IH) . 7. 04 (d. J = 8. OHz. IH) . 7. 11 (br. IH) > 7. 26 (I. J = 8. OHz. IH) , 
7. 55 (s. IH) . 7. 59 (t. J = 8. OHz. IH) , 7. 72 (t. J = 8. OHz. IH) . 7. 89 (d. J =8. OHz, IH) . 8. 10 
(d. J=8. OHz. IH) . 
MS (FAB) m/z 443 (M+H) +. 



' H-MMR (400MHz. CDC1.) ; d (ppm) 1. 17 (t. J*7. 2Hz. 3H) . 2. 56 (a. J = 7. 2Hz. 2H) , 2. 7 





N 



• (COOH) 2 



M # 
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4 (s. 3H) . 2. 75 (br. 4H) > 3. 22 (t. J = 4. 8Hz. 4H) . 3. 52 <br. 4H) . 3. 89 (t. J=4. 8Hz. 4H) . 6. 
79 (s. IH) . 6. 86 (dd. J = 8. 0. 2. 4Hz. JH) . 7. 09 (d. J = 8. OHz. Ifl) . 7. 10 (s. 1H) . 7. 22 (s, 1H) . 
7. 29 it. J = 8. OHz. 1H) . 7. 44 U. J*7. 6Hz. 1H) . 7. 5 6 (t, J = 7. 6Hz. 1H) . 7. 70 (d. J = 7. 6Hz. 
IH). 8. 05 <d. J = 7. 6Hz. 1H). 

&Mm 2 0 8 3- 1(E) - -> ^»^-2-7x = Jl.XT = JU-l-(4-X^Jb K * 




* JSM 189£ L T, a-^h^^^^;W^^U> (403ng) ^«fc^3-ro^e- 

i-(4-x^;u tr^^ jh< y^y u > (580ng)^ b , ® <omm& 

-> O 8t j& : 
BK£ ; 1 80-182TC 

'H-NMR (400MHz. DMS0-d«) ; 6 (ppm) 1. 23 (t. J=7. 2Hz. 3H) , 3. 05 (br. 2H) . 3. 25 (b r. 
4H) . 3. 49 (br, 4H) . 3. 75 (s. 3H) % 3. 95 (s. 2H) . 6. 91 (s. IH) . 7. 10 (t, J=7. 6Hz. 1H) . 7. 15 
(s. IH) . 7. 23 (t. J = 7. 6Hz. 2H) . 7. 42 (d. J = 7. 6Hz. 2H) . 7. SOU. J = 8. OHz. IH) . 7. 62 (t, J 
= 8. OHz. IH) . 7. 76 (d. J = 8. OHz. IH) . 8. 01 (d. J = 8. OHz. IH). 
MS (FAB) m/z 3 88 (M+H) +. 
: 

'H-NUR (400MHz. CDC 1 3 ) ; 6 (ppm) I. 16(1. J = 7. 2Hz. 3H) . 2. 53 (q. J =7. 2Hz. 2H) > 2. 7 
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0 (br. 411) . 3. 45 (br. 4!l) . 3. 75 (s. 311) . 4. 04 (s. 2H) . 6. 65 (s, IH) , 7. 08 is. 1H) , 7. 12 (dt. 
J=7. 6. I. 2Ilz. Ill) . 7. 22 U. J=7. 6Hz. 211) . 7. 36 (ddd. J = 8. 4. 8. 0. I. 2Hz. IH). 7. 42 (dd, 
J =7. 6. I. 2112. 2il) . 7. 49 (ddd. J = 8. 4. 8. 0. I. 2Hz. IH) . 7. 59 (d. J = 8. OHz. 1H>. 7. 99 (d. I 
= 8. 4Hz. HI) - 

3gfife#J 2 0 9 l-(l-XfJ^^7y>-WiM-3-fh 7 > * -2- (2- br 'J JU x 



&mm\&$tm&tzL>T. 1- (i-x^;u tf ^ ^ ^ > -4-< jn-3-ypt<y4y >j 

> (714mg) £ 2- t" n ;U t: 0 > (469rag) 6, It&IS & 05 « J© ft -&* S 789mg 
(JRJp ; 77%) 

6& -^fn - 
m * ; 220TC (##) 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppo) 1. 33 (3H. t. J = 7. 2Hz) , 3. 20 (IH. q. J = 7. 2Hz) . 3. 
22 (IH. q. J = 7. 2Hz) . 3. 32 ( IH. t. J s 1 1. 2Hz) . 3. 35 (IH. t. J = I I. 2Hz) . 3. 56 <2H. t, J = 13. 
6Hz) . 3. 58 (2H. d. J = I J . 2Hz) , 4. 00 (2H. d, J=13. 6Hzh 7. 58-7. 67 (3H. m) , 7. 73-7. 77 (I 
H. id) . 7. 8 8-8. 0 1 (2H, a) . 7. 95 ( IH. d. J = I 5. 6Hz) ,8. 10-8. 15 (2H. m) . 8. 18-8. 25 (IH. n) . 
8. 70 (IH. d. J = 4. 4l!z) . I 1. 06 ( IH. br-s) . 
ESI-Mass ; 345 (MH+). 

m m m 2 1 0 i-n-xfji/e^7y > -4~-r ;u-3-ih7>7 -2- (4-br »j i>)V) x 

=r — V ^ J 'J > CD £ e£ 
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I 

Et 



> (435ng) t 4-tf XJI> tT U V > <2 86mg) & , Hft7 ; E^7 7X*oa(aflS^*-> 

468mg£#fco (4K*£:79%) 

> 3. ^ : 

1 H-NMR (400MHz. DMSO-d«) ; 6 (ppm) 1. 26 (3H. t. J = 7. 2Hz) . 3. 17 (2H. a. J = 7. 2Hz) . 3. 
36-3. 46 (1H. m) . 3. 58-3. 76 (1H. o) . 7. 56-7. 63 (7H, m) . 7. 73 <1H. ddd. J = 8Hz. 7Hz. 1. 2H 
z>. 7. 92 (1H. d. J = 8fh)> 8. I 0 < I H. d. J=8Hz). 8. 56 (2H. dd. J = 6Hz. 1. 6Hz>. 
ESI-Mass ; 345 (MH+) . 

jfe ftfi M 2 1 1 I- (l-X5Mt^ ^ y >-4— i JH-3-f3-(2-* h * is) 7 - 



OMe 




I 

Et 

2-7'J^7iy-^ (444mg) ^N, N-y > f Jl/^^A 7 ^ F (5ml)l:^^l, # # 
T * 60%**ffc* MJ A <157ng) £ftP*, ^ @ T 20# fSI m L fc. ' £ lc 3 O it 
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* 9- )V (250n!) £ Jta A * SiUT-^ffi^L/:. S 0 *g ^ 4*5 £ x - J- )U t * \z ft E L , 

m&Lm&fcfc* (Mgsoo . ^E£i9«3b/t. fs^n^sis t i-d-x^^t^^ 

•y>-4-<iH-3-yD^^ y*V U > <563D)g)£. 2i 1 89£ m 4K \Z & a U X, 1$ 
*6 7 t)l 7 r *&<D&m<t%m •> ^ ^Kffi 400mg£#fc. {iK^ ; 44S) 

1 H-NMR (400MHz. DMSO-cU) ; 6 (ppm) I. 21 (3H. t. J = 7. 2Hz) . 3. 05 (2H. q. J = 7. 2Hz> . 3. 
20-3. 36 (4H. d) . 3. 5 2 (2H. d. 1 = 2. 4Hz) . 3. 80 (3H, s) . 6. 47 (1H. d. J=15. 2Hz) , 6. 87-6. 9 
4 (2H. m) , 6. 99 (IH. d. J = 8. 4Hz) . 7. 16-7. 24 <2H. in) . 7. 27 ( 1H. s) . 7. 5 1 (1H. ddd, J = 8Hz. 
7Hz. 1. 2Hzh 7. 65 (IH. ddd. J = 8Hz. 7Hz. I. 2Hz) . 7. 81 (IH, d. J=8Hz). 8. 02 (IH. d. J = 8Hz). 
FAB-Mass ; 388 (MII+). 

mmm 2 1 2 i-(]-xfi^^7y>-4-^)U-.i- [3- (2-h Kp*->xh*->)-7 

(212-)) 2- (2-7 y ;u 7 x y X* J - JU 



(5. 066g) ^N, N-v^?J^;i/A75 K (70nl) K&fl? L. 2- 
y D^ESIfK^^^x^t 1 ^ (6. 93 lg) £ gi&;*7 U O A (7. 88g) £ JJO * T , lOO^T? — 
«fe«#b/t:. ££jg^4&£ilF&X^;U *r«Jg£7*ifc, $£&<MgS0,K 

MEE&USb*:, Sni^x h 7 t K D 7 ? > (40nl) icigfc? b. 3c«!rT\ *^fk7;P 
5 XO A »J A (1. 442g) 1 fin X* 5#fSJ«#b*:. S^jg^^C, tK 

(1.5ml) . SNTK^ffc^- h U O A (1. 5ml) , tK (4. 5m I ) £: *I <fc io A , ^ig&£-b^-f 

«JEiSlfi8L£. (NH) ^ 'J t3*f)Vt> 7 D v K 9? 7 -f - (w^x^u/ 
^^1t>^)TffiSLT, *S£ftfi#tf)*£gI{t;-&«J 5. 248ng£ MX*: 76%) 

'H-NMR (4 00MHz. CDC I j) ; <5 (ppm) 3. 4 I (2H. d. J = 6. 4Hz) . 3. 93-3. 98 {2H. m) . 4. 09 (2 
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H. t. J = 4. 4Hz) . 5. 00-5. 07 (2H. m> . 5. 94-6. 05 (IH, m) . 6. 85 (IH. dd. J = 7. 6H2. 1 . 6Hz) . 6. 
93 (IH. td, J =7. 6Hz. 1. 6Hz) .7. 16 (1H. dd. J = 7. 6Hz. K 6Hz) . 7. 20 (1H. td. J = 7. 6Hz. 1. 6 
Hz) . 

(212-2) JPtf^7 is >-4-*f )V) -3- f3- (2-fc K P 4- S^X h * ~>) 1 x - 



n*fi^H89t(5)^tcLT, 1- u-x ^ ;u tr ^ v & >-4--r iH-j-^at-f y^y »j 

> (5 2 8ng) t2-(2-7'JJl'7x;+y)X^;-Jl' (570mg) S . iW^tfeT^EJU^z 
X4*<94£S§{fc^^ ^ 313mg^^fe. (4X*;38X) 
zl O & 2i : 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) I. 20 (3H. t. J = 7. 2Hz) . 3. 02 (2H. a. J = 7. 2Hz) . 
3. 16-3. 30 (4H. in) . 3. 42-3. 60 (4H. n) . 3. 55 (2H. d. J = 7. 2Hz) , 3. 75 (2H. t. J = 5Hz) . 4. 01 
<2H. t, J = 5Hz) , 6. 5 3 (IH. d. J- 15. 2Hz> . 6. 8 8 (1H. Id. J = 7. 6Hz. 1Hz) . 6. 94 (IH. d t . ! 5. 2 
Hz. 7. 2Hz) . 6. 97 (III. dd. J=8. 21Iz. 1Hz) , 7. 18 (IH. ddd. J = 8Hz. 7Hz. I. 2Hz) . 7. 65 (IH. d 
dd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 81 (IH. d. J=8Hz>. 8. 02 (IH. d. J = 8Hz). 
ESl-Mass ; 418(MH+). 

2 1 3 3-l(E)-2-l2-(4-qEJfc* U XJUI hf 'J S?>-5-*f JM Xfz jM - I- (4 




OH 
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k 

m&m i89£ mm \z v x. i- (4-^e;p* y -)V) -5- tr — )\> e>jy> uosmg) «t 7* 
3-y o^e-i- (Mf ji. tr ^ 7 > -1 — f ju) -r v * y y > (595mg) ^ e , t&mitsm 

nmmfr 750mg£**fc <*K^ ; 94S) . Ctl^tfel:^ 0 va^KJfii: SESffc£- 

-> :a ^ : 
Sfejft ; I 24-128T; 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 28 (t. J = 7. 2Hz. 3H) . 3. 19 (br. 2H) . 3. 43 (br, 
4H) > 3. 54 (t. J = 4. 8Hz, 6H) . 3. 75 (t. J = 4. 8Hz. 6H) . 6. 79 (d. J = 8. 4Hz. 1H) . 6. 89 (d. J = 7. 
2Hz. IH) . 7. 56 (d, J = I 5. 2Hz. 1H) . 7. 57-7. 64 (m. 3H) . 7. 65 (d. J = 1 5. 2Hz. 1H). 7. 73 It, J 
= 8. 0Hz. IH) . 7. 90 (d. J = 8. 0Hz. 1H) . 8. 10 (d. J=8. 0Hz. 1H) . 
MS (FAB) m/z 430 (Hill) +. 
: 

1 H-NMR (400MHz. CDCls) ; 6 (ppm) 1. 1 8 (t. J=7. 2Hz. 3H) . 2. 55 <q. J=7. 2Hz. 2H) . 2. 7 
6 (br. 4H) . 3. 57 (br. 4H) . 3. 62 (t. J = 4. 8Hz. 4H) . 3. 88 (t. J = 4. 8Hz. 4H) . 6. 54 <d. J = 8. 4H 
z. 1HK 6. 81 (d. J = 6. 8Hz. IH) . 7. 27 (s. IHk 7. 44 (ddd. J = 8. 4. 8. 0. I. 2Hz. IH) . 7. 50(dd. 
J = 8. 4. 6. 8Hz. IH) . 7. 55 (ddd. J = 8. 4. 8. 0. J. 2Hz. IH). 7. 67 (br. 1H) . 7. 7 1 (d. J = 8. 0Hz. 
IH) . 8. 05 (d. J = 8. 4Hz. IH) . 

m m m 2 i 4 3- i (E)-2-f3- (4-=e u-jneu y is >-6--r jHx^-;h-i- 
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k 

r ftftffl 189<h ffi&tiz LX, 3-U-:e)\,& »J -6 - 1* n )V tf U ^ 5? > (567mg) 43 

J: (4-x f JHf^ ^ V s >-)--f -f 7 * y U > (4 76mg) 6. ESS ft 

*«>©ifi«# 560og£^*: (JR ^ ; 87X) . ZL tl ifc & \z & K> is ol OKitL. fits 

BK * : 88-9CC 

1 H-NMR (400MHz. DMS0-d 6 ) ; 5 (ppm) 1. 30 (t. J=7. 2Hz. 3H) . 3. 28 (q. J = 7. 2Hz. 2H) . 3. 
40 (br. 2H) . 3. 6 2 (t. J = 4. 8Hz. 6H) . 3. 75 (t. J = 4. 8Hz, 6H) . 4. 02 (br. 2H) . 7. 36 Id. J = 9. 6 
Hz. IH). 7. 55 (s, IH) . 7. 56 (d. J = 1 6- 0Hz. 1H) . 7. 62 (t. J = 8. OHz. JH) . 7. 74 (t. J = 8. OHz, 
lllh 7. 82 (d. J = 1 6. 0Hz. IH). 7. 93 (d. J = 9. 6Hz. 1H) . 7. 94 (d. J = 8. 0Hz. IH) * 8. 12 (d. J = 8. 
OHz. IH). 

MS (FAB) m/z 431 (H+H) +. 

mm» : 

'H-NMR (4 0 0MHz. CDC I s) ; 6 (ppm) 1. 1 7 i t. J = 7> 2Hz. 3H) . 2. 55 (a. J = 7. 2Hz. 2H) . 2. 7 
5 (br. 4H) . 3. 58 (br. 4H) . 3. 67 (t. J=4. 8Hz. 4H) , 3. 8 6 (t. J = 4. 8Hz. 4H) . 6. 89 (d. J = 9. 6H 
z. IH) . 7. 2 3 Is. Ill) , 7. 45 (t. J =8. OHz. IH) . 7. 49 (d. J = 15. 6Hz. IH) . 7. 51 (d, J = 9. 6Hz. 1 
H) , 7. 57 (d. J =8. OHz. 1 H) t 7. 72 (d. J = 8. OHz. IH) . 7. 9 I (d. J = l 5. 6Hz. I H) . 8. 05 (d, J = 8. 
OHz. IH) . 
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2 1 5 3- 1(E) -2-M - (4-^;U* U _ JU) ¥ 'J * ->'>-6--T 

N^N 



189<t 1^*36 L 4-<4-^Jl/* »J ~ ;U) - 6 -f-^f U 5- v > (360mg)43 
J;i;3-7o^-l-(4-if ^t:^7y>-l-<;M-T V^y 'J > <4 00mg) *!S^fc 
£#>co2£8l# 380n»g£^£: mm ; 70%). C tl £ 3t i£ tc «fc t> ~> & J£ <h U > & g| 

v' :x Kt £i : 
Si* ; 130-134T: 

'H-NMR (400MHz. DMSO-ds) ; 5 <ppm> 1. 3 1 (t. J=7. 2Hz. 3H> , 3. 29 (q. J= 7. 2Hz. 2H) . 3. 
39 (br. 2H) . 3. 63 (br. 2H) . 3. 74 (br. I0H) . 4. 03 (br. 2H) . 7. 19 <s. 1H) . 7. 56 <d. J = 1 6. OH 
z. 1H) . 7. 64 <s. 1H) . 7. 66 (t. J = 8. 0Hz. 1HK 7. 78 (t. J = 8. 0Hz. 1H) . 7. 93 <d, J = 1 6. 0Hz. 1 
H) . 7. 98 (d. J = 8. 0Hz. IH) . 8. 14 (d. J = 8. 0Hz. 1H) . 8. 6 2 (s. I H> . 
MS (FAB) m/z 431 (M+H) +. 



1 H-NMR (4 00MHz. CDC1 y) ; 6 (ppm) 1. 18 (t. J = 7. 2Hz. 3H) . 2. 56 <q. J =7. 2Hz. 2H) . 2. 7 
6 (br. 4H) . 3. 58 (br. 4H) . 3. 69 ( l. J = 4. 8Hz. 4H) ♦ 3. 82 It . J = 4. 8Hz. 4H> . 6. 60 (s. 1H) . 7. 
29 (s. Ill) . 7. 4 8 (ddd, J = 8. 4. 8. 0. 1. 2Hz. 1H) . 7. 60 (d. J = 14. 8Hz. IH) > 7. 5 9 (ddd. J =8. 4. 
8. 0. I. 2Hz. IH) . 7. 74 (d. J = 8. 0Hz. 1H) . 7. 84 (d. J = I4. 8Hz. 1H) . 8. 06 <d, J =8. 4Hz. 1H) , 
8. 64 (s. IH) . 




N 




mmt* : 
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m m m 2 1 6 3- 1 <ei -2- \i- (4-^e ju* u - ju ^ ^ >-6--r ;ui - ;m -i- (4 



^*£#] 1 89 «h mm \z L T. 2- (4-*^* 'J -6-fcf — Jl/ tT ^ > (287og) *5 <fc 

3-y □ ^E-l - (4-X^;u t: a: ^ i? >-l--f y * J U > (3 2 0mg) % gSj^rt; ^ 

©MSIf* 295mg«:»& <JR^ : 69%) „ C n$^&C«t D -^K^i: I, & SB ft ■& 

-> 6£ & : 

; 1 73- 175"C 

Ml-NMR (400MHz. DMSO-d*) ; <5 (ppm) 1. 29 (I. J = 7. 2Hz. 311) . 3. 25 (q. J = 7. 2Hz. 2H) , 3. 
49 (br. 4H) . 3. 64 (br. 6H) , 3. 77 (br. 6H) . 7. 60 (d. J = 1 5. 2Hz. IH) . 7. 62 (t. J = 8. OHz. 1HK 
7. 65 (s. 1H) . 7. 75 (t. J=8. OHz. IH) . 7. 75 (d. J=15. 2fiz. 1H) . 7. 93 (d. J = 8. OHz, IH) . 8. 0 
8 (s. IH) . 8. 12 (d. J = 8. OHz. IH) . 8. 25 (s. IH). 
MS (FAB) m/z 431 (M+H) +. 



1 H-NMR (400MHz. CDC 1 3 ) ; 6 (ppm) 1 . 18 (t. J = 7. 2Hz. 3H) . 2. 56 (q. J = 7. 2Hz. 2H) . 2. 7 
7 (br. 4H) . 3. 58 (br. 4H) . 3. 66 (t. J =4. 8Hz. 4H), 3. 89 (t. J = 4. 8Hi. 4H) . 7. 29 (s. IH) . 7. 
47 (dt. J = 8. 0. I. 2Hz. 2HK 7. 58 (dt. J = 8. 0. J. 2Hi. IH) . 7. 69 (s. 1 II) . 7. 70 is. 1 H) , 7. 72 
(d. J = 8. OHz. 1 H) . 8. 0 Ms. t H) . 8. 02 (s. IH), 8. 06 (d. J = 8. OHz. IH). 

mmW 2 1 7 3-M-H-* h * ->7 x — JU)x^ - ;Ul-l-(4-X^;Utf^^y >-l 




N 
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OMe 



k 

FD^y- (4-* h * > ^ > ;U ) ] - 1 - (4-X ? )l tf ^ ^ *J > 
-l->f ;i/)-f V^ / U > (600nig) / x ^ J — UOml) mm \Z. Sti&mfcl&m (2ml) ^ 

(gf Kx^U/'N^tr >^> T»K IT, JtfefatK^ 352mg£#*: (JR ^ ; 62%) . c 

is n. O E£ ^ : 
AjA ; 106-108X; 

'H-NMR (400MHz. DMSO-de) ; 5 (ppm) 1. 23 (t, J = 7. 2Hz, 3HK 3. 05 (b r. 2H) > 3. 27 (br. 
411) . 3. 60 (br. 4H) . 3. 80 (s. 3H) . 5. 46 (s. 1H) . 6. 14 (s. IH) . 6. 98 (d. J = 8. 8Hz, 2Hh 7. 27 
(s. 1H) . 7. 34 (d. J = 8. 8Hz. 2H) . 7. 60 (t. J = 8. 0Hz. 1H) . 7, 68 (d. J = 8. 0Hz. IH) . 7. 86 (d. J 
= 8. 0Hz. JH) . 8. 10 (d. J = 8. 0Hz. IH). 
MS (FAB) m/z 362 (M+H) +. 

'H-NMR (400MHz. CDCI.) ; 6 (ppm) I. 17 (t. J = 7. 2Hz. 3H) . 2. 55 (q. J = 7. 2Hz. 2H) . 2. 7 
4 (br. 4H) . 3. 54 (br. 4H) , 3. 86 (s. 3H) . 5. 44 (d. J = 2. 4Hz. IH) * 6. 33 (d. 1=2. 4Hz. IH) . 6. 
93 (d. J = 8. 8Hz. 2H) . 7. 09 (s. Ill) . 7. 38 (d. J=8. 8Hz. 211) . 7. 44 (ddd. J=8. 4. 8. 0, 1. 2Hz. 
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1H) . 7. 5 2 (ddd. J = 8. 4. 8. 0. I. 2Hz, 1H) . 7. 6 1 (d. J = 8. 0Hz. 1H) . 8. 06 (d, J = 8. 0Hz. 1H) . 
&mm2 1 S 1- f I-X bf ^ ^ *J > -4->f Jb) -N-7xr JU-3-*f v * y »J > ft JU 



B 3Mb**ttt. 81 16). 106. I 960. l:f -3 T^^E b^>f 7 ^ 7f J ^-3-^7 
(366tng) »J > (4ml) I 1 0*C T 20# HQ IE** U &. 

BEi&HS b, 3£fl££ b iH > (Sol) tc £ff L feo c:i;7zU > (2ol) / V )V jl > {3 
ml) m&m&m A, 15#ra«#L&. ^£:*g£#> £&t&x^;U£ tC#E 

<MgS04K MES^tfc. JHf<7y> (5m 1) £ 

frttS&jktt. ^^(MgSOi)v ^m^HSL, ->'J^y;^7A^07 ^77^- 

4>«H4bd4*ltt&tt 504BgS:»fc. (IR* : 63X) 
g£ : 

UK A ; 260TC i»M) 

MI-NMR (400MHz. DMSO-d*) ; 6 (ppn) 1 . 32 (311. I . J = 7. 2Hz) , 3. 2 1 < HI, q. J = 7. 2Hz) . 3. 
23 (IH. q. J =7. 2Hz) . 3. 33 (IH. I. J = 1 I. 6Hz) . 3. 36 ( I H. t. J = 1 1. 6Hz) , 3. 54-3. 62 (4H. a) . 
4. 18 (2H. d. J=14Hz} . 7. 14 ( IH, tt. J = 7. 6Hz, 0. 8Hz) . 7. 40 (2H. dd. J = 7. 6Hz. 7. 6Hz) . 7. 
75 (IH. ddd. J = 8Hz, 7Hz. I. 2HzK 7. 82 (2H. dd. J =7. 6Hz. 0. 8Hz) . 7. 8 3 (IH. ddd. J=8Hz, 7 
Hz. I. 2Ilz) . 8. 17 (III. d. J = 8IIz) .8. 10 (IH. d. J = 8Hz) ,8. 27 ( 1 H. s) . 10. 2 0 ( HI. s) , 11.00 




Et 
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(1H. br-s). 

ESI-Mass : 361 (MH+) . 

^mm 2 i 9 )- (i-x y >-4-<f )V) -3- (4-* h^->7z'j y * ^ ju) 

<219-1) t-(l-X^;UhT^^^>-4— f ;^)-3-N-t4-jC ^y7az^Uv^;u 
> ft # ^ -> 7 ^ H 



HiSfiaj 218£ f^m IC IT, -f V ^ ;U *~ X ^ U ^-3-* ;U ^ > & (741mg) tp-7--> 
(961mg)*5*t J/l-Xf;^^ v (8ml) A* 6, ^ # CO £S H fk £ 793ng 

'H-NMR <400MHz. CDCI ») ; 5 (ppo) I. 1 9 (3H. t. J = 7. 2Hz) . 2. 57 (2H. Q. J = 7. 2Hz) . 2. 7 
8(4H. t. J = 4.4Hz),3. 54 <4H. t, J=4.4Hz), 3. 82 (3H. s) . 6. 94(211. d. J = 8. 8Hz) , 7. 60 (!H. 
ddd. J=8Hz, 7Hz. 1. 2Hz) . 7. 67 (LH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 70 (2H. d. J = 8. 8Hz) . 7, 9 
I (1H. dd. J = 8Hz. 1. 2Hz) .8. 14 (IH. dd. J = 8Hz. 1. 2Hz) . 8. 27 (1H. s) , 10. 03 (1H. s) . 
(219-2) 1- (1-x^ )V tf ^ ^ *s >-i-' f ;U)-3- (4-* K^-/7-'J ; >f Jl/)-f v» 




OMe 



Et 



334 



WO 99/18077 



PCT/JP98/04465 




OMe 



Et 



1- (|-x-^;U *J >-4-' f JU) -3-N- (4-* h^y7x-JH-f V =*r V U > ;& Jl/ 

#^->T £ H (793mg) ^^h^t Ho^^> (lSmlHcBSL, TKIfHfcTJUSx^A 
.»J ^ A <456mg) *jn*.* 40X:~C-mmn bfc. # (0. 5mlK I N tR S£ ft "J" h U A 
(0.5ml), tK (1. 5ml) £ JH*flD*-T. ^ m $0 & -fe 7 *f h ffi ft U Tc • iiS f£ £ & x 
^ £■* tc b, *rfi8/g£zKift, «£*ft (MgSOW. ^EEiSfcgb. (NH) 'J ;*> V )V * ^ 
A^n^h;y7:7^-(imx^;P/^4^>#)Ttt«b&. cn^tfti:J;D 

'H-NMR (400MHz, DMSO-de) ; 6 (ppm) 1. 24 (3H. t, J = 7. 2Hzh 3. 12 (2H. a. J = 7. 2Hz) , 3. 
25-3. 4 2 (4H, m) . 3. 59 (2H. s) , 3. 4 6-3. 84 <4H, m) , 3. 7 8 <3H. s) . 6. 5 5 ( IB. 1 J = 9. 2Hz) . 6. 
67 (1H. d. J=9. 2Hz) , 6. 94-7. 02 (2H. n) . 7. 37 (1H. d. J = 9. 2Hz) . 7. 64-7. 84 (2H, m) . 8. 04 
-8. 20 (2H. d) . 
ESI-Mass ; 377 (MIH) . 

mmm 220 i - n-x ^ jug <^ > -4->f ao -3- u-* s^y^^y^y;/) 




Et 
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^ mm 158 1 m m \z u x , i- u-x v >-4— r ^)-3-yp^>fv4y y 

> (760mg) £4-* h^->/<>y;i,7i> (449ms) £ > iSJf&T^^^y^ttcoei 
S-fk^^^^^^m lB4rDg£*H£. (iR^;42X) 

> n : 

1 H-NMR <400MHz, DMSO-de) ; <5 (ppm) I. 16 (3H. t, J = 7. 2Hz) > 2. 52 (1H. t. J =4. 8Hz), 2. 
88 (2H. q. J = 7. 2Hz) . 3. 00-3. 12 (4H. m) . 3. 38-3. 46 (4H. m) . 3. 69 (3H. s) .4. 36 (2H. d. J = 
4. 8H2) , 6. 18 UH, sK 6. 85 (2H. d. J = 8. 8Hz) > 7. 05 (J II. ddd, J = 8Hz. 7Hz. I. 2Hz) . 7. 27 (2 
H. d, J = 8. 8HzK 7. 35 UH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 1. 40 (1H. d. J = 8HzK 7. 76 (1H. d. J = 8 
Hz). 

FAB-Mass ; 377 (MH+) . 

nmn 2 2 1 1- ^ >-4--r jd-*-* h ^ ->-3- m-* h^f>-7-r 

(221-U 3- (4-* h * ->^>^ U >) 7 * U K 




OMe 



O 



7^ ;U UOOg), 4-* h^->7x (1 10. 897g) t^Kt h 'J OA 

(2. 6g) (OmStoZ:, 200-220 < CT-6^r» , l^|^ L&. 90-95*0 £ T tt & • X * / - 
(600ml) £ J}P*_TT?g4$5£iBJ& m S # <Z>& II it & m 83.016g£^c mm 
l 49%) 

'H-NMR (400MHz. CDCI3) ; 6 (ppm) 3. 8 6 (3H. s) . 6. 40 ( 1 H, s) . 6. 9 5 (2H. d, J = 8. 8HzK 
7. 52 (1H. ddd. J = 8Ilz. 7Hz. 1 . 2Hz) . 7. 71 (IH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 7 5 ( 1 H, d t, J = 8 
Hz. J. 2Hz) . 7. 82 (2H. d. J = 8. 8Hz) . 7. 94 (III. dt. J = 8Hz. 1 . 2Hz) . 
(221-2) 3-b H D * x-3-<4-* K 4^ >y';p) 7 ^ JK S ^ > 
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OMe 



3- (4-* h + v'^Vy'Jf »7^'J K (15. I68g) £ X $ J — (35m!) Icjg#? 
29X7 >*-7 * <35ml) ^ »0 A, 80*C TlPSItSft#Ufc. S IS ft * » ffi 9 $8 x 
— 5r^«r jPAT«ftti«l€««b, ft&S#<D&JeHfc'£<& J 6.202g££l£. (iR* ; 
IOOX) . 

'H-NMR (400MHz. CDC] ») ; 5 (ppm) 3. 05 (IH, d. J = I 3. 8Hz) » 3. 33 (1H. d, J=I 3. 8Hz) . 3. 
76 (3H. s) > 6. 58 (IH. br-s) . 6. 78 (2H, d, J = 8. 8Hz} .7. 211 (2H. d, J = 8. 8Hi) * 7. 41 (IH, t. 
J = 7. 6Hz) . 7. 48 (1H. d. J=7. 6Hz) , 7. 53-7. 59 (2H, m) . 
(221-3) (E)-3-(a-:/P^-4-* N^y^>y'JT>)7^Jl/"f ^ 




3-t H n 5>-3- <4-* h + y^>yM7^JK 5 y > (16. I92g) £ ^ > if > (4 
00ml) N-^D^i li< i hM!4.523g) jto^T2Pf fSj&D&3I^L;t« £ 

foM'£®l$:&m\s* «riti«i*:«*fft. Tklfe, £&(MgS0«K MEEiSISL, 331 ng * X 
* J -;U./^*-tf LT, &tt&KA0)«flfl:dtt II.074g*»&. 

mm ; 57X) 

' H-NMR (400MHz, CDC 1 a) ; 5 (ppm) 3. 90 (3H. s) . 6. 74 ( 1H. d i .* J = 7. 6H z. 0. 8Hz) . 7. 00 
(2H. d. J = 8. 8Hz) . 7. 30 (1H. td. J =7. 6Hz. 0. 8Hz) . 7. 4 2 ( IH. Id. J = 7. 6Hz. 0. 8Hz). 7. 43 
(211. d. J = 8. 8Hz) , 7. 83 ( IH. d t . J =7. 6Hz, 0. 8Hz) . 7. 88 (IH. br-s). 
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(221-4) 4-* h * ->-3- (4-* is? <1 V * J ij >-l- (2H) > 




(E) -3- ( or D *-4-* h ^ y ^ > y "J f > ) 7 ^ JH ^ ^ > (4. 03 lg) £: * SMfc 
# 'J ^ A (1. 6g) £ ;* ^ y -;M20ml) \ZW pl. 200-220t:TlP§raaoi& U/t. Afctf^, 

gS0«), MEE&agb. X — A^rJiPAT^^^^®^ IS m # <9 S JIS -ffc ^ 

1. 786g£#fc. mm ; 52X) 

*H-NMR (400MHz. CDC1 □) ; 6 (ppo) 3. 54 (3H. s) . 3. 89 (3H. s) % 7. 04 (2H. d. 8. 8Hz) , 7. 
53 (1H. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 69 (1H. dd. J=8Hz. 1. 2HzK 7. 76 UH. ddd. J=8Hz. 7H2. 
1. 2Hz)> 7. 89 (1H. dd, J=8Hz. 1. 2HzK 8. 41 (IH. dd. J = 8Hz. 1. 2Hz) , 8. 50 (IH. br-s). 
(221-5) 1- (1-X^Ji, fcf^ 7 ^ >-4--f h*->-3-(4-* h ^ -> y ^ - JU ) 

< V * / V >-~jfiK *fi 




I 

Et 

4-* h * ->-3- (4-* h^/7i-;bKV4y »J >-l-(2H) > ( 1 . 263g) £ ft & 

#j 252-4 £ poj* ic&ji lt, aftaa©«i{fc^tts»ttix^y-jp/<vyD 

tf^Ux — ^Sfeft) 632ng£»&. (<&*£; 31S) 
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i£ f££i : * 

; 227-235t; 

'H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) I. 30 (3H, t, J = 7. 2Hz) > 3. 20 <1H, q. J = 7. 2Hz) . 3. 
22 (1H. a. J =7. 2Hz) . 3. 26-3. 38 (2H. m) . 3. 44 (2H. t. J=13. 2Hz) . 3. 5 9 <2H. d. J = 11. 2Hz) . 
3. 63 (3H. s). 3. 82 (3H. s) . 3. 85 (2H. d. J = J3. 2Hz) . 7. 06 (2H. d. J = 8. 8Hz) . 7. 67 (1H. ddd. 
J- 8Hz, 7Hz. 1. 2Hz) , 7. 80 OH. ddd. J = 8Hz. 7Hz. 1. 2HzK 8. 1 ! (1H. d. J=8Hz). 8. 12 (1H. d, 
J = 8Hz) , 8. 13 (211. d. J = 8. 8Hz> . 10. 80-10. 90 (1H. br-s) . 
ESI-Mass ; 378 (MH+) . 

m m m 2 2 2 1- (i-x^;p bf ^ 3 >-4-*f ju) -5-* ;u-3- <4-* h4y7xz 

(222- 1) 2. 3-^ * ^Jl^-N-* ^PJU^ >X7^ K 



l£fiS0g 225-1 ii^&KUT* 2. 3- * ^ A ( 1 0. 06 8g) & , & @ # <£> 
«5S*Ifb^4fel 10. 99g£«fc. (iRsp ; 100*) 

'H-NMR (400MHz. CDC1,) ; 5 (ppm) 2. 2 8 (3H. s) . 2. 30 (3H. s) * 2. 9 9 <3H, d. J = 4. 8Hz) * 
5. 76 (1H. br-s) . 7. 09 <1H, t. J = 7. 4Hz) . 7. 15 (1H. d. J = 7. 4Hz) .7. 18 (1H. d. J = 7. 4Hz). 
(222-2) 5-* ^;U-3- (4-* h * -> 7 :c ~ )U) * V 4- J U > - 1- (2H) > 



O 

£ fig #J 10-1 <>: ra \Z IT, 2 ( 5-y>fJhlf->fi^>X7H H (5. 00 8g) £ T - 



Me 





OMe 
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y - h »J JM4. I28g) mfti&mftO&mtG® 3.456g£*#*i. mm ; 42S) 

l H-NMR (400MHz. CDC] ») ; (ppm) 2. 59 (3H. s) . 3. 89 (3H. s) . 6. 80 (IH. s) , 7. 05 (2H. 
d. J = 8. 8Hz) . 7. 36 (111. t. J = 7. 6llz) . 7. 50 (III. d. J = 7. 6Hz) . 7. 67 (2H. d. J=8. 8Hz) . 8. 28 
(IH. d. J = 7. 6Hz). 9. 75 <1H. s) . 

(222-3) 1 - (l-X^JU bf * 3 is >-4--f Jl/) -5-* 3^-3- (4-* h^->7xZJM^ 
y^/ y 



5-^ ^^-3- (4-> F+y7i-JI/K7^;'J>-l- (2H) > (1. 003mg) |£ 
*S#J 252-3 £ r«i:«iilt, *fi*£B©«S{fc^«ttR*(x*y — y :/ 
□ tfJUx — ^HIS^) 721mg£*ffc. (*R^ : 45X) 

St • 

« j« : 249-253"C 

'H-NMR (400Mflz. DMSO-d.) ; 6 (ppm) I. 31 (3H. t. J=7. 2Hz) . 2. 68 (3H. s) . 3. 18 (IH. q. 
J =7. 2Hz>. 3. 20 (IH. a. J = 7. 2Hz) . 3. 30 (IH. t. J = 10. 6Hz) . 3. 33 (IH, t. J = 1 0. 6Hz) . 3. 49 
(2H. t. J = 1 3. 2Hz) . 3. 59 (2H. d. J=10. 6HzJ .3.81 (3H. s) . 3. 92 (2H. d. J= 13. 2Hz) . 7. 05 
(2H. d. J = 8. 8Hz) . 7. 4 3 ( IK. t, J = 7. 6Hz) . 7. 54 ( IH. d. J = 7. 6Hz) . 7. 92 (111. d. J = 7. 6Hz) . 
7. 93 (IH. s) . 8. 18 <2H. d. J = 8. 8HzK 10. 0 6 (IH. br-s) . 
ESl-Mass ; 36 2 <MH+) . 

% ffi m 2 2 3 1- (4-X^JU fcf ^ 7 *J >-l--T )V) -3- f4- (2 - ti FP^yl h * -> ) ~y 




OMe 




N 
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OH 



4- (2-^ > is fo**r >x h *c >) -I-X3 1 =LJU^ >if > (7. 64g) £ 2-:/ n ^-4-7 )l 
?t a > X7^t t hM4. 3 8g) £ U 9S K » -t U. 2 3 ] \z ft T 3- (4- (2-^ > 

^ £; ; 1 52- 1 70"C 

1 H-NMR <4 00MHz, DMSO-ds) ; 6 (ppm) i.31(t.J=7. 2Hz. 3H) , 3. 14-3. 24 (m, 2H) , 3. 25 
-3. 36 (m. 2H) . 3. 47-3. 62 (ra. 4H) . 3. 70-3. 76 On. 2H) . 3. 88-3. 97 <m. 2H) . 4. 01-4. 07 (m. 
2H) . 7. 06 (d. J = 9. 0Hz. 2H) . 7. 38-7. 45 (m. 1H) . 7. 66-7. 72 (d. 1 H) , 7. 96 (s. 1H) . 8. 10 (d. 
J -9. OHz. 2H). 8. 13-8. 1 8 (n. 1H) . 1 1. 1 6- 1 J . 27 (br. 1 H) . 
MS (FAB) m/z 396. 00 (M+H) +. 

^ M m 2 2 4 1-ll-lf J^^7y >-4— f )l) -6-7 )l* a -3- (4-* h * ^ 7 
(224-1) 2-y f D ; e-4-7^^D^>X7JI/fh: K 
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2--^ a =t-4-y d hjn> (io. 2i5g) &x-^ ;u ( i oom i > \zmm b. w-y a 

tCtt<«^5 Mll.3g)t 70X8 & ft ^ > »/-f ^ (200og) €r fiD A , 80t; T IP* IBJJD 

(MgS0«K StlE^^K (30ml) lc«ff b. 7jc (30m I ) t *\ * > ^ U > 

h ^ ^ > (15. 14 ig) &AI A, JOOr-C JWRlllDlKkffl** b ^„ 38%J&& (20m J) £ JD it 

(MgSOOb. «BES8«Lfc. ^te^^U^Y^^A^ovh^^^-r-tgt&x 
> SU Tfg© b T, *S£IS#<D£gI<b£'^ 4.376g£#fc. (JR* ; 4 

J*> 

MI-NMR (400MHz. CDCI ») ;. <5 (ppm) 7. J 4-7. J 9 ( IH. m) , 7. 40 ( 1H, dd, J = 8. 4Hz. 2.4Hz), 
7. 97 (1H. dd. J = 8. 4Hz. 6Hz) . 1 0. 30 ( IH. s) . 

(224-2) 6-7 Jfc:fr a-3-(4-* h =fc > 7 x — )l) *f V * J 'J >-2-^"^f> H 



2- ^ d t -4- 7J^o^>X7^f t H (i. 003g) <h 4-* h ^ ^ x - ^ 7 ir ^ U- 
><7]4mg)£, Hte#1177. *«OT251-3, 25 I-4G) J« K: IhI * K fflS b , B& & 

&S#<Z>£gHfc'&& 467fflg^^^o (flX^ ; 35SS) 

'H-NMR (400MHz. CDCI 9 ) ; 6 (ppm) 3. 88 (3H. s) . 7. 03 (2H, d. J = 8. 8Hz) . 7. 33-7. 43 (2 
II. d) . 7. 7J-7. 75 (2H. m) . 7. 80 (211. d. J = 8. 8Hz) . 8. 89 ( IH. s) . 

(224-3) 1- ( 1 -X^ JU tf ^ 7 S J >-4--f ;P)-6-7 P-3- (4-* h^>7x-Jl/) 




OMe 
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OMe 



F. 



Et 



nag #mi t mmtz LT 



6-37 )V* D -3- (4-* h * zs 7 ~ )U) -1 »J >-2 



5" K*(467og) ISfilS^^^«S<b^^lg®t« 187mg^^^o (4X^:24*) 

£S St J«l : 

gtj& ; 131-1 35*0 

'fl-NMR (400MHz. DMS0-d«) ; 6 (ppm) 1. 30 (3H. t. J = 7. 2Hz) . 3. 20 (IK. q. J = 7. 2Hz) . 3. 
22 (1H. a. J =7- 2Hz), 3. 30 (IB. t. J=12Hz) . 3. 33 (1H. t, J = 12Hz) > 3. 4 9 (2H. t, J=14Hz) . 3. 
60 (2H, d. J = 12HzK 3. 81 (3H. s) , 3. 95 (2H. d. JM4Hz). 7. 06 (2H. d. J = 8. 8Hz) . 7. 42 (1H. 
td. J = 9. 2Hz. 2. 8Hz) . 7. 70 (1H. dd, J = 9. 8Hz. 2. 8Hz) . 7. 97 (1H. s) . 8. II (2H. d. J = 8. 8Hz>, 
8. 16 (1H. dd. J = 9. 2Hz. 5. 6Hz) . 10. 77 (1H. br-s) . 
ESI-Mass ; 366 (MH+) . 

m m m 2 2 5 1- n-x^ ju =7 i? >-4--r ;n -6-* ^ m-j* k * >^ 3: - 

(225-1) 2.4-fx^^Jl/-N-^^^^>XT3 H 



2. 4- fx;* f J^gfi (II. 877g) ^r^^XJP^ D ^< H (30ml) \Z ta k . 45»ra*n 




o 
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4Q%* T)U7 £ 9 J -;UiBiK (100ml) £i«T L. 20#f5nffi#Lfc. 

^JESIffiU, WSif^t TKtC^ffib^. *T«/g£*ft* &**(MgSO<)> 
U, *Sfi@#cD£gi{fc£#j 12. 281g^r l# /c. (iK^;95X) 

'H-NHR (400MHz. CDC1 3) ; 6 (pptn) 2. 32 (3H. s) . 2. 42 (3H. s) . 2. 99 (3H. d. J = 5. 6Hz) . 
5. 74 (1H. br-s) , 6. 99 (1H. d. J = 8. 4Hz) . 7. 03 (1H. s) . 7. 25 (1H. d. J = 8. 4Hz). 
(225-2) 6-* <4-* h ^ y 7 i-Jl/k 74 V 'J > - I- (2H) > 



H*6#J 10-1 t I^£S t UT. H-y/f i^«-^?J^>X75 K (5. 008g) t7z 
V n h ij ;K4. 128g)^S. 3*»fiS#©«JIHfc68> 3. I40g*»fc. (TO* : 39X) 
1 H-NMR (4 00 MHz. CDC1 ») ; <5 (ppm) 2. 49 (3H. s) . 3. 88 (3H. s) . 6. 64 (1H. s) . 7. 02 (2H. 
d. J = 8. 8Hz) , 7. 27 (IH. d, J = 8Hz) , 7. 35 (1H, s) . 7. 65 (2H. d, J = 8. 8Hz) . 8. 27 { 1H. d, J = 8H 
z) . 9. 84 (1H. br-s). 

(225-3) l-(l-x^;l/fc^^ y >-4— f )V) -6-* * Jfc-3- (4-* h 4- V 7 3: -JM -f 
y 4 J »J = 




OMe 



M< 



O 




OMe 



Mi 



Et 
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6-* ^;U-3- (4-* h^*>7i-iH-fV + ;'J >-]-(2H)-^-> (I. 024mg) £ ^ IB 

« 252-3 ti^^icJiSLT, Sifei^^<oe5i@ft:^^SKtS(x^y-;i,/-rv^ r D 

tf M-fiM^ £15 fell) 1.084g£»&. (#3* ; 64X) 
^fi St ^fi • 

; 2 19-22 11C 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) I. 31 <3H. t. J = 7. 2Hz) . 2. 49 <3H. s) . 3. 19 (1H. q. 
J=7. 2Hz) . 3. 21 (1H. q. J =7. 2Hz) t 3. 29 (1H. t. J = 10: 4Hz) . 3. 32 OH. t. J = 10. 4Hz) . 3. 50 
(2H. t, J = I 3. 6Hz) . 3. 59 (2H. d. J= 1 0. 4Hz) . 3. 80 (3H. s) . 3. 94 {2H. d. J - 1 3. 6Hzh 7. 04 
<2H. d. J = 8. 8Hz) . 7. 38 (IH. dd. J = 8. 8Hz. 1. 6Hz). 7. 70 (IH. s) . 7. 86 (1H. s) . 7. 97 (1H. d, 
J = 8. 8Hz>. 8. 11 (2H, d. J = 8. 8Hz), 11. 05 (IH. br-s). 
ESI-Mass ; 362 (MH + ) . 

^1#J 2 2 6 1- <4-X^;b tf ^ V >-l — f JU)-6-J* h ^ ->-3- (4- h 0 Z? P 



>J >>;P;fr- o *^;U^ > »/- h »J )V (0. 96g) ^K^$-frTt#^6-^ h * >--3-(4-K »J 
] ) > (10ml) itT. 1-? D D -6-* h * x-3- (4- K U V n * 5^ T7 — 

# 1^7? d N-X^JU t*^7 > (I5ml) <h 100^ T6(5P«3j£ J& . 
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'H-NMR (400MHz. CDC1») ; 6 (ppm) 1. I 8 <t. J = 8. 0Hz. 3H) . 2. 57 (a. J = 8. 0Hz. 2H) % 2. 7 
6 (n. 4H) • 3. 56 (n. 4H) . 3. 95 (s. 3H) . 7. 08-7. 14 (□. 2H) . 7. 65 (s. 1H) . 7. 71 (d. J = 8. 4Hz. 
2H) . 7. 99 <d. J = 8. 0Hz. 1H) . 8. 25 (d, J = 8. 4Hz. 1H) . 

T, ft&mi£#;<D&m{t&<to 0.20g£^fc. 

St ^fi - 
Si* ; 232-233X; 

'H-NMR (400MHz. DMSO-d.) ; (5 (ppm) I. 32 (t . J = 7. 2Hz. 3H) , 3. 20-3. 28 (m, 2H) . 3. 29 
-3. 41 <m. 2H) . 3. 41-3. 52 (m. 2H) > 3. 5 8-3. 82 (m. 2H) . 3. 94 (s. 3H) . 3. 93-4. 01 (d. 2H) . 7. 
27 (dd. J = 9. 2, 2. 4Hz. 1H) . 7. 45 <d. J = 2. 4Hz. 1H) . 7. 88 <d. J = 8. 0Hz, IH) . 8. 07 (d. J = 9. 2 
Hz. IH) . 8. 16 (s. IH) . 8. 39 (d, J = 8. 0Hz. IH) . 
MS (FAB) m/z 386 (M+H) +. 

2 2 7 1- <4-X^ tf ^ is >-\-q( )V) -6-* ->-3- (4-* h^y7x 



Sfc ffi 09 10- Iterate N-> ^;p-4->t JK>X7^ H (1. Og) £ 4-* 




OMe 



MeO. 
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h 4- ^ > % /x h U JMO. 7Sg) £K S 1* T»fc 6-> h ~>-3- (4-* h * *> 7 x x 
;H>f V^-y U >-!-*> (0.40g)«r. « JB M 10-2 tt ^ , =*- * -> tt <b U > (1 0ml ) <h 
£ 1*T. I-^a d-6-> h * ">-3- (4-* h * -> 7 x. x ) -f V + ; 'J > $ & tz . 
^Ht:ti^, K-x^;U \*'<yV> (lOml)ih 1 20^ T 5P£ M £ 2 fc. R 8£ 

^^BEiaasL, &mz&&x.?- friz** m a*, ^rfia/s*** 

A ^ D7 h^^^Y - <ig{fc*^U>/**> r -Jl'^)TfS§aLT, «B 31 ftfc O 

' H-NMR (400MHz, CDC I >) ; d Ippm) l. I 7 ( t . J=8. OHz. 3H) , 2. 56 (q. J = 8. OHz. 2H) . 2. 7 
6 (m. 4H) . 3. 56 (n. 4 H) . 3. 86 is. 3H) . 3. 92 (s. 3H) . 6. 99 (t. J = 9. 2Hz. 2H) . 7. 32 (n. 2H) . 
7. 54 (s. IH). 7. 95 Id. J=9. 4Hz. IH). 8. 10 (d. J = 9. 2Hz, 2H) . 

fifc£ ; 2 18-220TC 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppn) 1. 32 (t, J = 7. 2Hz. 3H) . 3. 19-3. 28 (m. 2H) . 3. 28 
-3. 39 (m, 211) . 3. 40-3. 51 (in. 2H) . 3. 54-3. 70 (m. 2H) > 3. 83 (s. 3H) . 3. 92 (s. 3H) . 3. 90-3. 
98 (m. 2H) . 7. 07 (d. J = 9. OHz, 2H) . 7. 17 (dd. J=8. 8. 2. 4Hz. 1H) . 7. 36 (d. J = 2. 4Hz, 1H) . 7. 
91 (s. IH) . 8. 00 (d. J = 8. 8Hz. IH) . 8. 12 (d. J = 9. OHz. 2H) . 10. 58 (br-s. IH) . 
MS (FAB) n/z 378 (M+H)+. 

mmm 228 i-ii-xfj^^5 v ju>-7-* * ju-3- ka-* h^y7xz 

JM-f7^; 'J >-Xi£B£j£g>^fiE 
(228-1) 2. JK>X7$ K 
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NHMe 



g||£#l225-l t mm \Z IT, 2. ^Jl'SIti (10. 083g>7&> <b , &&e#co 

&fl<b«ttl 9. 656g£^ifc. (JR* ; 88X) 

! H-NMR (400MHz. CDC1 ») ; 6 (ppm) 2. 31 (3H, s) . 2. 39 (3H. s) . 2. 99 (3H. d. 4. 8Hz) . 5. 
7 2 (1H. br-s) , 7. 10 (2H. s) . 7. 26 OH, s) . 

(228-2) 7-* ^ ;U-3- (4-* h * > *? - )V ) ^ V * / U >-l - <2H) > 




H&fcl 10-1 1 IC LT, 2. 5-^ ;* 3^1/ ^ ^ ^ >X7 HL H (5. 002g) £ T =• 
V - K 'J JK4. 12 8s) & 6» $5«-fe@#cOi£«l<b£& 1.053g£r»fc. (4**; 13*) 
1 H-NMR (4 00 MHz. CDC 1 3) ; <5 (ppffi) 2. 50 (3H, s) , 3. 88 (3H. s) , 6. 68 (1 H, sK 7. 02 (2H. 
d. J = 8. 8Hz) . 7. 49 (1H. d. J=l. 2Hz) , 8. 20 (IH. s) . 9. 41 (1H, br-s) . 

(228-3) 1- (1-x^^ fcf ^ 3 *J >-4—t JU) -7-* ^ JU-3- (4-* h4^y7 xZJM-f 




El 
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7-* (4-> h^->7x-;U-f V^/'J >-l-(2H>-* > (1. 053nig) $£<6 

tf ^X-^;U A>e> ^ISS) l.085g*»fc. (JR* ; 63%) 
& St & : 

fit* ; 243-2461C 

l H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 32 (3H. t. J = 7. 2Hz) . 2. 51 (3H. s) . 3. 20 (!H. q, 
J = 7. 2Hz) . 3. 2 2 ( I H, q, J = 7. 2IIz) . 3. 32 < IH. I . J = I i. 6Hz) . 3. 35 (IH, t. J = I I. 6Hz) . 3. 49 
(2H. I. J* 13. 6Hz) . 3. 60 (2H. d. J = l 1. 6Hz) . 3. 93 (2H. d. J - 13. 6Hz) . 3. 80 <3H. sh 7. 04 
(2H. d. J = 8. 8Hz) > 7. 55 (IH. dd. J = 8. 4Hz. I. 2Hz). 7. 83 (111. d. J = l. 2Hz) . 7. 84 (1H. d. J = 
8. 4Hz) . 7. 94 (IH. s) , 8. II (2H. d. J = 8. 8Hz) .11. 00 (JH. br-s) . 
ESI-Mass ; 362 (MH+) . 

2 2 9 l-(4-X^;U If ^ =y J > - 1 — t ) -7- 7 )\<* P-3- (4-* K * ~> ^ T 



4-x ^ - ;u 7ry-;KI2.5g) t 2-^ d -5- 7)^ D / <>X7il'7 t K (2. I5g) 
^ffi^l^^tU ££$gfcJ23n~ ft o T, *£ «Hfc 4£l <Z> ifi£ ^ # 2. 67g*»fc. 



1 H-NMR (400MHz, CDC Is) ; d (ppm) i. 18 (t. J=7. 2 0 II z . 311) . 2. 56 (q, J=7. 20Hz, 2H) . 2. 
80-2. 70 (br, 411) . 3. 57-3. 50 (br. 411) . 3. 87 (s. 3H) . 7. 00 (d. J = 8. 80Hz. 2H) , 7. 38-7. 33 
(id. IH) . 7. 61 is. IH) , 7. 69-7. 66 <m. I H) . 7. 79-7. 775 (in. I H) . 8. I 0 (d. J = 8. 8Hz. 2H) . 




OMe 
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4£ Ki 4ii * 

MA ; 220-225-C 

'H-NMR (400MHz. DMSO-dJ ; <5 (ppn) 3. 60-3. 20 (m. 8H) .3.81 (s. 3H) . 3. 94-3. 90 (m. 
2H). 7. 06 (d. J = 9. 00Hz. 2H) . 7. 68-7. 62 (m. 1H) . 7. 82-7. 76 (m. IH) . 8. 07-8. 0 1 (m. 2H) . 
8. 12 (d. J = 9. 00Hz. 2H) . 
MS (FAB) m/z 366. 00 (N+H) +. 

mmm 230 i-u-x^g ^ 7 >-i-*f - 3-f4-(2-b Rp*s/xh*->)7 



*tt«22 9T»fc 1- (4-x^;u tf ^ ^ >-!-- f ;H -7-7 a -3- (4-* h 3r zs y 



1 H-NMR (400MH2, CDC 1 3) ; 5 (ppm) 1 . 18 ( t . J = 7. 2Hz. 3H) . 2. 57 (a. J =7. 2Hz. 2H) . 2. 8 
2-2. 70 (n. 4H) . 3. 58-3. 48 (a. 4H) . 4. 03-3. 98 (d. 2H) . 4. 18-4. 14 (m. 2H) . 7. 02 (d. J = 8. 
8Hz. 2H) • 7. 39-7. 33 (n. IH) . 7. 62 (s. IH), 7. 69-7.65 (m, 1H). 7. 80-7. 75 (id, IH), 8. 10 
(d. J = 8. 8Hz ( 211) . 
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8£ 4il • 
fi*,£ ; 225-229*C 

*H-NMR (400MHz. DMSO-di) ; 6 (ppm) 1. 31 U. J = 7. 3Hz. 3H) . 3. 29-3. 17 (n. 2H) > 3. 64 
-3. 30 (o. 6H) . 3. 76-3. 7 I to. 2H) . 3. 96-3. 87 (n. 2H) . 4. 06-4. 0 1 (m. 2H) . 7. 06 (d. J = 9. 0 
0Hz. 2Hh 7. 68-7. 62 (n. 1HK7. 81-7. 76 (n. 1H) . 8. 07-8. 01 <m. 2H) , 8. 1 1 (d. J = 9. 00Hz. 
2H) . 10. 79-10. 66 (ra, 1H). 
MS (FAB) m/z 396. 00 (M+H) +. 

mmm 2 3 1 i-u-x^ji, g ^ ^ v >-\-*t ;u) -7-* h * ->-3-^ = -)i* j 

■j > *-te&i&<D£EZ 

(231-D ;-^7x^;pxfz;w-5^ ht^>X7^rt; F 



MeCT CHO 

T7 a: ~ JU7 ir U > (2. 04 g) <h 2-^ a ^:-5-> h^'>^>X7^r t F (2. 15g) 
y/f Jl/^^A7S H (10ml) 4 s . is ^ □ □ - t* X - h »J ^ " ;U ^ * y j > rt ^ *J 
^A(0.3gK 3 Oitm-m (0. I5g) , hUxf^7a>(2in!}0#«ET, £ ^ ^ @ 

^) Tfllfil IT, ifcJtfeftilttO^EKfc'S^ 0.48g£*#*t. mm ; 2 0%) 
(231-2) h*->-3-7 jinjU-f V^y 'J >-2-:fr*-> K 
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2- [2-7 3l ~)\,JL^-)V) -5-> h^->^/X7JVrt K (0. 48g) tFn + y 
JV7 * > (0. 17g) . b U A (0. 21g) X:* y> — ;MI0al> <K 60TC 

T2NfraS^$itfc. S^S^^I^K^UOA (0.3g), * < Im 1 ) £ » * 1 29* fSl JiO 

30g£r^fc. 

(231-3) \-# D a-7-* h^y-3-7x";K7^y U > 



7-* h * 5>-3-7 " ;L>-f V y U >-2-** ^ K (0. 30g) t ^"^i>ifi<b U > (3m 

iio-c-p2i^rasit;si*fc. s*£;i££ia*g. $£&ki*&x^ jui&fci&^Tki&f 

(231-4) 1- (4-X fcf *C 5 >-l — f ;l/)-7-* h^y-3-7xz;KV^y *J > 
— * ^£ 



MeO 




CI 



MeO 
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1-^ o h^y-3-7xZJK >(0. 20g) N-x ^ ;i> tT *C ^ S> > 

(3ml), »J O A (0. 2g) £ 120rT5f5Pig£j£ & j& & tc x ^ JU £ * 

0. 18g**ifc. 

'H-NMR (400MHz. CDC) s) ; 6 (ppm) 1. 17 (t> J = 7. 2Hz. 3H) , 2. 56 (q. J = 7. 2Hz. 2H) . 2. 7 
7 (m, 411) . 3. 56 <m. 4H) » 3. 95 (s, 3H) % 7. 23-7. 29 (n. IH) . 7. 32-7. 40 (m. IH) . 7. 42-7. 48 
(m. 2H) > 7. 68 (s. IH) . 7. 73 (d. J = 7. 6Hz. 1H) . 8. 15<br-d. 1H). 

&5& & : 

fiftjfi ; 130-132X: 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 32 (t. J = 7. 2Hz. 3H) . 3. 19-3. 28 (m. 2H) , 3. 36 
(q. J=7. 2Hz. 2H) .3.51 (br-t. 2H) . 3. 62 (br-d. 2H) . 3. 96 (s, 3H) , 3. 93-4. 01 (d. 2H) . 7. 
33 (d, J = 2. 4Hz. IH) . 7. 37-7. 43 (m. IH) , 7. 44 (dd. J = 9. 0. 2. 4Hz. IH) . 7. 48-7. 53 <m. 2H) . 
7. 96 (d. J = 9. 0Hz. IH) > 8. 08 (s. IH) . 8. 16-8. 20 (m. IH) . 10. 96 (br-s. IH). 
MS (FAB) m/z 348 (M+H) +. 

mmm 232 1- u-x^ju ^ *J >-i-f )V)-i-* h*y-3-(2-> h*><7* 
(232- 1) 2-xf - ;l/7r y - 



2-3 — H7-V-M10. 5g)i h U * x 'J *fe ^ U > (10. 3g) £, 5=- 
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)V A 7 * H (50ml) OD-t7-h'J 7xZJ^^7^ > A 7 ■> A ( 1. 

OgK 3 ^itm-^ (0. 5g) . h «J X^;ir7 * > (t5ml) co^fcT, £ SRS H §1 * 50*C 
TI2**IBJErt;Sl*fc. KfSifc £«£E»|g b. S IC fi* K X ^ ;U <h £ ft] A . *T 

Sit* * * j -;KI00ml) \Z&m b* 5Nt* & ffc * h U O A * (20ml) £ &D A. 
fiCCTlsSIHEJSSli-Jfc. £Jfc&£«ffiTTief8 b, ^flUcx-^^tTK^rjtaA. 
x-t-;HB**. &faJt&*Tft#&. J&ffi v ^ * ~> ■> a Tr$£& b 
EET®:£ b. 8US->U*y^*7A^D7h^77^ - (»86ifil//A + t^> 
^)t«SS(U, »*filtt08lftd« 3.02g£*§fc. ; 5 IX) 

(232-2) 2-f2-(2-> h * v !7 jc x )U) X ^ x Jl/ 1 -5-* h^->^>X7JPfb K 



c,tlfc2-XfrjP7Z V — ;P (0. 79g) <h 2-^ D h*y^>X7^ft 
K (I. Hg) v^?^^^A75 K (50b 1) <K ->* ^ D D-t'^-b 'j 7xr J|/^^ 
7 4 >J\ ^ i?0 A (1. Og) , 3 V ffc» — »i (0. 5g) , h'JIf il/7 5>(15Dl)0#fi 

t, g^^@^*sor T6&3P3K^£-t**i. ^Sttce^^x^ 

^tTKfcJjOA/c. *T«J1£7R, ^fP^^TK-Clfc^ fi£ & ^ ^ * > O A T? $£ b 

;V/^\^tJ->^)T*SKbT, ^HfefS^C»65®>fb^«b 0.95g£r*3*:. 
<232-3) 7-* h ^ ->-3- (2-^ H^y7xZJl.K 7^; 'J >-2-^4^ -> K 
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2- [2- (2-* h^>7xrMlfziH-5-y h^y^>X7^ft H (0. 95g) 
t Ho**>^7a>-«S!i(0.25g), h U A <0. 32g) fir, x*/-;M20 

ml)*. eO^-T^fSPaTSfcS KfciS^^ K£t&;*7 U ^ A (0. 6g) . tK (2ml) lill 

(232-4) 1-^ PD-7-* K*->-3-(2-* Kv7xrjPK V4^7 'J> 



v-3-(2-* ^i/7izM^7^y U >-2-**>- H (0. 60g) -> 
(232-5) 1- (4-x^ A hT^ ^ V >-!-- f K ^ ->-3- (2-* h^->7xz:;P) 



MeO' 




CI 



MeO' 
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d h * ->-3- (2-;* h y 7 i - JH V V U > (0. 56g) N-Xf 

JHf^7^> (5ml), >J £ A (0. 5g) £ 1 20TI T 5E$ & £ it . R&t£€:K 

6S&^^*i"* AT&SLfc. ®&£«ffiTS:£L, S fiS £ > 'J ;*> ;U * =r 

£SKb^&C08l# 0.43*£f#fc. 

'H-NMR (400MHz, CDC1 1) ; 6 (ppm) 1. 16 (t, J = 7. 2Hz. 3H) . 2. 56 (q, J = 7. 2Hz. 2H) . 2. 7 
6 (o. 411) . 3. 52 On. 4H) . 3. 92 (s. 3H) . 3/94 (s. 3H) . 7. 02 (d. J = 8. 0Hz. 1H) , 7. 09 (t, J = 8. 0 
Hz. 1H) , 7. 22-7. 27 (m. IH) . 7. 30 (br-t. 1H) . 7. 38(br-s. 1H) . 7. 71 (d, J = 8. 8Hz. 1H) . 7. 
97 Is, 1H). 8. 12 (br-d. 1H) . 

: 

'H-NMR (400MHz. DMSO-do) ; 6 (ppn) I. 33 (t, J=7. 2Hz, 3H) . 3. 18-3. 28 (m. 2H) . 3. 36 
(0. J = 7. 2Hz. 2HK3. 43-3. 54 (a. 2H) , 3. 61 (br-d. 2H) . 3. 78-4. 00 (m. 2H) . 3. 90 (s. 3H) > 
3. 95 (s. 3H) . 7. 1 0 <br-t. IH) > 7. 17 (d. J = 8. 0Hz. 1H) . 7. 34 (d. J = 2. 4Hz. IH), 7. 40 (br-t. 
1H) . 7. 43 (dd, J = 8. 8. 2. 4Hz. IH) . 7. 93 (d. J = 8. 8Hz. 1H) . 7. 99 (dd. J = 7. 6. I. 6Hz. 1H) . 1 
0. 89 (br-s. IH) . 
MS (FAB) n/z 378 (M+H)+. 

Hfifeff] 2 3 3 1- (l-lf^ bT ^ *7 y >-4— f )V) -8-37 D -3- (4-* b^r>y jl 
(233-1) 2-7 J^P-fi-3-H^>X7Jl/fbH 
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F 




CHO 



2-7 D-6-3 - H *C > — h 'J (10. 274g) £ hJl/X> (100ml) L, I. 

5MtK Mitis-I V^f il/Jil'i-OA / h -Jl/ x > J§ SJt (31ml) £ * Si^iST, -7 
0 < CTMTlx25^P B , jmit Lfe. -^<0^. £ & (c45#Pi3«# U^:. SSSfc^Sriia 

T^SJLT, ^^ffi^CD^jlifb^^ 8.683g£#fc. W« ; 83S) 
, H-NMR(400MH2. CDC1 9 ) ; 6 (ppm) 7. 15-7. 26 (2H. m) . 7. 82 (1H. d. J=7. 6Hz) , 10. 15 
(IH. s). 

(233-2) 1 -(I-Xf J^^7v >-4--f JU) -8-7 *■ P -3- (4- * h4y7x-JM 



2-7 ;i, D-6-3 — F^>X7Jl-f t H (7. 012g) t 4-* h =^ y 7 xx;i,7t ? 1/ 
> (4. 756g) *J(S«139-ltra«K:«i31 » & ti £ file £ ^ K M 25 1 - 

3, «EHT*l6fcl251-4£ f^»\Z«kM 8-7J^D-3-(4-n^y7i-iH-f 
V^/iJ >-2-t^yF^F(ifi@^l4. 566g) HTit. £ 0> — BiS (234mg) £ ^ 
56 #J 2 5 I - 5 <h WlfiklzS&M LT» KfiglOSRftfrttSKi 2 1 7mg£ (4X ^ 

; 29%) 
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; 222-227*0 

'H-NMR (400MHz. DMSO-do) ; 6 <ppm> 1. 30 <3H. t. J = 7. 2Hz) . 3. 13-3. 24 (4H. m) . 3. 45 
(2H. t, J=14Hz) > 3. 60 (2H. d. J=ll. 6Hz) . 3. 93 <2H. d, J = 14Ha). 7. 06 (2H. d, J = 8. 8Hz) , 7. 
32 (1H. ddd. J c 1 2. 8Hz. 7. 9Hz. 1Hz) . 7. 68 (1H. ddd. J = 8. 2Hz. 7. 9Hz. 4. 8Hz) . 7. 76 (1H. d 
d. J = 8. 2Hz. JHz) . 7. 98 UH. d, J = 2. 4Hz) . 8. 14 (2H. d. J = 8. 8Hz) . 1J. 00-11. 10 <1H, br-s). 
FAB-Mass ; 366 (MH+). 

mmm 234 1 - ( 1 -x * j\, v ^ ^ *j > -4--r )i ) -8- 7 )v * o -3- f 4- (2- b h p * -> 

(234-1) 1 - ( 1-X T JV fcf ^ 3 V > -4-W ;M -8-7 ;P ^ D -3- (4- b K D ^ y 7 x z A, ) 

v * y u > 



**6*J3-1 <h iz LT, l-d-X^JU fcT^5 V >-4--f Jl/)-8-7^^a-3-(4-^ 
hti/7x-M^f V + >"J >(2. 285g)^6, IS & © # <D & M fls «b 1.636g£*§ 
ft. (iR^ ; 75X) 

'H-NMR (400MHz. CDC 1 3 ) ; 6 (ppm) 1. 22 (3H, t. J = 7. 2HzK 2. 61 (2H. q. J=7. 2Hz) * 2. 8 
2 (4H. br-s) . 3. 54 (4H. br-s) . 6. 94 <2H. d. J = 8. 8Hz) . 7. 05 (1H, ddd. J=12. 5Hz. 7. 6llz. 1 . 
2Hz) , 7. 4 8 (1H. td. J =7. 6Hz. 4. 8Hz) . 7. 52 (1H. dd. J =7. 6Hz. 1. 2Hz) , 7. 54 (1H. s) . 8. 07 
(211. d. J = 8. 8Hz) . 

(234-2) 1- (l-X^jt^ fcf ^ 3 is >-4--f ;U) -8-7 a -3- [4- (2-T th^yxh 




OH 



Et 
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O 




o. 



Me 



F 



NT 



Et 



mmm 300-2 1 wim \z u x. i-(i-x^^t:^7y >-4— r ;h -8-7 □ -3- (4 

-t HD + ->7x-^)-f V^ / 'J > (527mg) & » K 2-yD^E:X^;UX^^;U(l88 
ml)^E>, JSfe«ltt©SSHt««l 327ng£»Jfc. (4X^:50%) 

1 H-NMR (400MHz, CDC K a) ; 6 (ppm) 1. 16(311. t. J = 7. 2Hz) . 2. 12 (3H. s) . 2. 53 (2H. Q. J 
-7. 2Hz) .2.71 <4H. br-s) , 3. 53 (4H. br-s) . 4. 23 <2H. t. J = 4. 8Hz) . 4. 45 (2H. t. J = 4. 8Hz) > 
7. 00 <2H. d. J = 8. 8Hz) , 7. 04 <1H, ddd. J = 1 2. 5Hz, 7. 6Hz. I. 2Hz) . 7. 46 (1H. td. J = 7. 6Hz, 
4. 8Hz) . 7. 51 (IH. dd, J =7. 6Hz. 1. 2Hz) . 7. 52 ( 1H. s) . 8. 10 <2H. d. J =8. 8Hz) . 
(234-3) 1- [\-X.=f- )l ^ 7 V >-4->T )V) -8-7 □ -3- [4- (2-b K P * -> X h 



l-d-lfi^^^ zs >-4--f )V) -8-7 D-3- 14- (2-7 "fe h -> X h * v) 7 




Et 
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(8ml) £ Jnx T^iaT-(»fem# L fc. £ ig ^ ® £ & HE & ffi & . St & X ^ ;p <h tMc 
»EU, *T«JI£7Kift, $E*s(MgS0<K fl£JBE»*§L*L. S S £r <NH) > »J * ^ ;P * ^ 

HOgSJ£ffc^&:!g&& 343ng£»fc. ; 97X) 

% SE J£[ : 

HKjK : 215-2 19^: 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) I. 30 (3H. t. J = 7. 2Hz) . 3. 13-3. 25 (4H, n) > 3. 43 
<2H. t. J = 1 3. 6Hz) , 3. 60 (2H. d. J=M. 6Hz) . 3. 73 (2H, t, J=5HzK 3. 93 <2H. d. J= J 3. 6Hz). 
4. 04 (2H. t. J=5HzK 7. 06 (2H. d. J = 8. 8Hz) . 7. 31 (JH. ddd, J = 1 2. 8Hz, 7. 9Hz. 1Hz) . 7. 67 
(IH. ddd. J = 8. 2Hz. 7. 9Hz. 4. 8Hz) . 7. 75 (1H. dd. J = 8. 2Hz. 1Hz) . 7. 98 <1H. d. J = 2Hz) . 8. 
J 3 (2H. d. J = 8. 8Hz). 1 0. 85- 10. 95 (111, br-s) . 
FAB-Mass ; 396 <MH+) . 

mmm 235 1- n-x*-;p 5 >-a— r ju-8-* k *->-3-m-* k^->^ x. 

(235- 1) 8-* h ^>-3-( 4 -^ Ky7xr;i/KV^/'J >-l-(2ffl-*> 

OMe 



MeO O 

(20ml) L, l.SM'J^OAyW V^a t^7^ K/f>^D^^-9->S^(l9m 

DS. £*SBIST\ -TOtTUDA, 45»W«»L3t. SBffig«li:7-V = h »J 
(3. 462g) St V z> t \r ay 7 > i\Qu\)mm*mx.* ?&^^«tO^^, IO0» Pflffi 
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*&*>$:ffiS5ti^ Ksx^^^it/^T^^LT, m&&m& (D&fmit-s® 991 

mg£#fc. mm ; 133!) 

'H-NMR (400MHz. CDC 1 ») ; 6 (ppd) 3. 87 (3H. s) . 4. 02 <3H. s) . 6. 58 (1H. s) . 6. 93 (1H. 
d. J = 7. 6HzK 7. 01 (2H. d. J = 8. 8Hz) . 7. 1 1 ( 1H. d. J = 7. 6Hz) . 7. 52-7. 58 <3H. m) . 8. 58 <!H. 
br-s). 

(235-2) 1- i\-X.*)V ^ =7 V >-4— i JU)-8-* h**>-3-(4-;* h^y7xUM 

*r y * y »j > 




OMe 



I 

Et 

8-* h * ~>-3- (4-* h * 7 jl - ;H < V * y U > -1- (2H) > <9 9 lmg) £ l£ 
<yyDt!jlx-f^^6S^a) L )l5g£*#fc. ; 7 1 X) 

Hk* ; 237-24ITC 

'H-NMR (400MHz, DMS0-(U) ; (5 (ppm) I. 30 (3H. t. J = 7. 2Hz) . 3. 12-3. 36 (6H. m) , 3. 59 
<2H. d, J - 1 0. 4Hz) . 3. 91 (2H. d. J = 1 2. 4Hz) . 7. 02 (IH. d. J=8Hz) . 7. 04 (2H. d. J = 8. 8Hz) . 
7. 44 (111. d. J=8Hz) , 7. 5 8 (1H. t. J = 8Hz) , 7. 82 ( IH. s) , 8. 11 (2H. d. J = 8. 8Hz). 10. 67 (III. 
br-s). 

ESI-Mass; 378 (MH + ) . 

sfeftfc&l 2 3 6 l-(l-^DejP^7y >-4--f Jl) -3- (4-* h^v7xr:JM-r V 
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(236-1) l-(4-frJUS JUt^^ v^;U)-3-(4-;* h^->7x "M-f U > 



^mmz22tm^\zLx. i-^od-3-<4-> h^y7iz;M^v^y y > (4. 

316g) <h I-tT ^ 5 ^ AX* -> y JV^ t K (4. 6ml) ^ £ . n& T ^ ft 7 r X Vt (O 
m&it-tfy 4. 797g£f#*:. <JR 3* ; 86X) 

l H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 3. 47-3. 50 (2H. m) , 7. 48 (IH. ddd. J = 8Hz. 7Hz. 1. 2 
Hz). 7. 61 (IH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 68 (IH. s) . 7. 80 UH. d. J = 8Hzh 8. 10 (2H. d. J 
= 8. 8Hz) . 8. 16 (IH. s) . 

(236-2) 1-bT ^ ^ — ;i/-3- (4-> ^y7x"^)-f V4^y 'J > 



1- (4-*JU a ft tf ^ ^ is — JU) -3- (4-* h * -> 7 x — -f V * / U > (4. 797g) * 
X* y (85ml) L, 2NtK K <t: ^" MJ C7A<3 5nl)M*T4BSraanf»BaSLfc. 

&(MgSO<), »EE»aLfc. Hi^ INH}^'J*yi^7A^DT b^77^-(S^ 




OMe 



CHO 




OMe 
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Kx^^/^ + -tt>^) T*383 LT, m&m<*<D&m<t'£&i 2.720g£f3£. 
; 63X) 

! fi-NMR (400MHz. CDCI») ; 5 (ppm) 3. 1 6-3. 1 9 (4H. m) . 3. 47-3. 5 1 (4H. n) . 3. 88 (3H. s) , 
7. 01 (2H. d. J = 8. 8HzL 7. 44 (1H. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 57 (1H. ddd. J = 8Hz, 7Hz. 1. 
2Hz) . 7. 77 ( 1H. d. J = 8Hz) . 8. 07 (IH. d. J=8Hz> . 8. 12 (2H. d. J = 8. 8Hz) . 
(236-3) l-H-r/PfcfJUf^^ i? >-4--f )V) -3- (4-* h * *> 7 jc n )V ) -f V * J U 
V » — j|| B£ ji£ 



1 - tT ^ 3 ^ - ^"3- h + ->7i^JH^V^y "J> (319mg) £ N. N-v> * ^ ;u 

$jPA75 K <3m1> L. 1-^ □ t >(91b1) i h U lf^7 5 >(167b 

1) JtJP A SOt; "C — L fc. &#fg^^£Bmx^;U£7RI;:5*EL, W&Ji £ tK 

;i//-f v?De;n-fiM>&fieiLT, j|fe^^ B <o^@{b^#it&Kffi 3 80mg 
(ir^ ; 90S) 

: 

; 220-226*C 

MI-NHR (400MHz. DMSO-d.) ; <5 (ppm) 0. 93 (3H. L J = 7. 2Hz) , I. 72-1. 82 (2H. id). 3. 07 
-3. 13 <2H. m>. 3.32 (IH. I. J = l I Hz) . 3. 35 (IH. t. J*l lHi) . 3. 5 2 (2H. t. J=14Hz> . 3. 60 (2 




.OMe 
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H. d. J = MHz) . 3. 81 (3H. s) . 3. 95 (2H. d. J=14Hz) . 7. 05 (2H. d. J = 8. 8H2) . 7. 55(IH. ddd. 
J = 8Hz. 7Hz, 1. 2Hz). 7. 70(IH. ddd, J = 8Hz. 7Hz. I. 2Hzh 7. 93 (1H. d. J = 8Hz) . 7. 97(IH. s). 
8. 07 (IH. d. J=8Hz). 8. 13 <2H, d. J = 8. 8Hz) .10.93 (1H. br-s) . 
ESI-Mass ; 362 (MH+) . 

ggfifeff] 2 3 7 I-d-^P fcf 5?>-4-*f ;H-3-f4-(2-b K D * ^ X K * -> ) 

(237-1) l-(l-^Pej^^7 >-4-*f JU ) -3- (4-b H □^•>7x-^)-f 7=^y 



x x;M-Y V * / U > U. 147g) 6, 5$*SfeS#eDt£Sfb^4& 853mB*r»fc. (*K 
^ ; 783S) 

MI-NMR (400MHz. CDCN) ; 5 (ppm) 0. 97 (3H. t, J = 7. 6Hz) . 1. 56- 1. 66 <2H. 0) . 2. 43-2. 
48 (2H. m) . 2. 77 (4H, t. J=4. 4Hz) . 3. 57 (4H, t. J=4. 4Hz) . 6. 93 (2H. d. J = 8. 8Hz), 7. 43 (I 
H. ddd. J = 8Hz. 7Hz. I. 2Hz) , 7. 57 (1H. ddd. J = 8Hz. 7Hz. I. 2Hz) . 7. 6 1 ( I H. s) , 7. 76 ( III, d. 
J=8Hz). 8. 08 (2H. d. J=8. 8Hz) . 

(237-2) l-(l-yae^b'^7y > -4--f )l) -2- [4- (2-b K P * > X h*z/)7 jl 




OH 
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.i-(i-yDe^e^7 ^ >-4-< )v) -3- (4- 1 k a ^ i - )V) -r u > (8 

5 3rag) £N. N->? ^ 7 ^ K (12b)) iz&ffi L, *tf*T, 60%7j< ^ <fc ;h h 'J f> 

A (1 2 0ing) ^in^Tmra^&M^b*:. JKjfci££?iitf2k#L* (2-^D^£Xh^->) 

* ^-)U> y > (718mg) m T — &ffift U fc. Etf;*g^4£l£S*&X^;U 
£7ktC#ffib. *T«IJg£*i$fc. $E&(MgS0«). MBEtS^SU, ^I^r h7 t KD7 
^ > ( 10ml) tc i§ 8? L fc. OMt- h7y^Jl'7> : e^OA7;^ l J H/fh 

■7 t K a ^ ^ (2. 8ml) £ &&T\z tin*.* © * £ m W ^ iB tfl tt U 

Dbf^Z-T^d^BBfibT, *fi*6»©SSJiHbftttttH&M 485mg*:»&. (« 
^ ; 40X> 
^ii -tii . 

3fe£ ; 220-225"C 

, H-NMR<400Mlli. DMSO-d.) ; 5 (ppm) 0. 93 <3H. I. J = 7. 6Hz) . 1 . 72-1. 82 12H. m) . 3. 07 
-3. 15 (2H. o) . 3. 3 3 (1H. t. J=10. 6Hz) . 3. 3 6 <IH. t. J= I 0. 6Hz) . 3. 5 1 (2H. t. J = I3. 6Hz) . 
3. 60 <2H, d. J = 10. 6Hz) . 3. 73 (211. t. J=5Hz) . 3. 95 (2H. d, J=I3. 6Hz) . 4. 04 <2H. t. J=5Hz) . 
7. 05 (2H. d. J = 8. 8Hz) . 7. 55 (IH. ddd. J =8. 4Hz. 71Iz. L 2Hz) , 7. 70 ( Ml. ddd, J = 8. 4Hz. 7H 
z. 1. 2Hz). 7. 93 (III. d. J = 8. 4 II z ) , 7. 97 UH. s) . 8. 07 UH. d. J =8. 4 Hz) . 8. 12 (211. d. J = 8. 
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8HzK 10. 88 (!H. br-s). 
ESI-Mass ; 392 (MH+) . 

mmm 2 3 8 1- (i-*f v -f o e ju ^ e; >-4— r ;h -3- (4-* k * -> 7 ^ = 



Me Me 

mS#J 236£ RO^lC bT. 1-fcf^ ^ ^ — JU-3-U-* h^->7i-JM-(V + ; 'J 
> (160mg) n±Zfun> <470m &*S£&iF a e)&JiI<fc'&tt;E&te{X$' 



Kt 4££ 

; 220<C iftM) 

'H-NMR (400MHz, DMS0-d») ; 6 (ppro) 1. 35 (6H. d, J = 6. 811 zK 3. 36 (II!. t. J = 1 0Hz) , 3. 
39 OH. t, J = I0Hz) , 3. 48-3. 64 (5H. m) . 3. 94 (2H. d, J=I3. 6Hz) . 7. 04 (2H. d. J = 8. 8Hz) . 7. 
54 (1H. ddd. J = 8Hz. 7Hz. J. 2Hz) , 7. 69 <1H. ddd. J = 8Hz. 7Hz. I. 2Hz) , 7. 92 UH. d. J=8Hz) . 
7. 97 (JH. s) . 8. II (1H. d. J = 8Hz) , 8. 1 3 (2H. d. J = 8. 8Hz) . 11. 14 (1H. br-s) . 
ESI-Mass ; 362 (Mill) . 

2 3 9 l-(l->^DyD e^e^7v>-4--f JH-3-M-* h^y7xZJb) 
< V * J 'J > --iS&tfiCQ^EE 




OMe 



/ -;U/-T V 7v tf;l/X-^;P^ ttA) 189mg£&*:. (4X ^ ; 803) 
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OMe 




i-i? dd-3-(4-^ ht->7x-JH<7*y 'J > (5J4mg) £ 4£ 08 08 62-129273*1^ 
?SIB^01-->^ u~fu £;UtT^^^>:&8£& <37 8mg) £ * X ;U * =^ > K (7m 
lMci£i§¥U> U ^Zv (788mg) £ AO A, J OO^C X' — # U fc . Kfofg-S®* 

ey^x^^^TKtc^gBL, &&(MgSO«K iSEffii8*gU. ^^^->u 

H£*£il<D^IB{!:£©>&6S& 136mg£#7c. (JR* ; 1 6X) 

: 

Bt£ : 138-I43TC 

1 H-NMR (400MHz. DMSO-d.I ; <5 (ppra) 0. 80-0. 88 (4H. br-q). I. 18-1. 22 (4H. br-q) . 2. 
93-3. 02 (IH. m) . 3. 48-3. 63 (6H. d) . 3. 80 (3H. s) . 3. 92-3. 98 (2H. d. J = 9. 6Hz) . 7. 04(2H. 
d. J = 8. 8Hz) , 7. 55 ( IH, ddd. J=8Hz, 7Hz. I. 2H2) . 7. 69 (1H. ddd. J = 8Hz. 7Hz, 1. 2Hz). 7. 9 
3 (111. d. J = 8Hz) . 7. 97 ( 1 H. s) , 8. 07 (IH. d. J = 8Hz) , 8. 13 (2H. d. J = 8. 8Hz) .11.08 ( 1 H. br 

-s) . 

ESl-Mass ; 360 (MH+) . 

m m m 2 4 0 l-(l-7'J^b?^7y >-4--f JV) -3- (4-* hty7x-M^V^ 




367 



WO 99/18077 



PCT/JP98/04465 




OMe 



CH 2 



nmwint mm \z l t. i-f ^ ^ ^ — ;p-3- h-* h * 7 x - ;u) y * j 0 

> (3J9mg) £: 7 U ;U^n^-< K (87ml) a* & . fte^SeD^SBfc^'&ifigEiSix^y 
364mg£^*i. (4X4* ; 80%) 

6& 4£ 

Hjft ; m-uex; 

'H-NMR <400MHz. DMS0-d«) ; 5 (ppm) 3. 28-3. 38 (2H. to). 3. 45-3. 58 (4H. e) , 3. 81 (3H, 
s) . 3. 82-3. 88 (2H. br-t) . 3. 96 <2H. d. J= MHz) , 5. 50-5. 60 (2H. m> . 6. 00-6. 12 (1H. s) . 
7. 05 (2H. d. J = 8. 8HzK 7. 55 (1H. ddd, J=8Hz. 7Hz. 1. 2Hz) . 7. 70 (1H. ddd. J*8Hz. 7Hz. 1. 
2Hz) . 7. 93 (1H. d. J = 8. 8Hz) . 7. 97 (1H. s) t 8. 07 <IH. d, J = 8Hz) , 8. 13 (2H. d. J = 8. 8Hz) , 1 
1. 31 (1H. br-s) . 
ESI-Mass ; 360 (MH+) . 

m m m 2 4 1 \-w-n-7 ox^;i/) tf ^=jv >-4-< ^ 7 ^ 
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OMe 



F 



> (3!9mg) ^ l-ya^-2-7;U^nx^ > (74m I) & . 3SfeJEIlcDSSjei{t 
« (x^ y £> HIS 5) 355mg£f#*:. (JR*;80X) 

: 

j5t£ : 1 20- 1 24X; 

'H-NMR (400MHz. DMSO-de) ; 6 (ppm) 3. 44-3. 68 <8H. d) . 3. 8 1 (3H. s) . 3. 98 (2H. d. J = 
12Hz) * 4. 91 (IH, t. J=4. 2Hz) , 5. 02 (1H. t. J = 4. 2Hz) . 7. 05 (2H, d. J = 8. 8HzK 7. 55 (1H. d 
dd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 70 (1H. ddd. J=8Hz. 7Hz, I. 2HzK 7. 93 (IH. d. J = 8Hz), 7. 98 (1 
H. s) , 8. 08 (IH. d. J = 8Hz) , 8. J 3 (2H. d. J=8Hz) . 1 1. 35 UH. br-s) . 
ESI-Mass ; 362 (MH+) . 

mmm 242 i-M-iz-b k p 4^ ->x^jh hr ^ 7 ^ >-!--< jh -3- m-* k ^ -> 




OMe 



OH 
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mmm !0-2Tt#*: d D-3-(4-* h+'>7i-^K V y 'J > (0.79g) 
!-(2-t KD^yIfMe^7v>(0.6g), 'J 2 A (0. 83g) Oi§4»^, / 

^ J-)Vi^)V A 7 5 H (JOmJ) <K I00"CT6Pf fESlS 5 Itfc. S & M & m £ « JE iS » 

1 H-NMR (400MHz. CDC I *) ; a (ppn) 3. 87 (s, 3H) > 7. 02 (d. J = 8. 4Hz. 2H) . 7. 61 (br-t. 1 
HK 7. 7 1 (br-t. 1H) , 7. 84 (d. J = 8. OHz. 1H) . 7. 92 is. JH) . 8. 07 (d. J = 8. 4Hz, 2H) . 8. 32 (d. 
J = 8. 0Hz. 1H) . 

T » ft6e?Ett<D«afl:£>tt 0.48g*^fc. 

tli §s ■ 

HL£ : 163-I65X: 

'H-NMR (400MHz. DMS0-d«) ; 6 (ppm) 3. 27 (m. 2H) , 3. 42 (t. J= 1 I. OHz. 2H) . 3. 53 (I . J 
= 1 1. 0Hz. 2H) . 3. 65 (d, J = l 1. 0Hz. 2H) , 3. 80 Is. 3H) , 3. 82 On. 2H) , 3. 94 (d. J = ]l. OHz, 2H) , 
7. 05 (d. J = 8. 4Hz. 2H) , 7. 55 (t. J = 8. OHz. 1H) . 7. 70 U. J = 8. OHz. 1H) , 7. 92 <d. J=8. OHz. 
Ill) . 7. 97 (s, 1H) . 8. 06 (t. J = 8. OHz. 1H) .8.13 (d. J = 8. 4Hz. 2H) . 10. 68 <m. 1H) . 
MS (FAB) m/z 364 (M+H) +. 

^tt« 2 4 3 )U X - JUT 5 J * ¥ )V 7 jc — )U ) - 1 - f4- (2- fc K 
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o 2 




-f V * / U > (152mg) 45j:^4-tKP*>'X^;i'tr^^i?>(liBl)**e», fb 
^feOiSf^^: II8mgfcl§fc (JR* : 62X) . ■cnfcttftKcfc Dtttt* & Hfc -§r 

*l£i 6§ 

; 171-174*0 

'H-NMR (400MHz. DMS0-d«) ; 5 (ppm) I. 20 (t, J = 7. 2Hz, 3H) . 2. 99 (q. J = 7. 6Hz. 2H) > 3. 
30-3. 34 (m. 2H) . 3. 43-3. 52 (m. 2H) . 3. 56-3. 66 (o. 2H) . 3. 70 (d. J = 1 1 . 2Hz. 2H) > 3. 87-3. 
90 (m. 2Hh 4. 01 (d. J= 1 2. 8Hz. 2H) . 4. 23 (d. J = 6. 0Hz. 2H) . 7. 50 (d, J = 8. 4Hz. 2H) . 7. 62 
(t. J = 8. OIlz. 1H) , 7. 73 (br. I H) . 7. 56 (t. J = 8. 0Hz. 1H) . 8. 00 (d. J = 8. 0Hz. IB). 8. 11 (s. 
1H) . 8. 13 (d. J = 8. 0Hz. 1H). 8. 20 (d. J = 8. 4Hz. 2H) . 
MS (FAB) m/z 455 (M+H) +. 

mm# : 

1 H-NMR (400MHz. C DC I s ) ; 6 (ppm) 1. 34 ( t . J = 7. 6Hz. 3H) . 2. 69 ( t . J = 5. 2Hz. 2H) , 2. 8 

2 (br. 4H) > 2. 99 (a. J = 7. 2Hz. 211) . 3. 5 6 {br. 4H) . 3. 69 (t. J = 5. 2Hz. 2H) . 4. 36 (d. J = 4. 4H 
z. 2H) . 4. 74 (br. IHK 7. 44 (d. J = 8. 4Hz. 2H) , 7. 48 (ddd. J = 8. 4. 8. 0. 1. 2Hz. 1H) . 7. 60 (d 
dd. J =8. 4, 8. 0. I. 2Hz, IHh 7. 70 (s. 1H) , 7. 79 (d. J = 8. 0Hz, 1H) , 8. 07 (d. J =8. 4llz. Ill) , 
8. 16 (d. J = 8. 4Hz. 2H) . 
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mmm 2 4 4 8- U-X^ )V hT^ 7y>-l-f )l) -6- (4-* h»y7r,JMKU K 
f2. 3-d I^U ^ >-tt»«Q^riE 

(244- 1 > 2->7y-3-(4-^^y7x-JHX^-J^Uv> 




OMe 



3-7*o^-2-y7;b''Jy> 3. 63g ( 1 9. 8moo 1 ) , 4-x 5 1 — )\, y - V - ;U 3. 15g 
(!. 2=*§g) i^'D n fcf * (h »J 7 x — * 7 w >) A 5 ^ A (I I) 0. 2 8g (0. 02 
3 U) 0. 14g. MJif^/a/ 60ml. tT U ~>* > 6ml£>*g£& 

Sr» ^i£f?®SaT, 12. S^rPolttJl^iS^ 2 ift^^. & X ;K l03S^St^h 

** tl: 1 (v/v)] , &ft^&7fc<7) Jl £t&v^*^^AT&*8£i*-;t,, & 

& £ iBJEfS^ &m •> V * 7 )U X I* t? n ^ b # ^ 7 * — (n-^ ^tr > 

; 81%) 

'H-NMR (400MHz. CDCM ; 6 (ppm) 3. 85 (s. 3 H) » 3. 92 (d. J = 9. 0Hz, 2H) » 7. 47 (dd, J = 
4. 8. 8. 0Hz. IH) . 7. 57 (d. J=9. OIlz, 2H) . 7. 90 (dd. J = l. 6. 8. 0Hz. IH) , 8. 60 (dd, J= 1. 6. 4. 
8Hz. IH). 

(244-2) 6- (4-* b*i/7 j. x b K o fc" 'J H f2. 3-cl fcf U ^ >-8-^ > 




OMe 
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2--> T / -3- (4-^ h + y7x'JHXf UH^'Jy / 3. 07g ( ] 3. Imoo 1) \Z * # »J 
'J >m 45g£Jtra*.* llO~l2QX:T15#raiS#Lfc. * £ DU X T S # U & . 

£ C icgf&X^JU h 'J r> A *an*.T. *JB0pH£ft8fcBIBE Ufc. *T«JS 

2.43g£»fc. 

fc. TK^JtWAT^ d n T#JiB L *r«t/g £ # # L * 

^ □ n * )V A / ji-'n =¥ -9" > ^ £ MfctfB; tfc*Sfe*&3fctKcDg££i 
0. 7 1 g £ £j 7t . (iR^ ; 21%) 

1 H-NMR (400MH2. DMSO-de) ; a <pptn) 3. 83 (s. 3H) , 6. 83 is, 1H) , 7. 06 (d, J = 8. 8Hz. 2H) . 
7. 67 (dd. J = 4. 2. 8. 2Hz. 1H) . 7. 77 (d. J = 8. 8Hz. 2H) , 8. 1 1 <dd, J=l. 6. 8. 2Hz. Ill) . 8. 72 
(dd. J=l. 6. 4. 2Hz. 1H) . 11. 71 (s. IH). 

(244-3) 8- (4-X ^ V f ;b) -6- (4-* b ^ is Z? — )\s) ¥ *) H (2. 3- 



6- (4-* h + y7i-jH-7, 8-vt K □ tf U H [2. 3-c) fcf U >-8-=* > 0. 70g 
(2. 77taraol) ->&{fc 'J > 20ml£iJDx^ 1. 5BtfB5Jrn£*iSiSE£-ti-£:. i@ 

*j ft u>£«j£iH5feufc. ^ i§ tc n- x ^ ;u t: ^ ^ > 35mi £ud a, g 
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J§ @S 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 31 (t. J = 7. 2Hz. 3H) . 3. 16-3. 28 (m, 4H) . 3. 55 
-3. 65 (m. 4H) . 3. 83 (s, 3H) . 5. 15 (br-d. 2H) > 7. 07 (d. J = 9. 0Hz. 2H) . 7. 70 (dd. J = 4. 2. 8. 
4Hz. IH) . 7. 85 (s. 1H) , 8. 14 (d. J =9. 0Hz. 2H) > 8. 32 (dd. J = l. 6. 8. 4Hz. )H>. 8. 83 (dd. J = 
1. 6. 4. 2Hz. 1HK 10. 73 (br-s. IH). 
MS (FAB) m/z 349 (M4H) 4. 
: 

'H-NMR (400MHz. CDCl*) ; 6 (ppm) 1. 17 (t. J = 7. 2Hz. 3H) . 2. 53 (q. J =7. 2Hz. 2H) . 2. 7 
4 (br-t. 4H) . 3. 88 (s. 3H) . 4. 15 (br-t. 4H) , 7. 01 (d. J = 8. 8Hz. 2H) . 7. 4 2 (s. IH), 7. 44 (d 
d. J = 4. 0. 8. OHz. IH) . 8. 02 (dd. J = l. 6. 8. OHz. 1H> .811 (d. J = 8. 8Hz. 2H) . 8. 75 (dd. J = l. 
6. 4. OHz. IH) . 

& m m 2 4 5 8- (I-X^;l b: ^ =? =J >-4--T )l) -6- f4- <2- ti K O * ->x h * ->) :? 
:c - JM-I. 7-^7^ U -^> — m^^O^^ 
(245-1) 6J->^D^ -1. 7-^-7^'J ^ > 




Br 

Tetrahedron Letters. 12. 12 33. 1966. lCfiE^T£j$Lfc6-7£ / ^Er-I. 7 

7 U > (6. 554g) \z4%%$kltfcm& (55ml) € JDU A. *#T, 3E ffi tt ^ h ' J O 
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X, 3tgeEg#£>&l®ffc:£4&/ 2. 856£?§*:. {itX^ ; 34%) 

' H-NMR (400MHz. CDC I j) ; 6 (ppm) 7. 70 (111. dd. J = 8. 4Hz. 4Hz) . 8. 1 2 (1H. dd. J = 8. 4H 
z, 1. fiHz) .9. 15 UH. dd. J MHz, 1. GHz) . 

(245-2) 6-:/a^E-8-M-X^;Hi^^ V > -4-4 )U) - \. 7"T 7f Jy> 



6, 8-/^0^-1, 7-^- 7 ^ »J v > (3. 4 64g) & 1-x^^ bf ^ ^ v? > (10ml) tc Id 
100'CT t 15#r«m# b fc. Jfclfcfg^^^&JEigtg StSxf ;P<h*f:^E Ifc. 
*r#*JI£*ifc, &**<MgSO<). &I£ifii© b fc. (NH) 5> U *y;W2> 5 

780g^^fc. (« ^ ; 98X) 

1 H-NMR (400MHz. CDC1 ,) ; 6 (ppm) 1. 15 <3H, t. J=7. 2Hz) . 2. 50 (2H, q, J = 7. 2HzK 2. 6 
7 (4H. t. J = 5Hz) . 4. 19 <4H. t. J = 5Hz) ,7. 1 4 ( 1 H. s) , 7. 45 (1H. dd. J = 8. 4Hz. 4Hz) , 7. 88 (1 
H. dd. J = 8. 4Hz. 1. 6Hz) . 8. 75 (1H. dd. J=4Hz. 1. 6Hz) . 

(245-3) 8-(l-x^Jl/b^7 i> >-4-4 )l) -6- [4- (2-tr K a ^ -> x h * is) Z? x x 
)V) -1. l-± ~7 ^ 'J V > 




Ex 
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Et 



mmmsootimmizisT , a ^-8- n-x^ju tf< ^ *j >-4— r a>-i. 7-^ 7 

f'J v> (385mg> £ S*&4- h U ^ ^ ;W ^ ^ > — 7 i7 4'>xf ^XXril' (684m 

g) m&&&<Dm®it<£yiM&m zi4m*&&iz.< -mm ; 
s fc 

■LA ; 1 37-1 43*C 

■fl-NMR (400MHz. DMSO-di) ; 6 (ppm) 1. 29 (3H. t, J=7. 2Hz) . 3. 10-3. 26 (4H. n) . 3. 57 
-3. 65 (4H. m) . 3. 73 (2H. t. J=5Hz) . 4. 04 C2H, t, J=4Hz) , 5. 09-5. J2 (2H. m) . 7. 05 (2H. d. 
J = 8. 8Hz) . 7. 68 (IH. dd. J = 8. 4IIz. 4. 4Hz) .7. 83 ( IH. sK 8. 11 (2H. d. J =8. 8Hz) . 8. 30 (1H. 
dd. J =8. 4Hz. 1. 6Hz) . 8. 81 (IH. dd. J = 4. 4Hz. 1. 6Hz) . I 1. 05- 1 1. 15 (IH. br-s) . 
ESI-Mass ; 379 (MH+) . 

mmm 2 4 6 8-(l-X5P;U bT^^ i? >-4--Y JH-6- H- f (S) -2-b K p # ->^/n sft 



Me 




Et 
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f U y > (4I8mg) d:^S2-(4-h 'J >-JI/7x; ^ y)-(S)-l^^JI/X 

fiH^ f;Ml. 136og) rXttO^IIfb^^^K^ 459mg 

Z'&tz. [Mm ; 77X) 
JfiKtifi : 

'H-NMR (400MHz. DMSO-dO ; 6 (ppia) 1. 16 (3H. d. J = 6. 4Hz) . i. 29 (3H. t. J = 7. 2Hz) . 3. 
16 (1H. q, J = 7. 2Hz) .3. 18 (1H. q. J =7. 2Hz) * 3. 20 (IH, t. J = 1 0. 8H2) . 3. 23 (1H. t, J = 1 0. 8 
Hz) . 3. 58 (2H. t. J=!3. 6Hz) . 3. 62 < IH. q. J» I 0. 8Hz) > 3. 82-3. 91 (2H. m) . 3. 93-4. 00 (1H. 
m) . 5. 1 1 (2H. d. J = i3. 6Hz) . 7. 05 (2H. d. J = 8. 8Hz) . 7. 68 (1H. dd. J = 8. 4Hz. 4. 4Hz) . 7. 83 
(III. s) . 8. 11 (2H. d, J = 8. 8Hz) . 8. 30 (1H. dd. J = 8. 4Hz. 1. 6Hz) . 8. 81 (1H. dd. 4. 4Hz. 1. 6 
Hz). 10. 85-1 0. 95UH. br-s). 
ESI-Mass ; 393 (MH+) . 

mm&\ 2 4 7 8- Jfc h'^< =y V >-4--f )\,) -6- f4- (3- b H D ^ ~> ^ D tf HO 7 



Hfis^j 1 67-2 1 isitt £ lt\ 4-[3-(t-^ r 5 1 ;u ^^^;i/ -> »j ;w^-^i>) :/o tf 

1-7 d q& ^ >tf > (2. 035g) «!:6-yD^-8-(]-xfJ^^7-/ >-4-< ;U) -1. 7-*- 7 

T u > (4 1 8mg) ^b, «fiisa©«ffl{td«ia«ia(x^y-;u/-fvynt*;u 




OH 



Et 
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6$ - 
fit* ; 1I9-122T: 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) I. 29 <3H. t. J = 7. 2Hz) . J. 70-1. 78 (2H. n) . 2. 66 
(2)1. t. J =7. 6Ilz) . 3. 16 (1H. q. J = 7. 2Hz) .3. 18 UH. q. J =7. 2Hz) . 3. 20 UH. t. J = 12. 4Hz) . 
3. 23 UH. t. J = 1 2. 4Hz) , 3. 43 (2H. t. J = 6. 4Hz) . 3. 56 (2H. t. J = 1 3. 6Hz) . 3. 62 (2H. d. J = l 
2. 4hz) . 7. 31 (2H. d. J = 8. 8Hz) . 7. 70 UH. dd. J = 8. 4Hz. 4Hz) . 7. 89 UH. s) . 8. 08 (2H. d. J 
= 8. 8Bz) * 8. 33 UH. dd. J = 8. 4Hz. 1. 6Hz) . 8. 83 UH. dd. J=4Hz. 1. 6Hz) > 1 0. 65-1 0-7 5 < IH. 
br-s). 

ESI-Mass ; 377 (MH+) . 

mmrn 2 4 s 8- u-x^;i^ >-4— r ;u-6- \a- o-b k u^r^y^y^ ? x 



^mm i6 1-3 i mm \z it, 4-0- a-zf^ju *j > ^ju -> »j ~>) 

-J □ > if > (2. 237g) <h 6-7 d U-jc^;p t* ^ 3 i> >-4— f l-± 7 

U > (418mg) A» «&, HfelS^(D^J®{fc;^^^K^(x^y-;UX-<V7 f ab:JUx 
-fJ^^BSa) 346ng£^*:. mm ; $4%) 

Bj£ ; 1 1 8- 1 2 I"C 

1 H-NMR (400MHz. DMSO-d.) ; <5 (ppia) I. 08 (3H. d. J = 6. 4Hz) .1.29 (311. t. J = 7. 2H?) . I. 



Me 




OH 



Et 
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60-1. 67 (2H. d>. 2. 58-2. 75 (2H. Q> . 3. 15 (1H. q. J = 7. 2Hz) > 3. 17 (1H. a. J = 7. 2Hz) . 3. 19 
(1H. t. J=I0. 8Hz) . 3. 22 <1H. t. J=10. 8Hzh 3. 55-3. 64 (5H. m) . 5. 13 (2H. d. J=13. 6Hz). 
7. 3 I (2H. d. J-8. 8Hz) . 7. 70 (1H. dd. J = 8. 4Hz. 4. 4Hz) . 7. 88 (111. s) . 8. 07 (2H. d. J = 8. 811 
z) 4 8. 33 <IH. dd, J = 8. 4Hz. I. 6Hz) , 8. 83 <IH, dd. J = 4. 4Hz. 1. 6Hz) .11. 00- 11. 1 0 (1H. br 
-s). 

ESI-Mass ; 391 (MH+) . 

m m m 2 4 9 8- (1-lf )V g ^ ^ *J >~4—f )V) -6- f4- (3-b HP»->-l-7^tD 



F 




OH 



I 

Et 



mm mil t mm IZ L T> 6-yot-8-(l-xf^hX7y >-4 — f JH-1.7-t7f 
U *J> <32lmg>^£> (ftffitt|ieaS«>®HYb^tttt»ffl 135mg«»fc. 
30K> 

mmm : 

lttj& ; 1 23- 125X: 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppml I. 29 <3H. t. J = 7. 2Hz) , 1. 70-2. 20 (2H. d) . 3. 13 
-3. 27 (4H. m) . 3. 45-3. 65 (5H. a) » 5. 15 (2H. d. J = 13. 6Hz) . 5. 65 (111. ddd. J=48Hz. 9. 2Hz. 
4Hz) > 7. 50 (2H. d. J = 8. 8Hz) , 7. 7 2 ( 1 H, dd. J = 8. 2Hz. 4. 41lz) , 7. 96 (I II. s) . 8. 20 (211. d. J 
= 8. 8Hz).8. 35I1H. dd. J = 8. 2Hz. 1. 6Hz) . 8. 86 (HI. dd. J = 4. 4Hz. 1. 6Hz) . 10. 75-10. 85 
(III. br-s) . 
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ESI-Hass ; 395 (MH+). 

m m m 2 5 0 8- n-x^;u hf ^ ^ *j >-4-y ju-6- m- (2-h Kp^y-z-^^^y 

p 7 a - 7- ^7» 'J ^> xiasglScp^ia 

(250-1) 8- M-x»Jfcfcf>< 5 >-4--f Jl^> -6- r (4-X h * ~> ft Jl, # x )V * h * -> > 
7xZ;Ml.7-t7^'J5;> 



o 




Et 



7f'Jy> (4 03mg) t 2- (4- h *J 7 ? ^ * ^ > X ;P 7 x / * > ) St & X ^ JU ( 1 . 374 
g>**£, Jfc#co«]IHb£4& 362mg£#*L. <ifc^;72X) 

1 H-NMR (400MH2. CDC 1 3) ; 6 (ppm) L 17 (3H, t, J=7. 2Hz) . 1. 32 (3H. t. J=7. 2Hz) , 2. 5 
3 (2H. q. J = 7. 2Hz) . 2. 74 (4H, t. J=5Hz) . 4- 15 (4H. t. J=5Hz> . 4. 29 (2H. a. J=7. 2Hz) . 4. 6 
8 (2H. s) . 7. 01 (2H. d. J=8. 8Hz), 7. 42 (IH. s) . 7. 44 (IH. dd. J = 8. 4Hz. 4Hz) . 8. 01 (IH. dd. 
J = 8. 4Hz. 1. 6Hz) . 8. 75 { IH, dd. JMH*. I. 6Hz) . 

(250-2) 8-(l-x»»g ^ =7 y >-4-^f JW)-6-f4-(2-fc H D * f> -2- ;* ^ ;p ^ p # 
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Et 



*««260£ Basic lt. 8-u-x^^tr *<5z?>-4— r ;u>-6-[<4-x h^->^;u 

h ^ ->) 7 x x;H -1. 7-^~ 7 ^ 'J ->* > (362mg) <h3M^^ju^ ; r^->r>Ay 
□ v-f hVx-fJ^^(l.5m])^b, ^&©#©&£S{fc^^lg&i£ 348mg£^*:. 
(W^ ; 75*) 
t££ . 

8L& : 127-132*C 

1 H-NMR (400MHz. DMSO-d 6 ) ; 6 (ppm) ]. 21 (6H. s) . t. 30 (311. t. J = 7. 2Hz> . 3. 15 (1H. q, 
J = 7. 2Hz). 3. 17 (IH. a. J = 7. 2Hz). 3. 18 UH. t. J=12Hz). 3. 22 (1H. t. J=l2Hz), 3. 60 <2H. 
t. J = 1 4. 4Hz) . 3. 61 (2H, d. J=12Hz) , 3. 77 (2H, s) . 5. 10 (2H. d. J = 1 4. 4Hz) . 7. 05 (2H. d. J 
= 8. 8Hz) ,7. 68 ( IH. dd. J = 8. 4Hz. 4Hz) .7. 83 ( 1 H, s) . 8. 11 (2H. d. J = 8. 8Hz) . 8. 30 (IH. dd. 
J = 8. 4Hz. I. 6Hz) , 8. 8 1 (IH. dd. J=4Hz. 1. 6Hz) . 1 1. 05-1 I. 1 5 OH. br-s) . 
ESI-Mass ; 407 (MH+) . 

mmm 2 s i i - (i-xf;i.e^7y>-M n,)-3- (4-* h4->7xzjn-2. 6-^- 

(251-1) 3-7 o ^-4-fcf 'J V>i3 )U^>^r~>T K 



CHO 
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3-:/ D^E tf »J v > ( 1. 582g) £ r b 5 t H □ 7 7 > (2 0ml) K # £3R#®£[ 
T\ -70T: tl.5M'Jf ^Av-f V^De^75 H / -> ^ □ ^ * If > »« (7. 3ml) S: 
jtFO A TS^fflffi^ Ufc. 3K^T4-^JP ^ JHEJU* U > (3ml) * fln*_T20#«# U 

^^xf^Tffldi l&. &mm&xm. is&tMgso*), &&mmL. »a^->u* 

<D«JH<fc«* 749mg£^7c., (IX ^ ; 

'H-NMR(400MH2. CDC)») ; <5 (ppm) 7. 70 (IH, d, J=4. 6Hz) . 8. 9 1 (1H. s) . 10. 36 (1H. s) . 
(251-21 3- (4-* h^y73ix^x^ - Jl/)-4-b f U V > ±> )l tf* i> 7 )l> 7 t H 




mmm \ nt m& \z* 3-y a ^e-4- 1: u >x > r t k (4. 75 5g) 1 4- 

;* h^5/7ix;P7tf l/> <3.742g)**fc. itfi@^©SSIt^^l 4. 965g£f# 
fc. ((R« ; 82%) 

1 H-NMR (400MHz. CDC 1 3 ) ; 6 (ppm) 3. 86 (3H. s) . 6. 93 (2H. d. J = 8. 8Hz) . 7. 70 (lfi. dd. 
J=5. 2Hz. 0. 8H2) . 8. 70 (IH. dd. J = 5. 2Hz. 0. 8H2) . 8. 94 (IH. d, J = 0. 8H2) . 10. 62 (1H. s) . 
(25|-3) 3- (4-* b*z/7 x. ,jH?,JH-4-t:U i? > 7 )l> K * ~> A 




3- (4-> ^y7xz^X7 c XJW-4-t' »J y>^;^=^ *>7^f t H (4. 965g) £ 
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x^ / (70ml) icBfil, t Fp^*>^75>SKI(2. I79g) tifigt h 'J O 
A (3. 429g) <18ol)&f££j!lUA> 70t: T* L fc. &&&&&& 

SU, 3*fe®#<DgSft^4& 4.724g£f#fc. Wm:9&%) 

'H-NMR (400MHz. CDCI 3 ) ; 5 (ppm) 3. 85 <3H. s) , 6. 92 (2H. d. J = 8. 8Hz) . 7. 51 (2H. d. J 
= 8. 8Hz) . 7. 7 3 (1H. dd. J = 5. 2Hz. 0. 8Hz) . 7. 97 (1H. s) . 8. 50 11 H. dd. J = 5. 2Hz. 0. 8Hz) . 8. 
62 (1H. s) . 8. 78 (iH. d. J = 0. 8Hz) . 

(251-4) 3- (4-^ h * -> 37 x-JM -2. 7f'Jy>-2-^-^y K 



3- (4-* h + *> 7x^JI/Xfz;H -4- f 'J y > 7 ^ H 4 -> A {4. 7 24g) £ x ^ y — 
;b (100ml) (Cig^ 'J O A (2. 768g)/7* (30ml) ^ ffi =£r jJOit, 70t;-C50# 

^coSISYb^r#7 3.757g£t#fc. (JR* ; 75X) 

'H-NMR (400MHz, CDC) 3 ) ; <5 (ppm) 3. 89 (3H. s) . 7. 04 (2H. d. J = 8. 8Hz) , 7. 50 (1H. dd, 
J =6. 2Hz. 0. 8Hz). 7. 77 <2H. d. J =8. 8Hz) . 7. 88 ( IH. s) . 8. 6 1 (1H. d. J = 6. 2Hz). 8. 85 (1H. 
s). 8. 78 (IH. d. J = 0. 8HzK 

(251-5) 1 - M-X^Jl, ^ V >-4--T ;U>-3- b * -> 7 j -JM-2. 6-* 7 ^ 

■ ; y > ■ - m k *a 
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OMe 



I 

Et 



3- (4-* h * > 7 ^ -2. b--f 7 7- V zs is K (234mg> £ >&<t U 

mm\Z\-x.^ )W is> (20ml) £10 A, lGOlCTMS^^^aSim^ L,&. ^Ifcig^ 
<&£i&JEiaaS 8e® £6f &x^;u<>:*l;:#&L/i. ^^H^TK^fe, (MgS0<K 

i& ee is as l . (NH) -> u * y ^ a ^ o h^^^^ - te^i^x^;p/^^-^>^) 

-fJ^^HJBfiLT. Itfi&ili0@£eft:'£4fe&&tt 9lng£»jfc. (4K3£;22X) 

§£ • 
■tjft ; 157-1 60*C 

'H-NMR (400MHz. DMSO-d*) ; <5 (ppm) I. 31 (3H. t. J = 7. 2Hz) . 3. 1 9 (IH. a. J = 7. 2HzK 3. 
21 ( 1 H. q. J = 7. 2Hz) . 3. 2 9 < I H. I. J = 1 0. 3Hz) , 3. 32 (IH. t. J=10. 3Hz) . 3. 59 <2H, d. J = 1 0. 
3Hz) .3.61 (2H. t. J = 12. 8Hz) . 4. 09 (2H. d. J=12. 8Hz) > 7. 09 <2H. d. J =8. 8Hz) .8. 10 (IH. 
d. J = 6Hz) .8.16 (2H. d. J = 8. 8Hz) .8. 1 9 (IH. s) . 8. 61 (IH. d, J = 6Hz) . 9. 49 (1M. s) . 1 1. 20 
(IH. br-s). 

ESI-Mass ; 349 (MH+) . 

mmm 2 s 2 5- n-x^ ju tf ^ ^ =j >-4--r jv) -7- h ^ > 7 j. - )\,) -1. 6--J- 

(252-1) 2-^fJkN-/fi^Jf>7$ H 
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O 

NHMe 

Z-^fjUDfV^xf W^fJl' (24. 2g) II > 40**5^ 75 >e*>;*$'y— ;U 
-&@#<OS!Si{t:£& 20. 78 1g£*t/c. (W^ ; 95X) 

l H-NMR (400MHz. CDC1 3 ) ; <5 (ppm) 3. 27 (3H. s) . 4. 08 (3H. s) . 7. 48 (1 H. dd, J = 7. 8Hz. 
4. 8Hz). 8. 16 (IH. dd. J = 7. 8Hz. I. 6Hz) . 8. 87 (IH. dd. JM. 8Hz. 1. 6Hz). 
(252-2) 2- [2- b * > 7 x - )V) -2-fc H o * >* x ^ - ;H ^ jj, - 3^ > 

7^ h" 




2-^;i/-X-^fj^3f >75 K (4. 5 05g) £x h ^ fc K □ 7 ^ > (150ml) K & 

^mnm^.T. -3o--2otTi. 5MU^^A^-f v^d t:^7^ K©i/^ □ 

^*1f>igi£ (40ml) ZffiT 50#flt#Lfc. -78r 4-*h*>'^>*y 
- h »J Jl^ (3. 995g)/^ h^t K a :? ^ (20ml ) £ ffi T L & . ^ co £ * I 

&Ltz'&* 0 f£*OiS<(:7 >^x7*;£jEjaAtf gfcx^ 

iK'filtiJL, *f*&|g£7kift, tttSHUgSCM. ttflEfflffib. SI ^ tc <p fi 0) Iff & x ^ )V 
£*J0A, LT, S5fiE9«:<D«fflfb£«) 5. 395g*r»&. 

MI-NMR (400MHz. DMS0-d*) ; (5 (ppm) 2. 75 (3H. d. J=4. 8!Iz) . 3. 79 (3H. s) . 5. 62 (IH. s) , 
6. 90 (111. dd. 1 = 1. 6llz. 4. 8Hz) . 7. 01 (2H. d. J = 8. 8Hz) . 7. 52 (2H. d. J = 8. 8Hz) . 7. 5 3 (IH. 
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dd. J = 7. 6Hz. 2Hz) . 8. 27 (1H. q. J=4. 8Hz) . 8. 42 (IH. dd. J = 4. 8Hz. 2Hz) . 



(25g-3) 7- (4-* K^y7x 6-t7f 'J y >-5-(6H)-^> 




OMe 



2- [2- (4-* h ^ v 7 ji - JU)-2- t KD^yXf-JH-N-^^Jbzaf >75 H 
<2.509g)£, 29%7 >*-7* (100ml) £ > (50ml) (C Ira A. 170t: 

T-f&jtiog* L.*t. *m$o&mj&LT, v%&&m&v>fcmit^m i. 694g£ 

ntc. (tarn ; 73*) 

'II-NMR HOOMHz. DMSO-d*) ; 6 <ppm) 3. 83 (3H. s) > 6. 87 (IH. s) , 7. 07 (2H. <J. J = 8. 8Hz) , 
7. 46 UH. dd. J = 8Hz. 4Hz) . 7. 81 (2H. d. J = 8. 8Hz) , 8. 45 (2H. d. J = 8. 8Hz) ♦ 8. 45 (IH. dd. J 
= 8Hz. I. 6Hz) , 8. 91 (IH. dd. J=4. 4Hz. I. 6Hz) . 

(252-4) 5-(l-JC^JUtf^^S?>-4— f JU>-7-(4-* S * ~> y - )V) - 1, 6--*- y * 



7- (4-^ b > y x ~ JM -I, 6-^- 7 ^ U >? >-5- (6H) > (I. 505g) IC , :* * -> i& 
ft »J > (10ml) lOO^Te^PoltJD^m^ Lfc. £St#&, £ J* i£ & £ & EE i8 




OMe 
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tsuzt. ss^y'j^j ^ a ^ o -7 # ? ? * - v&it * u> > / * ? ; - )i> 

-^JUjO>6?5*SJILT. JlfefeScr>^li^^#)*gB?S[ 1.974g£*#fc. (^^;78 
X) 

< I£l 4fi . 

fit* ; 242-245*0 

Ml-NMR (400MHz, DMS0-d 6 ) : 5 (ppm) 1. 30 (3H. (. J = 7. 2Hz) . 3. 14-3. 35 <4H. m) , 3. 54 
-3. 6 8<4H. m) . 3. 82 (3H. s) . 4. 08 (2H. d. J=i4Hz). 7. 08 (2H. d. J = 8. 8Hz) . 7. 66 (JH. dd. J 
= 8. 4Hz. 4. 2Hz) . 8. 00 (1H. s) . 8. 17 (2H. d. J=8. 8Hz) . 8. 71 (IH. dd. <J = 8. 4Hz. 1. 6Hz). 9. 
09 (1H. dd. J=4. 2Hz. 1. 6Hz) . II. 28 (IH. br-s). 
ESI-Mass ; 349 (MH+) . 

mmm 253 5- h- (2-h h p*->x k * ->) ? * - ju) -7- (4-* tr^^ v > 

JU)^xy 12. 3-d fcTU 5?> -ttttttP^fiE 




X J (2. 3-c] bT U ^ > (432mg) ^ 3^ fcT ^ 5 ^ > <8ml) 7^ 6 Xbtkm <794mg) 
fz. Ztl\Z 5N1&&/X* / — )V (6ml) £flJ X. m RJJ JlD 4* 5S fl£ L . S £ i$ 2D 
5N*&{fc^ h 'J r> A*S«T*?D ^DD^^AT»aiLfc. «SI ^ * 
ft, i£EEi8$gLT, 5-(4-t K □ + 7xrjl/)-7-(4-^5 1 ^t , ^7y>-l 

—f JHfxy 12, 3-c] tf 'J ">* > (433tng) £ # Ac. £CD^*^^3fcjPA7SKJ8*(6 
kDIC, 60*7*31 h »J ^ A (2 I 2mg) t 2-7 D * X h * > t ^ ;i/ v> * ^ ~> 7 
> (1. 7ml) &mX. 80 < CtZT3P#Pp , ] J K^$-tt^. 5 £ Jg & £ © *P tt It T 7 > ^ x r> A 
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**§?£tca£\ SfgEX^jUTltifcii &m®£*$c. fig fcl & ig tK T ft # . 

&JEE«*g L fc'tfc, BiCfh7tHn77>*K(IOBl)tl. OM^ h ?7 3-)V7 > 

#L;fc. c ©Kttfgifc^et&x^^ £ tMc#£!L, 

S & £NH--> 'J # ^ ^ A ^ D v h ^ 7 7 -< - (^^-tf>/§^^X5 1 ^^)T*S^ 
U, *fi»«-« 210ag£#fc (JR* ; 43X). C-*H& # tt «fc O *» * flf £1 

lfi : 

fife* ; 141-143T; 

'fl-NMR (400MHz, DMSO-d«) ; 6 <ppo) 2. 83 (d. 1 = 4. 8Hz. 3H) . 3. 14-3. 29 (d. 2H) . 3. 49 
-3. 5 8 (m. 4H) . 3. 75 (t. J =4. 8Hz, 2H) . 4. 05 (t. J = 4; 8Hz. 2H) . 4. 4 0 <d. J= 1 4. 0Hz, 2H) . 7. 
05 (d. J = 8. 8Hz. 2H). 7. 54 (d. J = 5. 6Hz. 1H) . 7. 97 (s. 1H) . 8. 06 <d. J = 5. 6Hz. 1H) . 8. 08 (d. 
J = 8. 8Hz. 2H>. 
MS (FAB) m/z 370 (M+H) +. 

MI-NMR (400MHz. CDC| 3 ) ; 6 (ppm) 2. 39 (s, 3H) , 2. 65 U. J = 4. 8Hz. 4H) , 3. 83 (t, J = 4. 
8Hz. 4H) . 3. 99 (t. J = 4. 4Hz, 2H) . 4. 15 (t. J=4. 4Hz. 2H) . 7. 00 (d, J = 8. 8Hz. 2H) . 7. 33 (d, 
J = 5. 6Hz. 1H) . 7. 55 (d. J = 5. 6Hz. 1H) . 7. 62 (s. IH) . 8. 05 (d. J = 8. 8Hz. 2H). 

mmm 254 7- n-x^ ju tr^ ^ >-4— r >v) -5- f4- n-b h a =fc >^ )\,\ -? 
x-jvi^xy f2. 3-d w i?> - = mmM<D&&L 



OH 




Et 
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7-(i-x^^t:^7 v >-4— f -5- (4-^<> 9 j -f ;u :? x — ;h >/ [2. 3-c] t: 

U5?>(206ing)Sf h7t KD75X12Bl)i:B(IH, *#T, * & ft 7 ^ 5 - £ 
A 'J A (20og) *Jo ATI5#ra*£# l,ti. KfS^^fetC, * <20nl) . 5N#&ft 
thU^A <20nl) , * (60nl> ZmfrlmtL. T^^^t7-f httlL, ^BE»figb 
it. mm & (NH) y'J*yjM7A^D7h^77>f-^Kxf;P/^ + 1t>^) 
T*S£!L7c* ^^"edti^rfS&tCck OlSIt H £ 7 * ;p 7 7 x « <o m m ft 
196mg£»fc. (©^5 ; 80%) 



1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 0. 83 <3H. t. J=7Hz) . I. 08-1. 30 (4H. m) . 1. 29 (3 
H. t, J = 7. 2Hz). I. 52-1. 68 (2H, n) . 3. 12-3. 22 (4H. d) . 3. 54-3. 63 <4H. m) . 4. 40 (2H. d. J 
=14Hz). 4. 54 (1H, t. J = 6. 4Hz) . 7. 40 (2H. d. J=8Hz), 7. 55 (1H. d. J = 5. 4Hz) . 8. 00 UH. s) . 
8. 05 (2H, d. J=8Hz) . 8. 06 UH. d. J = 5. 4Hz) . 11. 10-1 1. 20 (IH. br-s) . 
ESI-Mass ; 410 (MH+) . 

n 86 ffl 2 5 5 7- (l-X^ )V bT^ 7 ^>-4-< Jl/)-5- 14- (l-b KD^->-3-^»J^ 
f^)7xrjM^x;[2. 3-cl eiJy>Cifetg?^fi^ 



^ 254 *: [sj & \Z L T, 7- (l-X f ^ e ^ 7 y > -4--f M - 5- V O 9 J 

-i )\s ~7 xXJM^iy [2, 3-c) tf U x > (212ng) ^ £ . 867^^7; XttoSIgft 
149mg^^fc. mm : 60S) 



<(£li 68 - 




Me 
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'H-NMR (400MHz. DMSO-d*) ; 5 (ppm) 0. 89 (311. d. J = 6. 4Hz> . 0. 90 (3H. d. J = 6. 4Hz) . I. 
29(3H. t. J = 7. 2Hz> . I. 32-1. 40 (III. m) , I. 53-1. 70 (2H. m) . 3. 13-3. 22 <4H, m) . 3. 54-3. 
63 (4H. a) . 4. 40 (2H. d. J = l4Hz) . 4. 60 (1H, dd. J = 8. 6Hz. 5Hz) . 7. 41 (2H. d. J=8. 4Hz) . 7. 
55 (!H. d. J = 5. 4Hzh 8. 00 (1H. s) , 8. 05 (2H. d. J=8. 4Hz) . 8. 06 (1H. d. J = 5. 4Hz) • 1 1. J 0— 
1 1. 20 (1H. br-s) . 
ESI-Mass ; 410(MH+) . 

^mm 2 5 6 7-l |-If^ tf^7 *J**-\ — T^)-^f4-(3-b pD^y-l-7^tD 
-fa fcT )V) 7 x.XjM^X J (2. 3-cl \L 'J is> ~t&&i&<Dii&L 




I 

Et 



mm m lit mm \z b t, i- n-x^u tr ? is >-4->r ;m -5-^ n^e^x y {2. 3 

-cl bf 'J is > (330ng)^ "b> ^iSliUfer ^^7 t * # <D $3? EHfc 4& & & £ lOlmg 
; 20X) 

'Il-NMR (400MHz. DMSO-d.) ; 5 (ppm) 1. 29 (3H. t. J=7. 2Hz) . I. 65-2. 20 (2H. m) . 3. 10 
-3. 24 (4H. m) . 3. 30-3. 65 (6H, m) , 4. 42 (2H. d. J = 1 3. 6Hz> . 5. 70 (1H. ddd. J=48Hz. 9. 2Hz. 
4Hz) . 7. 4 8 (2H. d. J = 8. 8Hz) . 7. 5 6 (IH. d. J = 5. 6Hz) . 8. 0 5 ( 1H. s) . 8. 0 8 ( IH. d. J = 5. 6Hz) . 
8. 15 <2H. d. J = 8. 8Hz) . 1 1. 05-1 1. 15 (IH, br-s) . 
ESI-Mass ; 400 (MH + ) . 

31 m m 2 5 7 5-U-(3-fc K p*->7 o h';H-3-fr p a 7 x - )V 1 -7- (4-x T )U h" 
^=7is>-\-* ;U^X7 f2. 3-clb'O i> > ■ is ^ismZkCD^&L 
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OH 



a a ^ >-fcf > (948Dg) *S J: Zf$-7 n qe-7- (4-X^JU tT ^ ^ > - l--f Jl, ) ^ 
x y [2. 3-cl e U v > <243mg) ^ t> ft!l4#*$J €r»fc. £ n \z . *#T, ^ h ^ t K d 
7 > (I Oml) <h 1. OWtK ^ ft 7 z ^ A U^^A/^h^t Ka7 7>»tt(0. 8nl) 
SrM^U tK^TT. 1P£Pi3£|£2 ^CD&* * (0.03ml), 5NtK K ft t h U A 
(0. 03ml) , tK (0. 09m I) ^ Ji^JD A, \ZX \&r ffltftW L fz . 3£&£rifc&b, 

I?M)T*SfitT, «l««ft*tt€:«fc. ^^Titl&^^Cct 0 iC'SId: 

L, efiftfl©«Bffc£tt>' j. 205mg€>#fc. <4XJ£ ; 60%) 

-> a O K i£ : 

Si * ; I 14-1 16*0 

1 H-NMR (400MHz, DMSO-do) ; 6 (ppm) 1. 22 (t. J = 7. 2Hz, 3H) , I. 76 (t, J = 7. 6Hz. 2H) . 2. 
78 (t. J = 7. 6Hz. 2H) . 2. 99 (q. 1 = 7. 2Hz. 2H) . 3. 20 (br. 4H) , 3. 48 (t. J = 7. 6Hz. 2H) , 3. 89 
<br. 4H) , 7. 44 (d. J = 8. 0Hz. 1H). 7. 55 (d. J = 5. 2Hz. 1HK 8. 02 (d. J = 8. 0Hz. IH). 8. 05 (s. 
1H), 8. 08 (d, J = 5. 2Hz. 1H) . 8. 14 (s. 1H) . 
MS (FAB) m/z 4 16 (Mill) +. 

1 H-NMR (400MHz, CDCla) ; 6 (ppm) I. 16 (t. J=7. 2Hz. 3H) , 1. 91-1. 98 (m. 2H) . 2. 52 (q. 
J = 7. 2Hz. 2H) . 2. 69 ((, J = 4. 8Hz. 4H) > 2. 88 (I. J=7. 6Hz. 2H) . 3. 73 U. J = 7. 61lz. 211) . 3. 8 
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5 (t. J = 4. 8Hz. 4H) . 7. 31 (d. J = 8. OHz. IH) . 7. 34 (d. J = 5. 6Hz. IH) . 7. 58 (d, J=5. 6Hz. IHK 
7. 64 (s. IH) . 7. 90 (dd. J = 8. 0. 2. OHz. IH) . 8. 09 (d. J = 2. OHz. IH). 

2 5 8 7- (l-x^jfc fcf 7 VU-A-* )V) -5- f3- (2- fc K D * -> X K * ■> ) 7 

x-ju^x; f2. 3-c) e u is> '-m&m<D& & 

(258-D KK3-y D^E 7x;^->lf^XZfJl^ 



300-2 t Ml ^ (C LT, 3-yP : £7xy-JKl0.062g) t^KZ-^D^lf 
Jl/X^f A (24. 4g) ^ M<&?fc#:cr>*SSJEft'&^ 11. 213g£r»fc. mm ; TAX) 
1 H-NMK (400MHz. CDC 1 3 ) ; <5 (ppm) 2. 10 (3H. s) . 4. 15 (2H, t. J = 4. 6Hz) ,4. 41 (2H. t. J 
= 4. 6Hz) . 6. 85 (IH. ddd. J = 8Hz. 2. 4Hz. 1. 2Hz) . 7. 07-7. 12 (2H. m) . 7. 15 C IH. t, J=8Hz) . 
(258-2) 7- (l-x^j^ e ^ ^ ^ >-4— f ;U) -5- f3- (2-b K Q =fr -> X K4v)7xX 
JHfxy f2. 3-cl tf U 5? >- = ttflfttt 



*J6«16l-ltB«JCbr. Ki3-7D^7x/^yX5 1 Jl/XXf^ (3. 4 54g) £ 

t , 7<h'jy^j^» (5. inn a* m&thtt<o»mz-b v ?7)i>7>9 > — fr7 x. 

/^•>lf JH^tIP 2. 255g* »/t. CI (D — BE (394rag) i: ?- (|-Xf t'^ 7 y > 
-4-*f ;U) -5-7 D ^^x / (2. 3-c] f 'J ^ > (137ng) €r • H 356 « 300-4 <t m ¥k IZ ffi 31 
LT, » ftfifS AQSJSffc^ttrgLStt 34mg£»fc. (JR * ; 18X) 




O 




Et 
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££ : 

; 132-135^ 

l H-NMR (400MHz. DMS0-<U) ; 5 (ppq) L 29 (3H. t. J = 7. 2Hz) . 3. 1 3-3. 22 (4H. m) . 3. 58 
(2H. t. J = 14. 4Hz> > 3. 62 <2H. d. J = 1 1 - 2Hz) . 3. 74 <2H. t. J = 5. 2Hz) > 4. 0 7 (2H, t, J = 5. 2Hz) . 
4. 40 (2H. d. J = 14. 4Hz) . 6. 97 (1H. ddd. J=8Hz. 2. 6Hz. 1. 6Hz) . 7. 37 UH. t. J = 8Hz) . 7. 55 
(1H. d. J = 5. 6Hz)> 7. 68 (1H. dd. J = 2. 6Hz. 1Hz), 7. 69 ( JH. ddd. J=8Hz. 1. 6Hz. 1Hz). 8. 05 
(1H. s).8. 06I1H. d. J = 5. 6Hz) . II. 15-11. 25<1H. br-s). 
FAB-Mass ; 384 (MH+) . 

mmm 259 7- (4-x^;u ^ ^ ^ v )i) -5- f4- (2- e h o ^ m k * »>) 

^ - JU) 7 12. 3-cl fcf'J^>-i3Bfe&g)^i$ 
(259-1) 3-7P ; E-2-f^7x>^^t^^Jl/fb K 



3-7 a y-2-^*:7 jl >^;^>^>f jh^tji^ (2 3. 5g) £ -tf > Hv-ft-ft 

T3-yDt-2-ft7x>*^^>S^f iH7f^ (20. 8g) t b. §^f:XX 
7- )U&*m<£7' )l> $ - O A 'J ^ ■> A (2. 8g) T? i§ 7C b Jt. «E ~ & f fc T > # 

> (30. 0g) T K lb L T , « <L ^ 14. 5g*r»fc. 

(259-2) 1- I (1. 2- is** V ^ >-2— T Jb) * ^ JU * * f> 1 -4-3 - K ^ > if > 



65«?KISI<b^ MJ-^AO. 3g)/y^f ;Uil^A7S K ( 1 00m 1 ) ffi » & £ * # L , 
4-3-F7xy-^ (50. 5g) * 7 5: K (200ml) ^jflc^jfJD^, S&Sfflffi 

» Ltz. ^ (DjU^mm\Z (l.3-y V ^ >-2--f ;H^f J^P5 K (46. Og) £ fin 
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I^Sl/t, ^Sfe^'JXA^OSII^^^ 32.7g£^fc. 

(259-3) 3-y V 7 >-2-f JU) * jF- ;u * * -> 1 -4-x ^ = ^ > -tf > 



V ^ >--2— f )V) )l* =>rzs)-4-3— K ^ > if > (36. 3g) t , h 
»J /fJk>»JJl/7tf U> (50. Og) t'^ h'J 7xZj^7 7/ >/t7y^Ay 

^ D 'J H (2. 50g) . 3 Vitm — m (1. 25g) ©i^ST, h'Jxf > (MOidI), ti 

M > (70ml) ♦ T * 60 , CT2^f^5^ $ -It^o £j£l£2r6£&x^JU<h7KI::#B2 

ATjt!lIUtSIfb^i 20. lg£#fc. 

(259-4) 3 - (2- (4-* h 4- > 7 * - )l ) ~ )[,] * 7 * > tl )U # * -> T )V *r 



3-yD^-2-f^7i>^^^'^y7il'Tt K (7. 5g) £ l-[(l. 3-v*:** V ^ >- 
2— f JU) * )V7tr* ->)-4-X^ " > if > (7. 8g) Sr. y/^Jl/^^ZN75 K (2 5 
ml)*, h 'J ? -;u#* 7 A is 2 a U K (0. 48g) . 3 Oit$& — 

I8(0.13g), MJ X^ 1 JUT 3 > (25ml) co^fcT. 60"C T12P5f£]/xf&£*t*'/i:. & m 
£ fl£ JE Ifi b, it 6£ X ^ JU T' Ml £b , * i* . & *£ L . & & £ @ 5£ L * 3£ ^ £ £x U 
7jyjl/^^A^DVhy7 7^-(^^X5 1 Jl//^ + 1t>^)-C«f^LT. &3ce 





OMe 
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(259-5) S-(4-> S^y7xzMfxy [2. 3-cl fcf 'J V is P 




3- (2- (4-/ h * ~> 7 x - ){,) ifzM-Z-ft 7i>*;^^y7Af t H (7. 
2g)<L, t HD^*>^75>-JgKJS(2.4g}, t h 'J A (3. 3g) X*/- 

;M100ml)«K 60t: T 2P£fB3 fit J£ 3 ®*8L£. 5£ nt d & K # »J O J* (3. Og) , 
* UOmlK J — (50ml) £ JtJU A, J OOt: T 3 B £ £ fc, £j£i8£&EEffi 

lx. ^fo? t *yt<ommit&yh 3. 04g£ 

(259-6) 7- U-Xf fcf ^ 5 >-!-•< -5- f4-* h^y7xnjMf X7 [2. 3- 




OMe 



5- (4-/ H4y7xZJWf xy [2. 3-c) e U v >-6-** ^ H (3. Og) * * > 
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t: y *j > (2. ig) N-x^;i/ e^7v > (5ml) ty^f j^;^*->k (2010I) 

U (5.0g)£*in*T100T;TlB£;£$1*fc. £ J£i££ «flE««& 38 & 

y-JUlt^SSLT, &^&tetftf>&«i'ffc;£4fel 0.93g£*#*:. 

(259-7) 7- (4-x^JW bf< ^ ^ >-l--f JU)-5- (4-fc Ka^v7xXMf x; f2. 

3-cl lf'Jy> 



7-{4-Xf >?>-l— f JH-5- (4-* h + v7xXJHfxy [2. 3-c] hT U 

> (0. 4 3g) 4 8Xg:<fc;zK^& (10m I) £ 120*0 T2B* £ itfco 

# '\ + -u->/iex^;u (20: n gin 

<fcfr#3 0. 13g£ 

(259-8) 7-(4-X^Jl, S?>-M JU ) -5- M- (2- b Fd^/X h^-» 7 xX 
JUfxy f2. 3-cl hf U 3? > 




OH 
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7- (4-X tT ^ ^ V >-]--f ;P)-5- (4-t KD^y7 x - M^xy [2. 3-c] fcf U 
^> (i 30mg) / 5^ * 7 5 K (lOml)^^tC, 60£*3Hb;t- b 'J (23mg) 

T)V7u^ H UOOmg) SrflO*.. S fi T 1 2Pt IW K ft S Jfc . R & »C # & X ^ 71/ £ ift 

-JM20ml) £ 2N*»* (lOnl) A, 50*C 30» S JC S &SEiS*8L-fc. £i M 

4££ &Sl 4££ - 

'H-NMR (400MHz. DMSO-ds) ; 6 (ppn) 1,28 (t, J = 7. 2Hz. 3 H) , 3- 14-3. 25 (m. 4H) » 3. 

54 (br-t. 2H) . 3. 63 (br-d, 2H) . 3. 73 (m. 2H) » 3. 90-4. 18 (m. 2H) • 4.41 (br-d. 2H) . 7. 03 

(d. J = 8. 4Hz, 2H) . 7. 54 (d. J = 5. 6Hz, IH) . 7. 97 is, 1H) > 8. 03-8. I 0 On. 2H) . 

g*£ ; 13 5-1 36*0 

MS (FAB) n/z 384 (M+H) +. 

^jgjJ 2 6 0 7-(l-xf is > -4— f ;U ) -5- (4- (2-fc K a * ->-2-* ^ ;i/ zf 

is) 7 x. S 12.3-cl eo ^>--igs?mco^^ 

(260-1) (4-ya ; E7xy^y)i^i;xf ^XXfil/ 
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OEt 



O 



USSfcl 300-2 <h IT, 1-7 u*:7 3L J — )V (30. 121 g) t 7 □ tiKx^ )V 

17 (40. 304g) b. *Sfe@#<0&«ltt;£^ 41. 938g£*#fc (iR^:92X) 
1 H-NMR (400MHz. CDC 1 a ) ; 6 (ppm) 1. 30 (3H. t. J = 7. 2Hz> . 4. 27 <2R. a. J = 7. 2Hz) . 4. 5 
9 (2H. s) . 6. 80 (2H. d. J = 8. 8Hz) . 7. 39 (2H. d. J = 8. 8Hz). 

(260-2) 7-U-x^;t/ bT ^5 ^ > -4--T ;U ) -5- f (4 -X h > id aft " >* h^y) 



Et 

HJfe^ 16 1-2 l^m (C IT, (4-^ n ^ 7 i > * ft&X^;Ux X 7^;M9. 069g) 
tt'7 ( h »J >) USbI) A* & . (4- h 'J75 1 iU^>^^7x/^>')^K 



(2. 3-c] tf »J i?> (368mg) £3£:&#J 161-3 tl^KMSb 
T, &€sTtf]ttC>£5Si{t:£4fc 339Bg*»fc. mm ; 13%) 

'H-NMR (400MHz. CDC 1 3 ) ; <5 (ppm) I . I 6 (311. t. J = 7. 2Hz) , I. 31 (311. t. 1=7. 2Hz) . 2. 5 
1 (211. q, J = 7. 2\\z) . 2. 68 (4H. I. J=5Hz) . 3. 84 <4H. t. J = 5Hz) . 4. 29 (2H. q. J =7. 2Hz) . 4. 7 
0 (2H. s) . 6. 99 (2H. d. J = 8. 8Hzk 7. 32 (1H. d. J = 5. 2Hz) , 7. 54 (1H. d. J = 5. 2Hz) > 7. 60 (111. 



O 




X^^xXTJ^ifii^t)(5. 594g) ttTHfe. :nt7-(l-Xf Jl.e^7y> 
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s) . 8. 05 <2H. d. J = 8. 8Hz) . 

(260-3) 7-(l-X^JP -7 V >-4--f JU)-5-l4-(2-fc K P * is -2- * * )V 7 D » 




I 

Et 



^x y [2. 3-c] e«Jy> (33 9mg) ^^h^tKD7^>(12ml)tC^^L, *?&T, 
3M* ^JU^^^v-^At/DV-f H / x — & (1. 3ml> ^ T b 

ft. KHHMgSO*). (NH) y'J*y^*7A^D7^77-f-{»» 

ju/-f v r/o hfjux — it, &3$£©<*co mmn stommm 326 

mg£»fc. ; 88X) 

A* ; I 37-139X: 

'H-NMR (400MHz. DMSO-d.) ; <5 (ppn) I. 21 (6H. s) , 1. 29 (3H. t. J = 7. 2Hz) . 3. 13-3. 23 
(4H. a). 3. 53 (2H. I. J = 1 3. 6Hz) . 3. 63 (2H. d. J = ll. 6Hz) , 3. 76 (2H. s) . 4. 39 (2H. d. J = 13. 
GHz) . 7. 0 3 (2H. d, J = 8. 8Hz) . 7. 5 2 < 1 H. d. J=5. GHz) . 7. 9 5 (1H. s) . 8. 04 ( 1H. d, J = 5. 6Hz) , 
8. 06 (2H. d. J = 8. 8Hz), 10. 90 (IH. br-s) . 
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FAB-Mass ; 412 (MH+) . 

6 1 5-f3-(3-b K ^:/p b?^)-4-y h * > 7 x X 1 -7- (4-X ^ 

b' ^ ^ s; >- i--f ;n^x J f2. 3-d br 'J y>->i frBgjfitp^gfc 



l£l£#ll61-2. ^ ti"C^JS^J20i: IhHIS (C 1-;/ □ ^ -3- (3- 7 -fe h * is 7 n bf 

)V) -4~* h ^ i> > -tf > (2. 5 7g) <fc 5-:/d ^E-7- (4-X^;U fcT ^ ^ ^ >-l-*f ;U) 
^x / [2. 3-c] tf U i> > (L 7g)ri> 6 CtllC* ^ y (9ml) £ INtK 

&<fc:h h "J O A*&& (1ml) $:irax, 1 PS M »Dl» « St Jfc. £ tf> fct £ # & X ^ ;V 
£7Mc#gEb, WMJBS:**, Blf ^ •> 'J * 7 A D V h 

7 >r - ("v*-* >/St&X5P;U^) T'^$!ILT, 188mg£^*: (4X $ 

:64X). iltl^gftl^Oya^SlltL, « H fls ^* -> 3. BE * © S i&« S & 

-> t? ft m : 

M&L ; 98- 102*0 

1 H-NMR (400MHz. DMSO-d*) ; 5 (ppm) I. 21 (t. J = 7. 2Hz. 3H) . 1. 65- 1. 78 (m. 4H) . 2. 66 
It. J =7. 2Hz. 2H> . 2. 97 (q. J =7. 2Hz t 2H) . 3. 72 (br, 4H) . 3. 46 (t. J-6. 8Hz. 2H) . 3. 5 9-3. 
62 (d. 21IJ % 3. 84 (s. 31!) t 7. 05 (d. J = 8. 4Hz. 1H) . 7. 53 (d. J = 5. 2Hz. 1H) . 7. 89 (br. IH) . 7. 
92 (s. 1H) . 7. 96 (d. J = 8. 411?.. Ill) . 8. 03 (d. J = 5. 2Hz. Hi) . 
MS (FAB) ra/z 412 (M+H) +. 




OMe 



OH 



N 
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'H-NMR (400MHz. CDC],) ; 6 (ppm) I. 16 (I. J=7. 6Hz. 3H) . 1. 88-1. 94 (a. 2H) . 2. 51 (q. 
] = 7. 6Hz. 2H) . 2. 69 (t, J = 4. 8Hz. 4H) . 2. 81 (t. J=7. 2Hz. 2H) . 3. 65 (t . J = 6. 0Hz. 2HK 3. 8 
4 (t. J=4. 8JIz. 411) , 3. 88 (s. 311) . 6. 94 (d. J = 8. 8Hz, 111) . 7. 32 (d. J=5. 6Hz. 1H) . 7. 54 (d, 
J = 5. 6Hz. 1H) . 7. 61 (s. 1H) . 7. 87 <d. J=2. 4Hz. IH) . 7. 94 (dd. J = 8. 8. 2. OHz, 1H). 
&1&m 2 6 2 5- (4- <3-fc K p * 7 P e») -3--> 7 J 7 x. X ;H -7- (4-X ^jt, fef 

^ ^ u >-\-«c )i) y f2. 3-ci u v > <ymm<p&&L 



*««161-2. *ir>T*»SM20£ IPJ«»C LT, 1-^ p * -4- (3- 7 -fe b * > f a tf 
JU-3->7M>1f> (6 I Omg) X Zfh-7n *-7- (4-x^JUtf ^ =j V >- l--f ;H ^ 
X / [2, 3-c) e U > (I64mg> t» 6 H ft fa 4* 4£> £ # & • d nicTHF (5ml) . BS&{fc^ 
^- (5ml) <£: h 'J 7x-^*^7^ > (6 3 Omg) £J0 A, 60t: T 2^r R) R £ it fc. JE J& 
fSfcBI^X^Jl^TMctfffil^ *r«J3a*f&2Mfi»T»tti Lfc. tK € & 2N* & it -* 

EES**! L a«Efc^^y-;l/UOml)i:lN*M<b^hU^A**«{liDl)*ftI*.. 
50 , CT30»PnTKit>$-&fc. S^?fSi«*»»x^jbt*Jr»iB *r«S/a*&fa& 

(fi^Kx^^/'\^lt>^)T^©LT, H^to^^ 75mg£ » Zt (« * ; 38X) . d 

-> :x £ §£ Si : 
K.& ; 1 32- 1 34*0 




OH 
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'H-NNR (400MHz. DNSO-d«) ; 6 (ppm) J. 23 (t. J = 7. 2Hz. 3H) . 1. 76-1. 84 Co. 2H) . 2. 88 
(t. J=7. 6Hz. 2H) . 3. 06 (q. J=7. 2Hz. 2H) , 3. 27 (br. 4H) , 3. 48 (t. J = 5. 2Hz. 2H) . 3. 92 (br, 

4H>, 7. 56 (d, J = 5. 6Hz. 1H) . 7. 60 (d. J=8. 4Hz. IH). 8. 10 (d. J = 5. 6Hz. 1HK 8. 13 (s, 1H) . 

8. 38 (dd. J = 8. 4, I. 6Hz. IH), 8. 49 <d. J=1.6Hz. IH). 

MS (FAB) m/z 407 <M+H) 4. 

'H-NMR (400MHz, CDCIa) ; <5 (ppm) J. I7(t. J=7. 6 Hz. 3HK 1. 95-2. 05 (m, 2H) . 2. 53 (q. 
J=7. 6Hz. 2H) . 2. 70 (t. J=4. 8Hz. 4H) . 3. 00 <L J = 7. 6Hz. 2H) . 3. 75 (t. J=6. 4Hz, 2H) . 3. 8 
7 (t. J = 4. 8Hz. 4H) > 7. 37 Id, J = 5. 6Hz. IH) . 7. 43 (d. J=8. OHz, IH) , 7. 61 (d. J = 5. 6Hz, IH) , 
7. 65 (s. IH). 8. 22 (dd. J = 8. 0. 2. OHz. IH) . 8. 37 (d. J=2. OHz. IH). 

m m m 2 6 3 5- 12- (4-^;v* u -;u) t: u v >-5--f ;H -7- M-m^ )v i? > 



^ JBS 161-2, ^^Tl^Jfe^J20<hl^«lC LT, 5-7 a ^ -2- <4-^£ * U - Jl ) fcT 
U > (75 6mg) *5<fctf5-7o^-7- <4-X^;U fcf ^ ^ 5> > - 1 --f JP) ^ X / (2. 3-c] tf 
»J (200ing) 209ng&»fc OK* ; 83X) . iti^^SlcJ: 0 y a-^i 

^fi 6§ ^£ • 

; 182-I85T: 
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MI-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 32 U. J = 7. 2Hz. 3H) . 3. 15-3. 27 (n. 4H) , 3. 58 
-3. 6 6 (m. 4H) . 3. 76-3. 79 (m. 8H) . 4. 44 (d. J = 14. 0Hz. 2H> . 7. 45 (d. J=9. 6Hz. 1H)> 7. 56 
(d. J=5. 6Hz. 1H) . 8. 11 (s. 1H) . 8. 13 (d. J = 5. 6Hi. 1HK 8. 67 (d. J=9. 6Hz. 1H). 8. 69 (s. 1 
H). 

MS (FAB) m/z 4I0(M+HH. 



' H-NMR (400MHz, CDC 1 ») ; 6 (ppa) I. 16 ft. J = 7. 6Hz. 3H) . 2. 51 (q. J =7. 6Hz. 2H) . 2. 6 
8 (i. J = 5. 2Hz. 4H) . 3. 58 (I. J = 5. 2Hz. 4HJ . 3. 85 (t. J = 5. 2Hz. 8H) , 6. 72 (d. J = 8. 8Hz, 1H) . 

7. 3 3 <d. J = 5. 6Hz. 1H) . 7. 56 (d. J = 5. 6Hz. IH) . 7. 57 (s. 1H) . 8. 21 (dd. J = 8. 8. 2. 4Hz. 1H) , 

8. 97 (d. J = 2. 4Hz. IH). 

m m 2 6 4 5- f 2- i4-r*=E)\s* 'J XJU) hf 'J V > -5--T )V 1 - 7- (4- X * )U \f ^ ^ 
*J >-l--f ft) 7 12. 3-c 1 fcf 'J v ? >*ii[fi£#[g>'oJGjR 



H*fc#JI61-2, ^^T^Bfi^J20i fBlfiMc LT, 5-7 □ * -2- (4-^ * * ;b * U x ;U) 
f »J *J > (848mg) *3 <fc u q&-7- ;^^7 ^ >-!-< (2. 3-c). 

f U is > (200mg) £ &S £ ffb 4* 4fc 240mg£ & fc (©^ ; 92X1 . £ *l £ # £ lc <£ 0 « 

: 

Sk£ ; 20 1-203*C 
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'H-NMR (400MHz. DMS0-d«) ; 6 (ppm) 1. 31 (t, J = 7. 2Hz. 3H) . 2. 75 (br, 4H) . 3. 16-3. 2 
6 (m. 4HK 3. 55-3. 66 (m. 4H) . 4. 10 (br. 4H) , 4. 42 (d. J = 14. OHz. 2Ii) . 7. 36 (br. 1H) . 7. 56 
(d. J = 5. 6Hz. IH) . 8, 07 is. IH) . 8. 1 1 (d. J = 5. 6Hz. 1H) , 8. 54 (br. IH) . 8. 73 (s. lfl) . 
MS (FAB) m/z 426 (U+H) +. 

1 H-NMR (400MHz. CDC1 >) ; 5 (ppm) I. 16 ( t . J = 7. 6Hz. 3H) , 2. 53 (q. J = 7. 6IIz. 2H) . 2. 6 
6-2. 72 (d. 4H) . 2. 69 (t. J = 4. 8Hz. 4H) . 3. 84 U. J=4. 8Hz. 4H) . 4. 02-4. 04 (d. 4H) . 6. 70 
(d. J =8. 8Hz. IH) . 7. 32 (d. J = 5. 6Hz. 1H) . 7. 55 (d. J = 5. 6Hz. 1 H) . 7. 5 5 (s. 1 H) . 8. 18 (dd. 
J = 8. 8. 2. 4Hz, IH) . 8. 95 (d. J = 2. 4Hz. IH) . 

2 6 5 5- [2- (4-fc K P br** U S?>-l-*f Jfc) fcf U >-5-*f JUT f4- 

X ?- M ^ ? V > - 1 )V ) ^ X / [2, 3-c] tf 'J 5? > • g & % CD £ EE 



>-l--f ;i/) t: 'J ^ > (5 54mg) ^ct tX5-y - (4-x ^ ;u tf ^ ^ > - 1 --f ;U ) 

fiy [2. 3- c ) tf U > <200mg> *>£ifitt4a£#fc. - nic ;* ^ J - ^ (10ml) £ 1 

Rx^JU t7Klc#5Eb, *rl8/i£7fc&* Kft. fclSL*:. & 8 £ > 'J * V >V tr z* 
A 5 n v h ^ ^ ^ - (>\ + ^>/^Ki^;^) r«Sl bT, **fifeH*4& 224mg 
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&'&ft mm ; 869!) . c^^^^CctoyiOKfitL, &m<t% is ^ o mmv> 

is *y & i£ : 

; 208-2 1 OTC 

'H-NMR (400MHz. DMSO-d*) ; . <5 (ppm) I. 25 (t. J = 7. 2Hz. 3H) . 1. 36-1. 42 (m. 2H) . 1. 76 
-1. 82 (id, 2H) . 3. 1 1-3. IS (m. 4H) . 3. 34 <br. 4H) . 3. 70-3. 78 (a. IH) . 3. 92 <br. 4HJ , 4. 09 

(d. J = 13. 6Hz. 2H) . 6. 93 (d. J = 8. 8Hz. IH) . 7. 51 (d. J=5. 2Hz. IH) . 7. 90 (5. IH) . 8. 04 (d. 
J = 5. 2Hz. 1HK8. 20 <d. J = 8. 8Hz. IH). 8. 89 (s. 1H>. 
MS (FAB) m/z 424 <M+H)+. 

: 

l H-NMR (400MHz. CDC 1 3) ; 6 (ppm) 1. 1 6 ( t . J=7. 2Hz. 3H) > 1. 58-1. 64 (m. 2H). I. 99-2. 
05 (m. 2H) . 2. 51 (a. J = 7. 2Hz. 2H) . 2. 68 (t. J=4. 8Hz. 4H) . 3. 24 (dt. J =9. 6. 3. 2Hz. 2H) , 3. 
85 (t. J = 4. 8Hz. 4H) . 3. 92-3. 95 (m. IH) . 4. 12-4. 18 (m. 2H) . 6. 76 (d. J = 8. 8Hz. IH) , 7. 32 
(d. J = 5. 6Hz. IH) . 7. 55 (d, J = 5. 6Hz. IH) . 7. 55 (s. IH) . 8. 18(dd. J = 8. 8. 2. 4Hz. IH) . 8. 9 
5<d, J=2. 4Hz. 1H> . 

m m M 2 6 6 5- 14- (5. 6-^ b K P-2H-fcf ^ >-4--f M7x - Jl]-1- (4-x ^ )V tf 
5 5? f ;U) / f2. 3-cl hf 'J y > 'J&fej&<P£-J5£ 



^Jfe#J 161-2. *C^T*J6W20i:lRl«tLT, I- 7 D * -4- (5. 6- is t H D-2H- tf 




O 
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7 > Jl/) ^ >if > (690mg) ^«tt;3-^Dt-!- (4-x^ e ^ 7 V > -1 --f ) -f 

V* / U > (200mg)*> 222mg£*§*: (iR * ; 893!) . r *l £ # i£ K £ 0 

^5 §S ^£ • 

SLS : 176-179-C 

'H-NMR (400MHz, DMSO-d«) ; 6 (ppm) 1. 31 (t. J = 7. 2 Hz. 3H) » 3. 20 (br, 411) , 3. 57-3. 7 
0 (m. 4H) . 3. 85 (t. 1 = 5. 2Hz. 4H) . 4. 26 (br. 2H) . 4. 42 (d. J=13. 2Hz. 2H) . 6. 37 (s. 1HK 7. 
56 (d. J = 8. 4Hz. 2H) , 7. 57 (d. J = 5. 6Hz. 1H) . 8. 06 (s, 1H) , 8. 09 (d. J = 5. 6Hz. 1H) . 8. 13 (d, 
J = 8. 4Hz, 2H). 
MS (FAB) m/z 406 (M+ll) K 

mm» : 

' H-NMR (400MHz. CDC1 *) ; 6 (ppm) 1. 17 (I. J = 7. 6Hz. 3H) . 2. 52 (q. J = 7. 6Hz, 2H) . 2. 5 
7-2. 59 <m. 2H) . 2. 69 (t. J = 5. 2Hz. 4H) . 3. 86 (t. J =5. 2Hz. 4H) . 3. 97 (t. J = 5. 6Hz. 2H) > 4. 
36 (q. J=2. 8Hz. 2H) > 6. 21 (br. 1H) . 7. 35 (d, J = 5. 6Hz. 1H), 7. 49 (d. J = 8. 4Hz. 2H) . 7. 57 
(d. J = 5. 61Iz. 1H) . 7. 69 <s. Ill) . 8. 08 (d. J = 8. 4Hz. 2H) . 

m m m 2 6 7 5- F2- (2-> K^yl h ^ ->-2-^ tf U ^ > ;H -7- <4-x 

^ JU tf ^ ^ >-!-- f Jl/)f xy [2. 3-cl hT 'J y > 



-2-/f ;U) t* U > (5 63mg) *3 J: Zf$-Zf o *-7- (4-x^JU tT ^ ^ > - I— f ;U ^ x 
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J [2. 3-c) tT 'J v 7 > (1 80aig) is* M&mk%0 I93mg£&*: (43t^ ; 85S) . C tl £ # & 
»c J: £ U £ J® it $ tt « <*> 15 & £ f# • 

Jfi 6^ £££ . 

gfe^ ; 1 12-11413 

! H-NMR (400MHz. DMSO-d*) ; <5 (ppn> J. 30 (t. 1 = 7. 2Hz. 3H) . I. 30-1. 34 (d. 3H) . 3. 10 
-3. 25 (m. 4H) , 3. 30 (s, 3H) . 3. 48-3. 68 (m. 6H) . 4. 45 (d. J = 1 3. 6Hz. 2H) . 5. 35-5. 43 (m. J 
H) . 6. 93 (d, J =8. 8Hz. I H) > 7. 5 5 (d. J = 5. 2Hz, 1H> . 8. 02 (s. IH) . 8. 1 0 (d, J = 5. 2Hz. 1HK 8. 
35 is. 1H) . 8. 43 (dd. J = 8. 8. 2. 4Hz. 1H) . 8. 93 (d. J-2. 4Hz. IH). 
MS (FAB) m/i 413 (M+H) +. 

'H-NMR (400MHz, CDC1 ») ; 6 (ppmj 1. 16(t, J = 7. 2Hz. 3H> . I. 38 (d. J=6.4Hz. 3H) . 2. 5 
2 {q. J = 7. 2Hz. 2H) , 2. 68 (t. J = 4. 8Hz. 4H) . 3. 43 (s. 3HK 3. 56-3. 66 (m. 2H) , 3. 85 (t. J = 4. 
8Hz. 4H) . 5. 46-5. 50 (n. 1H). 6. 83 (d. J = 8. 8Hz. 1H) . 7. 34 (d. J = 5. 6Hz. 1H) > 7. 57 Id. J = 5. 
6Hz. IH) . 7. 58 <s. 1H) > 8. 25 (dd. J = 8. 8. 2. 4Hz, IH) % 8. 88 (d. J = 2. 4Hz. IH) . 
MW 2 6 8 5- [2- (2-h K a ^ ->X ^ •» e 'J >-5-^f JH -7- fcf ^ 



*«s« 161-2. s A^-cmm&i2ut mm \z l t. s-y aq£-2-i2-^>>?ju^^^x 

[2. 3-c] £ »J > (200mg) ^e>«ett*tt«:»&. d *l * * / — JMl 5ml) £ 




N 



OH 
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v?^ A/*J-tf >ft&& (230og) * SB & ffi « T . ^iSTt^SSU>$'&/:. g| 

-> 3. & « : 

■ & ; 1 24-125*0 

'H-NMR (400MHz. DMSO-de) ; 5 (ppm) 1 . 21 (t , J = 7. 2Hz. 3H) . 3. 01 (br. 2H) . 3. 20 (br. 
4H) > 3. 55-3. 62 (n. 2H) . 3. 72-3. 78 (tn. 2H) . 3. 89 (br. 2H) . 4. 30-4. 35 (m. 2H) . 6. 93 (d. J 
= 8. 4Hz, 111) > 7. 54 (d. J = 5. 21Iz. 1 H) . 7. 99 (s. 111). 8. 07 (d. J = 5. 2Hz. 1H) . 8. 41 (dd. J = 8. 
4. 2. 4Hz. 1H) . 8. 92 (d. J = 2. 4Hz. 1H) . 
MS (FAB) m/z 385 (M+H)+. 

'H-NMR (400MHz. CDC]*) ; <5 (ppm) 1. 16 (t. J-7. 2Hz. 3H) , 2. 52 <q. J-7. 2Hz. 2H) . 2. 6 
8 (t. J = 5. 2Hz. 4H) . 3. 86 (t. J = 5. 2Hz. 4H) , 3. 96-3. 99 "(a. 2H) , 4. 50-4. 54 (m. 2H) . 6. 89 
(d. J = 8. 8Hz. 1H) . 7. 35 (d. J = 5. 6Hz. 1H) , 7. 59 (d. J = 5. 6Hz. 1H) . 7. 59 (s. IH) . 8. 3 1 (dd. 
J = 8. 8. 2. 4Hz. IH) . 8. 85 (d. J = 2. 4Hz. 1H) . 

2 6 9 5- (2- (2-* h^yXh^y)HU > -5--f )V 1 -7- (4-X ^ )l e ^ ^ 

y>-i-<jnyx; f2. 3-d g u ^ > -iSggiSo^gE 




OMe 
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y > (607nig) 43 cfct^s-y (4-x^;i^e^7 ^>-i->onfxy [2. 3-c] t: 

y > (200mg) £*8<&fttitf 4& I92mg£#*: («* ; 79*) . C tl * # & IC £ 0 & Si 
jtt£ ; 1 1 G-l 1 8nc 

1 H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) 1. 31 (t. J = 7. 2Hz. 3H) . 3. 15-3. 35 (d. 4H) , 3. 32 
(s. 3H) . 3. 58-3. 64 (m. 4H) . 3. 69 (t. J = 8. 0Hz. 2H) , 4. 42-4. 48 (m, 4H) . 6. 96 (d, J = 8. 4Hz. 
.IH) . 7. 55 (d. J =5. 6Hz. 1H) . 8. 0 2 (s. ]H) . 8. 10 (d. J = 5. 6Hz. IH) . 8. 44 (dd, J = 8. 4. 2. 4Hz. 
Ill), 8. 93 (d. J=2. 4Hz. IH). 
MS (FAB) m/z 399 (M+H) +. 



1 H-NMR (400MHz. CDCIa) ; 6 (ppm) 1. 16 (t. J = 7. 2Hz. 3H) . 2. 52 (q. J = 7. 2Hz. 2H) . 2. 6 
8 (l. J = 4. 8Hz, 4H) . 3. 46 (s, 3H) . 3. 79 (t. J=4. 8Hz. 2H) . 3. 85 (t. J=4. 8Hz. 4H) . 4. 54 <t. 
J = 4. 8Hz. 2H) . 6. 89 (d. J = 8. 8Hz. IH) . 7. 34 (d. J = 5. 6Hz. IH) . 7. 57 (d, J = 5. 6Hz. IH) , 7. 5 
8 (s. IH) > 8. 27 (dd. J = 8. 8. 2. 4Hz. IH) . 8. 88 (d. J = 2. 4Hz. IH) . 

$tmW 2 7 0 5-U-(4-b HP^^->^PA^t>-l--f ;i/)7 x, x )\, 1 -7- (4-X ^ 
)V g V >-\-4 ^X J f2. 3-cl tf'Jy>^jfeffi(Q^tf 




OH 
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'v^ir >-l— f )V) sO-Z > (4 77mg) ^J:^5-7 r o^-7-(4-X5 L ;Utf^^ f 
JMfxy [2. 3-c) ^ U y > (200mg) a>6fe&4*&£&*:. C n IC * ^ y - ;M10m 1) £ 
lNTkKYb^" h U ^ (Id)) fcUOAT, IBS W» j»iB«8 S 1*" fc. ClCD^teigifc 

*r»Rx^jWfc#fc#eL. W&/§£*ifc, £8* a«L. -> 'J * y ;u* 

ng^^^i (w ; 68%) . :n^^fti:j;oiSfiiti^ ecffifc'&fettasttoeeig 

\^L. 

fifejft ; 168-170*0 

'H-NMR (400MHz, DMSO-d*) ; 6 (ppn) 1.31(1. J = 7. 2Hz. 3H) , 1. 60- 1. 70 (m. 1H) . 2. 05 
-2. 15 (id. 1H) . 2. 40-2. 60 (m. 2H) . 3. 19 <br. 5H) . 3. 54-3. 66 (n. 5H) . 3. 80 (br. 1H) . 4. 43 
(d. J = 14. 0Hz. 2H) . 6. 15 (br. 1H) . 7. 53 (d. J = 8. 4Hz. 2H) . 7. 57 (d. J = 5. 2Hz. 1H) . 8. 05 (s. 
IHh 8. 08 (d. J = 5. 2Hz, 1H). 8. 10 (d. J = 8. 4Hz, 2H> . 
MS (FAB) m/2 420 (M+H) + . 
: 

'H-NMR (400MHz. CDC1.) ; <5 (ppn>) I. 1 7 (t, J=7. 6Hz, 3H) . I. 82- 1 . 89 On. 1H) . 2. 02-2. 
07 (m. 1H) . 2. 22-2. 28 On, 1H), 2. 53 (q. J = 7. 6Hz. 2H) t 2. 50-2. 66 (a. 3H) . 2. 70 (t. J = 5. 2 
Hz. 4H) . 3. 86 (t. J = 5. 2Hz. 4H> , 4. 0 6-4. 11 (a. IHh 6. 08-6. 09 On. 1H) . 7. 34 (d. J-5. 6 Hz, 
1H) . 7. 47 (d. J = 8. 8Hz, 2H) . 7. 56 (d. J = 5.6Hz. 1H) , 7. 68 <s. 1H) . 8. 06 (d. J = 8. 8Hz. 2H) . 

mt&m 2 7 i 7- (i-x ^ )u e ^ ^ ^ >-4--r ;t/) -5- u -^ >^y ^^7^z^)f 

x y f2. 3-cl h*'J v ? >-~ifigc%S<£>'aJEfc 

(271-1) 4- h 'J^f JU^>-^A # l/D7iy > 
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(n-Bu) 3 Su 




n-Bu 



tSfgfb^^ l.297mg£^*:. mm ; 5895) 

1 H-NMR (400MHz. CDC 1 *) ; 6 (ppm) 0. 88 (9H. t. J=7. 2Hz) . 0. 95 (3H. t. J = 7. 2Hz) . 1. 0 
6-1. 76 (20H, n) . 2. 95 <2H. t. J = 7. 6Hz) . 7. 57 (2H. d. J=8Hz) . 7. 87 <2H. d. J=8Hz) . 
(271-2) 7- M-X ^ v V> >-4— f ;U) -5- (4-^ >^ J )\,Z7 jc — ){,) =f- j: y 

[2. 3-cl bf'J ~>'> -i£5£*£ 



UttM 161-3 £ mm tc L T, 4- h U ~7 3~ i? >zjbA U D 7 x / > (269rag) <h 
7-(I-xf ;i/t:^7 >-4--f jH-S-^atfiy [2. 3-c] t* U > (120rag) 
Rfi»fiC!)@Eiibd«lttfttt U8rag£^£o (* * ; 68%) 

tti St ^Jl • 

Kt£ ; 109-lMt: 

1 H-NMR (400M!h. DMSO-d«) ; <5 (ppm) 0. 90 (3H. I. J = 7. 4Hz) . I. 30 <3H. t. J=7. 2Hz) . 1. 
30- 1. 40 (2H. m) . 1. 56- 1. 64 (2H. m) . 3. 03 (2H. t. J = 7. 4Hz) . 3. 13-3. 24 (4H. m) , 3. 56-3. 




n-Bu 
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6 6 <4H. m) . 4. 43 (2B. d. J=l4Hz) . 7. 59 (1H. d. J = 5. 4Hz) . 8. 05 (2H. d. J = 8. 4Hz) . 8. 1 0 C1H. 
d. J = 5. 4Hz) , 8. 15 (IH. s) . 8. 26 (2H. d. J = 8. 4Hz). 1 1. 30-1 1. 40 UH. br-s). 
ESI-Mass ; 408 (ME1+). 

2 7 2 7- (I -X ^ )V fcf * 3 > -4->f ) -5- U- (3- * ^ Jl, 7 * J ^ J\, ) ~7 ^ 

(272-1) 4^Dt-f V/t U □ 7 x y > 



^ it: T ;U ^ - ^7 A (32. 8g)$1.2-y^ODl^> (200ml) iC JR m U , tK^T, 7 
□ ^'<>-K>(21.6Bl)t<yAI/'j;^D5-f K (25ml) (D 1. 2-v?£ D DX^ > (2 

ffitiiL, «*JB£5N*BMfc:h h U §S *n * T ifc # . &*$<MgS0<K &EiS 

T?«©LT, *S£K#<D^jgfl:^^ 26. 105g£#fc. {iR ^ : 53%) 

1 H-NMR (400MHz, C DC 1 3 ) ; 6(ppm) 0. 99 <6H, d. J = 6. 8Hz) , 2. 2 1-2. 37 ( 1H, tn) . 2. 80 (2 

H, d. J = 6. 8Hz) . 1. 60 (2H. d. J = 8. 8Hz) . 7. 82 (2H. d. J=8. 8Hz) . 

(272-2) 4-h U7fJ^^>UH 7 1/ □ 7 x ; > 



O Me 

USS^i !61-2£ m» \Z UT, 4-7 d ^ -f V A' U d ^ x y > (1. 577g) ^ 6. m&i& 
«©«lffi-fk^« I. 493ns€r«fc. * : 51%) 




o 



Me 
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* H-NMR (400MHz. C DC 1 3 > ; 6 (ppm) 0. 89 (9H. I. J = 7. 4Hz) » 0. 99 (6 H. d. J = 6. 8H2) , ] . 0 
6-1. 1 1 (6H. m) . I. 28-1. 38 (6H. n) . 1. 50-1. 58 (6H. m) . 2. 24-2. 36 (1H. n) . 2. 82 (2H. d. J 
= 7. 2Hz) . 7. 57 <2H. d. J=8Hz) . 7. 86 <2H. d. J=8Hz) . 

(272-3) 7- (1-X ^ )V fcf ^ ? zs >-4-*< -5- f4- (3- * ^ )V 1 * J <4 )l> ) V ^ x Jl 1 

^ x / f2. 3-c] e>jy>-zig[i 




I 

Et 



g) £ 7- (i-xf ji/ tf^ ^ >-4--r )V)-$-zf a ^e^x y (2. 3-c) tr 'j >?> (i40mg)a> 

6. H,<Dlgmit'£y}&&& 130mg£^;t. m& ; 63S) 

: 

M j£ ; 139-I41<C 

'H-NMR (400MHz. DMSO-de) ; <5 (ppm) 0. 94 (6H. d. J = 6.4Hz), I. 30 (3H, t. J=7. 2Hz), 2. 
I 1-2. 2 J (1H. m) . 2. 91 (2H. d. J=7. 2Hz) . 3. 13-3. 23 (4H. n) . 3. 56-3. 66 (4H. n) . 4. 43 (2H. 
d. J=14HzK 7. 59 (IH, d, J = 5. 2Hz) . 8. 05 (2H. d. J = 8. 4Hz), 8. 1 0 (1H. d. J = 5. 2Hz) , 8. 15 
(IH. s) . 8. 2 6 (211. d. J = 8. 4Ih) . I I. I 5- I 1. 25 ( IH. br-s) . 
ESI-Mass ; 408 (MHi) . 

^ m fll 2 7 3 7-(l-X^>iP b'-S ^ >-4--f )V) -5- (4- (N--> O u ^ * is )V 7 * K ) 
7 a: x;t/] X 7 [2, 3-cl b: U is > ft ;t- *K =fr > 7 $ H • X jg BE C7) fig 
(273- 1) 4-yp^-N-->^P^^^J^>^7^ K 
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Br 




y^Q'\^yiP7 = >(9.1llB)*fh7 t K □ b ^ > { 1 00m 1 ) IZ & M L , 4-^ □ 
> »/-f ^ ^ D ^ -f K (5. 04g) /t h7hHD77>ISi (30b I) fc, * ^ T tc iD 

**(MgS0«), &EE&t8L* 3£ £ & R x ^ / ^ * if > *> PS « H L T » 
#©«H{fc^« 5.236g*»fc. UK* ; 83*) 

1 H-NMR (400MHz. CDC 1 3 ) ; 5 (ppm) 1. 18-1. 28 (2H. id), I. 38-1. 46 (2H. m) . 1. 7 3-1. 79 
(2H. o) . 2. 01-2. 06 (2H. m) . 3. 80-3. 40 (IH. n) . 5. 70-5. 90 (1H ( id) . 7. 56 <2H, d. J = 8Hz) , 
7. 62 (2H. d. J=8Hz). 

(273-2) 4- K 'J Zf^JUX * > - JU-N— > >? u ^ > X T =i H 



H Jfa #1 16l-2<hfs]|£tC IT, 4-yn^-N-y^DA k ^->j|,/<>X75 H (1. 129g) 
ftfiBttoeilfc^tt 798mg£»fc. (JtK2£;40X) 
1 H-NMR (4 00MHz. CDC Is) ; 6 (ppm) 0. 8 8 (9H. I. J = 7. 2Hz) , 1. 04-2. 04 (2 8H. m) . 3. 5 9- 
4. 01 (IH. m). 5. 95 (1H. d. J = 8. 4HzK 7. 52 (2H. d. / = 8Hz) . 7. 67 (2H.'d. J = 8Hz). 
(273-3) 7-ll-Xf ;bb^7y >-4-*f -5- f4- (N->^D^^S/^7 5 K ) !7 a: 
n^iyx/ | 2 , 3-cl g 'J S?>--JB B Stt 




414 



WO 99/18077 



PCT/JP98/0446S 




I 

Et 



*ffi« 16-1-3 tlnl* C LT, 4-h U 7^)1 A? > — )V-K-is't7 D 'v* x;l^ >X 

ran <457mg> tT-<i-x^;i/t^7v >-4--r -5-^0 / [2. 3-ci tf y ^ 

> <2 2 8mg)j&* £>, WltftT^JU^ 7 X«<0«jaft^«l*B6at€:»fc. (<K#;14%) 

St ■ 

16 * ; 1 60- 165*0 

1 H-NMR <400MHz. DMSO-d«) ; 6 (ppm) 1. 03-1. 20 (1H. m) » 1.29 (3H. t. J = 7. 2Hz) . 1. 27 
-1. 35 (4H. m) , 1 . 57-1. 85 <3H, m) . 3. 14-3. 23 <4H. m) . 3. 56 (2H. t. J= 1 4Hz) . 3. 63 (2H, t. 
J=14Hz) . 3. 63 (2fl. d. 12Hz), 3. 70-3. 82 (1H. m) . 4. 43 (2H. d. J=I4Hz) . 7. 58 (1H. d. J = 5. 
6Hz) . 7. 94 (2H. d. J*8. 8Hz) . 8. 09 (III, d. J = 5. 6Hz) . 8. 1 2 < IH. s) . 8. 1 9 (2H, d. J = 8. 8Hz) . 
8. 26 (1H. d. J = 8Hz) . 10. 85-10. 95 (1H. br-s) . 
ESI-Mass ; 449 (MH+) . 

m m m 2 1 4 7-n-x^;u tf ^ 7 v >-4— r M-s-H-df p u ju-t-a;u# - 

;u)^xx;M^xy f2. 3-clE'J is > ■-m&&<D<£&L 
(274-1) U-7 n 4 )U) fc'o y v? > 




3? & #1 27 3-1 t l^tt (C U T, -l-yot^vy-fJ^nH K (5. 027g) <h tT n y >? 
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> (6. 543g)a»s, m&m&n&Mit'&yi 5.07g£#7t. mm : 

' H-NMR (400MHz. CDCI.) ; 6 (ppm) I. 89 (2H. qui. J = 6. 8Hz) . I. 97 (2H. Qui. J = 6. 8Hz) . 
3. 41 <2H. t. J = 6. 8Hz). 3. 63 (2H. t. J = 6. 8Hz) . 7. 40 (2H. d. J = 8. 8Hz) > 7. 54 (2H. d. J = 8. 8 
Hz). 

(274-2) (4- h U 7* )UX * > - JU^ >»/>f )U) fcf □ 'J *? > 



^Jfi^J 16 1-2 i: m& IZ L T, (4-7 o -fc ^ > \Z-f )V) tT D U > < 1 . 574g) & 
^tfe^O^Sfb^^ 976mg2:#Xi. mm ; 53%) 

1 H-NMR (400MHz. CDC1W ; <5 (ppm) 0. 88 (9H. t, J = 7. 4Hz) , I. 03- 1. 08 (6H. m) . I. 29-1. 
37 (6H. b) . 1. 49- 1. 56 {6H. m) . 1. 84-1. 99 (4H. m) . 3. 45 (2H. t, J = 6. 6Hz). 3. 65 (2H. t. J = 
7Hz) . 7. 44 (2H. d. J = 8Hz) . 7. 48 (211. d. J = 8Hz). 

(274-3) 7- (1-X=P Jb >-4--T Jb)-5-f4-(^ P 'J zS-)U-\-t> )Vi£-)V) 1 

n ; [2. 3-ci tf u v > - — mmm 



(S64ng) £ 7- (l-x-^;U f ^ 5 fx >-4— f ;H - 5-7 d * x / [2. 3-c) tT U > (223 
fligJ^b, Hfi7t^7 r ^ttO«MI^-&1*l*i6JB I83ng£^*:. (4X35; 57%) 




O 



o 




Et 
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: 

lt,« ; 143-14613 

'H-NMR (400MHz. DMSO-de) ; 6 <ppm) I. 29 (3H. t. J = 7. 2Hz) . 1. 76- 1. 90 (4H. d) > 3. 14 
-3. 2 3 (4H. m) . 3. 42 (4H. t. J =6. 4Hz) . 3. 47 <4H, t. J = 6. 8Hz) . 3. 57 (2H. d. J = 8. 4Hz>. 3. 6 
2 (2H. d. J= 12Hz) . 4. 42 (2H. d. J = I4Hz) , 7. 57 (1H. d. J = 5. 6Hz) . 8. 09 (JH. d. J = 5. 6Hz) , 8. 
10 MH. s) . 8. 18 (2H. d, J = 8. 8Hz) . 10. 95- 1 1. 05 (1H. br-s). 
ESI-Mass ; 421 (MH+) . 

mmm 2 7 5 5-f4-(2-h KP=fr->X h * v) 7 x =. -7- f4- (2-b K P ^ -> X ^ 

;u) tf ^ v >-i— f ;n ^x y 12. 3-ci ^u> ? >->^^^^co^^ 



5- (4-h Fo*->7xz;H-7-(t:^7y>-l-^;Mf xy [2. 3-c] tf U v > ( 1 3 
9mg) £DMF (6ml) (Ci£fl¥ U, 60aS7K^<t^ h 'J (33mg) £ n & x ^ (0. 06 

8mi) sua*.. 6oicTiP$ra^^^ -e-fc. sfc«£fi»tt<b7 = ***«i;:a 

fh7t KD77>(IOm])tlJMUf')A7;^')AA'f K ^ K/f h7t h' 
o 7 ^ >Jgt& (0. 9ml) £ JJP A, *#TTM0#ra££S i*"*:. tK(0.03oI), 
5N7KR<fc;h MJ (0. 03ml) , * (0. 09ml ) £ M # Au • £ U IC T 30# « 

^7 7 ^ — >/»»X^;i/^) -e««U 30mg«r^fc (JRSg ; 

2U). cn£#fclcJ;9>'^'}&&<Lb, SHfl: £ tt a. « « <D S 6 « fi £ f* 




417 



WO 99/18077 



PCT/JP98/04465 



is *J : 

tt£ ; I05-107X: • 

l H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 2. 93 (br. 2H) . 3. 12 (br. 4H) . 3. 70 (t. J = 4. 8Hz. 
2H). 3. 75 (t. J = 4. 8Hz. 2HK 3. 85 (br. 4H) > 4. 05 (t. J = 4. 8Hz. 2H) . 7. 04 (d. J=8. 8Hz. 2H) > 
7. 51 (d. J = 5. 6Hz. 1H>, 7. 90 (s. 1H). 8. 01 (d. J = 5. 6Hz. iH) , 8. 07 (d. J = 8. 8Hz. 2H) . 
MS (FAB) m/z 400 (M+H) +. 

1 H-NMR (400MHz. CDCIj) ; 6 (ppm) 2. 66 (t . J = 5. 6Hz. 2H) . 2. 76 (t. J=4. 8Hi. 4H) . 3. 6 
9 U. J = 5. 6Hz. 2H) , 3. 82 (t. JM. 8Hz. 4H) . 4. 00 (t. JM. 4Hz. 2H) . 4. 15 it. J = 4. 4Hz, 2H) . 
7. 01 (d. J = 8. 8Hz. 2H>. 7. 34 (d. J = 5. 6Hz. 1H) . 7. 56 (d. J = 5. 6Hz. 1H) . 7. 64 (s, JH). 8. 05 

(d, J = 8. 8Hz. 2H). 

2 7 6 5- (4-* h*~>7 ji ~ ) -7- f 4 - (2- H K P * > X =f- )l ) ^ ^ 5> is > 
-l--<^1^xy 12.3-cl tfU^>-ig6gJag>^fifc 



7-i7 o n -5- (4-^ h^y7iz;Hfiy [2. 3-c] e 'J y > <920mg) tc DMSO (6m D 
t4-t KD^yX^iUf^^y >(5djI)^JU7^ I40TC "C tt* R $ 1t £. £ tg 

* 350mg£#fc (JR^ ; 28%). :n^^^l: J: OIKS t U ffi « « tt> « fit tt <D 




OMe 
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t& St Jfi : 

HL& ; l29-I3l*C 

'H-NMR (400MHz, DMSO-do) ; 5 (ppm) 3. 25-3. 32 (m. 4H) . 3. 56-3. 70 (n. 6H) . 3. 84 (s. 
3H) . 4. 41 (t. J=14. 4Hz. 2H) . 7. 05 (d. J = 8. 8Hz. 2H) . 7. 54 <d. J = 5. 6Hz. IH) . 7. 96 is. 1H) > 
8. 05 (d. J = 5. 6Hz. IHK 8. 09 (d. J = 8. 8Hz. 2H) . 
MS (FAB) m/z 370 (M+H) +. 

'H-NMR (400MHz. CDC 1 » ) ; 6 (ppm) 2. 65 (t. J = 5. 2Hz./2H) . 2. 76 (t. J = 5. 2Hz. 4H) . 3. 6 
9 (t. J = 5. 2Hz. 2H) . 3. 82 (t. J = 5. 2Hz. 4H) . 3. 87 is, 3H) /6. 99 (d. J = 8. 8Hz. 2H) . 7. 33 (d. 
J = 5. 6Hz. IH) . 7. 56 (d. J = 5. 6Hz. IH) , 7. 63 (s. IH) , 8. 04 (d, J =8, 8Hz. 2H) . 

2 7 7 4- (4-X^jU hT^ 7 y >-l-*f Jfc) - 6- (4-> h^->7xz;Mfxy 
[3. 4-cl b' U V >->zl ^mm<p<£&L 



%2&0JIO£f^tiH;:bT. 4-2 a a -6- (4-^ 13. 4-c] tf U 

*J > (356mg) £ I^JI' tT^ 7 i? > (6ml) rt> £> S IB fb * tt G> 58 *8H* 5 7mB*»;fc (4R ^ 

;i3%). cn**ffi(=cfc o ->3.«?**t u, bhas^i* ~> 3- «>**©efefts & 

-> O St £l : 

MI-NMR (400MHz. DMSO-ds) : 6 (ppd) 1 . 2 5 It . J = 7. 2Hz. 3H) . 3. 12 (q. J = 7. 2Hz. 2H) , 3. 
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32 (br. 4H) . 3. 81 (s. 3H) . 3. 93 (br. 4H) . 7. 01 (d. J = 8. 8Hz. 2H) . 7. 59 is. IH). 7. 93 (d. J = 
2. 4Hz. 1H) . 8. 04 (d. J = 8. 8H2. 2H) . 8. 46 (br. 1H). 

: 

*H-NMR (400MHz. CDCU) ; 6 (ppm) 1. 18(t, J=7. 2Hz. 3H) . 2. 55 (q. J=7. 2Hz. 2H) . 2. 7 
3 (br. 4H) . 3. 85 (br. 4H) . 3. 87 <s. 3H) , 6. 97 (d. J = 8. 4Hz. 2H) . 7. 36 (s. JH) . 7. 52 (d. J=3. 
2Hz. IH). 7. 86 (d. J = 3. 2Hz. 1H) . 8. 04 (d. J = 8. 8Hz. 2H). 

2 7 8 4- (4-xf ^ br^ =? *j >-i-< )V) -fi- [4- (2-e kd^->xk^^)^ 
^ - jui^x y f3.4-d e»j^>->^o^mco^^ 

(278-1) 3-*;P5 > 



2. 5M n-^f JUJ f ^A (60nil) SilDxfc. -^O^. DMF (14ml) / v if ;H — f A 

(50ml) £*nA* ftlJ»S«T. 3B5WSJ$Lfc. S Jfc ffi * IN& BS * & ^\ ^ 
If JK'ittilfc. ^«|g^fiaiPm^^fhU^A7K^?gi:©f0tfe^7KT^^U 

>/BKlf;^)T*iai/T, *i € i* # <fc 4fe 14. 7g£f§£: (iRSfs ; 62*) . 

1 H-NMR (40OMHz. CDCla) ; 6 (ppm) 7. 37 (d. J = 3. 6Hz. IH) . 8. 17 (d. J=3. 6H2. 1H) . 9. 9 

6 is. IH). 

(278-2) 4-* h^y-l-if - ;^>-i!> 



/I ^ 3 - M 7 x >> - JM25g) £DMF (100ml) fc*#L. * >J £ A l-:/ h * ■> K (25 
g) t ;* h * ->> f D 7 -f H (I3rol) £ /JD*. 60T: * K <* -fr . 



CHO 




3.4-y7D^ft7i> (30g) £ v 5 If iU- f ;U (150ml) lCig£¥ -78TZ \Z T, 
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-3-H^>-tf> 26. 5g*?5fc ; 88%) . 

d <Dte#& (26. 5gHc, h 'J / ?;P->'J^7tf U> (28ml ) , If U v > (50ml) , 
h»Jlf ;P7 5 XIOObI). CuKO. 35gK Pd (PPh 3 ) * C 1 * (0. 7g) £ 1m 7L , eO^T^^ 
Ef6£l*fc. C <0£l£igi£€r INifi&^d&lT, ^ «K JB £ ffi 10 A ft tt ± h U ^ A * 

C<B»tttt«:**> r -Jl'*« (90ml) K * » b » INzk&ffc:*- h "J Si**S* OOm 
DftiDiU USPS Jnf&SSSS b tz. SJfcfgSr^&X^UtzfclC^E b* *f«IJI£7KSfc* 
fitSb. 'M^^ESitX, Hfefi^^^fi^^^ 11^4g*»&. MR* 

; 70%) 

1 H-NMR (4O0MHz. CDC) >) ; 6 (ppm) 3. 00 (s. IH) . 3. 47 (s. 3H) . 5. 18 (s. 2H) » 6. 98 <d, J 
= 8. 8Hz. 2H) , 7. 42 (d. J = 8. 8Hz, 2H) . 

(278-3) D Q-6-F4- (* h^->> h^y)7xz;Hf xy f3. 4-cl fcf 'J > 



3-*;U5 JU-4-y D^e^ 1 ^ y i > (14. 7g) £DMF (100ml) \Zl&M b, h »J X-^^ 7 
= > (100ml) . Cul (0. 25g) ♦ Pd (PPha) *C1 , (0. 5g) h * > * K">-l-xf z 

)U ^ > -tr > (11. 4 g) fin x. . 70*C T & E tfT> £ *r . £ f£ fffi £ -fe 7 -f h © & b fc: & 

^h^^^-<-(^^it>/^Kx^;i/m)-C«^bT, MfetffttfcCD3- I [4- (* h 4- 

> ^ dus) ? xxjuxf x;u-4-*^ = ^^^-^ x > i2. sg^mtz iwrn ; 

Z. (DmAkm (12. 8g) £X;$> y -JU (1 50m I) tc£*?b. *(50nl)titttFD + x 




OMe 



s, 



CI 
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;P7 5X4.9g), ftK^h h U ^ ^ (7. 7g> £JJD*> 3*S fiS) £PQ & iS SK 2 it &. 

2£fi?fc#<D3- I [4- (* h * >- J* h * ->) 7 iZJHxf ^ 7 jl > 

**S/A J0.5g£#fc. (iR ^5 ; T7X) 

£ <D&&mVt® (10. 5g) iSrn-^^ / — ;M1 00m] IK »» L . * (2 5ml ) t m g * »J 
£ A (7. 5 g) fcilU A, DUJ»a«ET. .f*atfiJS*-fr£. £ (O & JS fct £: M £E a 18 U fc 

;i/^D7K^7 7>{- (y^PP^^>/^^/-M-ClSSLT, fS£t&#co 6- 
(4- U H * h * >) 7 i - ;H^X y [3, 4-cJ tT »J 5? > N-**->F 2. 6g**ifc. 
(4X* ; 25 %) 

d CDftfeifttt4a (2. 6g) £ 2 n d A (100m!) K * «? ^-fy^DbT^TS > 
(16 ml) t * is Kit 'J > (1. 7ml) £ JO tl, Wf&MtiHT* 204* fa l£ $ it Jt . C to 

m&\.rz&* keissi^. u*y;u* 7 A ^ n v h ^7 7 - 

sp ; 39 X) 

'H-NMR (400MHz. CDC 1 3) ; (ppm) 3. 50 (s, 3H) . 5. 23 (s. 2H) . 7. 1 2 (d. J =8. 8Hz. 2H) . 
7. 53 (s. 1H) . 7. 65 (d. J = 8. 8Hz. 2H) . 7. 74 <s. 1H) . 8. 79 (s. IH) . 

(278-4) 4- (4-X T Jl/ fcf ^ ^ i? >-l->T ;U) -6- h 3=- -> * H^->7i-jMf X 



422 



WO 99/18077 



PCT/JP98/04465 




OMe 



k 



2£tfcW\2zm&\Zl,Ts 4-2 o a -6- (4-;* h * >- ;* xZJH fx ; (3. 4 

-c] fcf U zs > (I. 1 gK «BE*iJ9A<]g), JL^Jl bT^ ^ > (0. 8ml) £ DMF (I Oml) 
6. 3tfeiE&tt4& 695mg£#fc. (4X*P ; 51 X) 

1 H-NMR (400MHz. CDCIa) ; <5 (ppo) 1. 17 (t. J = 7. 2Hz. 3H) . 2. 53 (q. J = 7. 2Hz. 2H) . 2. 7 
0 (t. J=4. 8Hz. 4 H) . 3. 56 <s. 3H) . 3. 84 (I. J=4. 8Hz. 4H) . 5. 22 is. 2H) . 7. 10 (d. J = 8. 8Hz. 
2H) , 7. 35 (d. J = 0. 8Hz. 1H). 7. 52 <d. J = 3. 2Hz. 1H) . 7. 86 (dd. J = 3. 2. 0. 8Hz. 1H) , 8. 02 (d, 
J = 8. 8Hz. 2H). 

(278-5) 4- (4-X^;i, bT^ ^ is >-\--f )V) -fi- [4- (2-fc K D^->X S^y)7xr 
)U) ^X / (3. 4-cl ^U^>^^^Tg5CQ^^^--^^^nC^E£^g!i4:nfa!^^^ 



4-c] tf U ^ > (695mg) * ; -MlOnl) CB)!f 5N& <inil)£fe]AT, 



S 
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JjD&itfftT, - <D K tf> fi£ £ IN* S Ik ± h 'J ^ A tK & fl£ T * it L 

«CD4- (4-x^;i/ tf ^ 7 v >-l--OU) - 6- (4-k HD^y7i^;b)^x / [3. 4-c) t: 

•J > 70mg«r»fc. (** ; 11 %) 

4- (4-X^;Hf ^ £x ;U) -6- (4-t FD^y7i-Jl/)^i; [3. 4-c] h? U 

> <70mg) £ DMF (1 Oml) \Z f& L , 2-^ DtXh + y il-^^JV) V * ^ )V is ? > 

<300nig) t60%7K^fk^ h ' J A (33mg) £ Aw * T ♦ 60*C T*£ £ £ & 2 -tf £. 

***fi»aft7 >*x^ atk&ik* wex^j^«iEiiLfeo *%mm& 

-f no -6- 14- [2- (t-y^JH ^ -> 'J ->x h + -»7xz;Hfiy [3. 4 

-c]t'Jv>$:#fc. :n^fh7t K D ;7 7 > (5mlM::fg« L, 1. 0M^ V =? 7 ^f- 

PpT m ^ u ^: . c (DKfomm&mm*^ )\s t tk«i^s ^abh * 21 
T^iiiT, is mgzmtc mm ; 23 x) . ^n^g&ti o->a^K 

~> ^ £ « : 

m ,« ; not: 

'H-NMR (400MHz. DMSO-d*) ; 5 (ppm) I. 2 7 (t. J =7. 2Hz. 3H) . 3. 1 9 (b r. 4H) . 3. 39 (br. 
6H) . 3. 74 (br, 2H) . 4. 04 (t. J=4. 8Hz. 2H) . 7. 01 (d. J=8. 8Hz. 2H) . 7. 61 (s. IH) . 7. 94 (d. 
J =2. 8Hz. I HI. 8. 0 3 (d, J = 8. 8Hz. 2H) . 8. 4 8 (d. J =2. 8Hz. IH) . 
MS (FAB) m/z 384 (M+ll) +. 

mmw : 

'H-NMR (400MHz. CDCI ,) ; 6 (ppra) I. 20 (I. J = 7. 2Hz, 311) . 2. 58 (q. J=7. 2H2, 2H) , 2. 
77 (br, 4H) . 3. 89 (br. 411) , 3. 99 (t. J =4. 4Hz. 2H) .4. 15(1. J = 4. Ollz. 2H) . 6. 99 (d. J = 8. 8 
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Hz. 2H) , 7. 36 (s. 1H) . 7. 53 (d. J=3. 2Hz. 1H). 7. 85 (d. J=3. 2Hz. 1H). 8. 03 (d. J = 8. 8Hz. 2 
H). 

mm®\ 2 7 9 4- (4- * ^ )l ¥ ^ y > - 1 -f ) -6- [4- (2- fc: K o ^fr ■> X K 4 y ) 7 



^ t£09 2 8 9-6 <h mm JC b T. 4-i7DD-6-(4-^h^'>7x-;H^iy 13. 2-cJ H 
»J v > £N-> T)l> tf *C ^ ^ *>&Tz* 4-(4-^^JUtf^^^>-I--< ;U)-6- (4- t 
KD + ->7iZj!/)f xy [3. 2-c] t:'Jy> (413mg) £ DMF ( 1 Om ] ) \Z m M L , #e & * 
'J (526ng) t2-7'D : ex^y-^ (0, 18ml) fciraA*:. 80*0(1X2 8 flflffitt V 1t 

T , 202ng*»/t ; 43X) . C ft £ 1$ m \z X v m & « £ b . &S§ft 

ifiSfcig : 

K£ ; I48-150T: 

'H-NMR (400MHz. DMS0-d«) ; 5 <ppm) 2. 85 (d, J =4. 4Hz. 3H) , 3. 27-3. 33 (m. 2H) , 3. 47 
-3. 55 (id, 4H) . 3. 75 (t, J = 4. 8Hz. 2H) . 4. 00-4. 06 (m. 2H) . 4. 21 (d. J = I 3. 2Hz. 2HK 7. 04 
(d. J=8. 8Hz. 2H) .7.61 (d. J = 5. 6Hz. IH) . 7. 78 (d. J = 5. 6Hz. Ill) . 8. 10 (d. J = 8. 8Hz. 2H) . 
8. 18 (s. 1H) . 

MS (FAB) n/z 370 (M+H) +. 




OH 



Me 
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: 

'H-NMR (400MHz. CDC),) ; 6 (ppm) 2. 39 (s. 3H) > 2. 66 (t. J = 4. 8Hz. 4H) . 3. 69 (t. J = 4. 
8Hz. 4H) . 3. 99 (I. J=4. 8Hz. 2H) , 4. 14 (t. J=4. 8Hz. 2H) . 7. 00 (d. J=8. 8Hz. 2H) . 7. 32 (d. 
J = 5. 6Hz. 1HK 7. 39 (d. J = 5. 6Hz. 1HK 7. 72 (s. 1H). 8. 05 (d, J = 8. 8Hz. 2H). 
mmm 2 8 0 4- U-JL^Jl hT^ 7 V >-\— i JV) -6- (4-b KD^y 7xZJH^x 

y f3.2-d >-ttfttt<p^rt 




OH 



4- (4-x? 1 Jl> fc?^ ^ ^ >-l--T ;H -6- (4-> h+y7iUH^xy [3. 2-c] fcf U ^ 
> (I. 85g) S:48X*fbzK*K (15ml) HQ j» SB 8S T 7? 6Wr B3 K l& S . Kf£ 

f&£*#Lfc&. 8N*Kfb^- h U A**«*1W^T7^* U tt K: L, 28XT>^ 
~ ^ A* £ in)** SSJlfJl/tiHiL;;. *r«JBfc*ift\ fc* EE » IS U T 

H £ , -\^it>, :&t>T^x^^/x-7-ju l. 
44g€rf»fc (JR* : 81%). £ *i £ «" % lc <fc D & t b , 65 @ ft ^ 4fc £ £ ft *£ ^ £ 
ITit. 

M£ ; I 73-1 75"C 

1 II-NMR (400MHz. DMSO-ds) ; <5 (ppm) I. 31 (t. J = 7. 2Hz, 3H) . 3. 13-3. 30 (m. 4H) , 3. 49 
-3. 60 (m. 4H) . 4. 19 (d. J = 14. OHz. 2H) , 6. 88 (d. J = 8. 8Hz. 2H) . 7. 60 (d, J=5. 6Hz. 1H) * 7. 
77 (d. J = 5. 6Hz. 1H) , 7. 79 (d. J = 8. 8Hz. 2H) % 8. 1 1 (s. IH) . 
MS (FAB) ra/z 340 (M+II) +. 
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'H-NMR (400MHz. DMS0-d«) ; <5 (ppm) 1 . 06 (t, J = 7. 2Hz. 3H) » 2. 41 (q. J = 7. 2Hz. 2H) , 2. 
59 <t. J = 4. 8Hz. 4H) . 3. 54 it, J=4. 8Hz. 4H) , 6. 84 (d. J = 8. 8Hz. 2H) . 7. 48 (d, J = 5. 6Hz. JHK 
7. 66 (d. J = 5. 6Hz, 1H) . 7. 98 (d, J = 8. 8Hz. 2H) . 9. 64 (s. IH) . 

& m m 2 8 1 4- (4-X ^ )U bf ^ =5 i> >-\--t Jl) -6- 14- (l-b K □ 4 ->x^ Jt/) 7 x 
r /U^x; f3. 2-c] tf 'J y > 3. jfl 

(281-1) fi- (4-7 D ^ y n X )V) -SH-^ X / f3. 2-cl ti 'J V >-\-* > 




o 



\{- * ^ )l -2- * )IT 7 > -Z-X )l *fr >f&T ^ K (13. Og) CO 7* h ^ t 
> <I30ml> -70rT*2. SMr/^JU 'J Mk (74bj1) £:*8TL*:. S^f&^^Ot 

-ZimmmW U 4-7 n^e^>v/x h <J JK15. 3g) £-g(;:j&P*.Jt. H7^f 7 

mm<t^^ 4. 9g£*§/i. (iRS^ ; 193) 

(281-2) 4- (4-X 3^ ti^^ y >-l-f JM-6-(4-yo ; &7xZjUf x; [3. 2-cl 




Br 
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6- (4-7 D t 7 x. - )V) -5H-5^X / [3. 2-cJ £ U i? >-4~* > (4. 87g) £ * * v Ig it 
'J > (30ml) ('HO A, 100X:T3^Pn1JD^ b^Co &&?&£:d&£E:zQ$gb, SiiglCif&x 
^fr £ * SrJbDA fc. *r&J8£** jk^tK^^" h »J O & ID & * T ife *§► 

v l^fz. mmZHEET SSL, 4- £ n d -6- (4-7 D * 

7 x. / [3. 2-c) t'Jy>^§^:. 

n-x^ji, tr^^ ^ > (soon t inonx-imr^mm: u/c. 

Jl*;fc£&fn:it:&*Tifci§^ fiS tt T ^ * ~> 0 A T ft « L, i§ & * ® 5fe L glfii 
4* <Z> IHIUfc ^ &l 3.76g£*§it. (iK^ ; 58. 83) 

'H-NMR (400MHz. CDC) 3 > ; (5 (ppm) 1. 16 (3H, t. J = 7. 2Hz) . 2. 53 <2H. q, J = 7. 2Hz). 2. 6 

8 (4II.br), 3.71 (4H.br), 7. 37(1H. d. J = 5. 6Hz), 7.41 <1H, d, J=5. 6Hz) .7. 56 (2H. d. J=8. 
4Hz> . 7. 76 (1H. s) . 7. 96 (2H. d. J = 8. 4Hz) . 

(281-3) 6-f4-(3. 3-3* * K y-l-^ D tf- JM 7 x - ;H-(4-X^JU 

bf ^ ^ y >-i->f ;u ^xy [3. 2-ci e'Js?>afcttTg<p^tfr— 



6-(4-^P : &7x-^)-4-(4-X5 : ;Hf ^7 y>-l--f JUfxy 13. 2-c] tf 'J is > 
(0. 96g)£. 2-* 3^-3-7^ >-2-*-Jb (0. 26g) . tf 'J 5/ > ( 1 5m 1 ) , h 'Jx^^ 




OH 
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T ^ > (30d»1) * tr, t*^h'J7i-i^77^>'/i70»J H (48mg) , h 'J 7 i Z 
JU** 7 -f > (1 74mg) , 3 O it » — $8 (46mg) (0 # ff T . I. 5PSIH lm JftiB » U fc. E 

/"\*«J->*)T»»LT. ftjt&ttft<Z>«Cfilfl:£<Ki 0.80g£^fc. 
'H-NMR (400MHz. CDCI ») ; 6 (ppm) J. 1 6 (3H. t. J = 7. 2Hz) . 1. 63 (6H. s) . 2. 53 (2H. q. J 
= 7. 2Hz) . 2. 68 (4H. br) . 3. 70 (4H. br) , 7. 36 (1H, d, J = 5. 6Hz) . 7. 41 (1H. d, J = 5. 6Hz) . 7. 
47 (2H. d. J = 8. 4Ht). 7. 78 (IH. s) . 8. 03 (2H. d, J = 8. 4Hz). 

(281-4) 6 - (4-X Z Jl/ 7 jc x;H-(4-X^;U fcf ^ 5> >-l — f JU ) ^X 7 [3. 2-cl 



6- (4-<3. 3- v? * HD^^-l-yDe-JH7x-M - (4-X^;U tf ^ ^ 

y>-l-fJHfl / [3. 2-c) br 'J 5* > (0. 80g) £ \ 9 J — ft* (15ml) \Zt&ffl tK 
U (0.47g) €l«I^LT20»lintta«bfc. E & «t £ & iE & IS L , 

fifeKT^^->^AT«:^L, ^^^©^bfc. ^ng^x-^;Hz^^b. NH-->»J 

'H-NMR (400MHz. CDC 1 >) ; 5 (ppm) I. 16 (3H. t. J = 7. 2Hz) . 2. 53 (2H. q. J=7. 2Hz) , 2. 6 
8 (411, br) , 3. 13 (1H. s) . 3. 70 (411. br) . 7. 37 (III. d. J=5. 6IIz) .7.41 (111. d. 1 = 5. 6Hz) . 7. 
58 (2H, d. J=8. 4Hz) . 7. 80 (1H. s) , 8. 06 (2H. d. J = 8. 4Hz) . 

(281-5) 6- (4-7tf -7 X JU) -M-X^Jl/fcT^ 5 V >-\--f JU) ^X 7 [3. 2-cl 
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<0.59g)£> *Hfc U5inl) *N 1 OOt; T 1 2 PS R3 S * £ it fc. # i£ £ » JE & & L , #S 

1 H-NMR (400MHz, CDCIj) ; 6 (ppm) 1. 17 (3H, t. J = 7. 2Hz) . 2. 56 (ZH, a. J = 7. 2Hz) „ 2. 6 
4 (3H. s). 2. 7 3 (4H. br> . 3. 1 3 ( 1H. s) . 3. 73 <4H. br) . 7. 40-7. 43 (2H. m) . 7. 86 UH. s) . 8. 
04 <1H. s). 8. 1 0 (2H. d. J = 8. 4Hz) . 

(281-6) 4-(4-X^Jl^^ *?>-\-«. f ^)-B- f4-(1-fc H P^r->X^;W) 7 3:^1 Jbl 

^ ji y 13. 2-c] br U s; > 

OH 
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6 _ ( 4 -. r ^ )v 7i-jH- (4-x )v ^ v v >-i — f ;u) ^x y [3, 2-cj e 'J y > 

(0. 37g) £ X * J -)\> (1 0ml) \zmm fh^tFD^OKth'J^A (50mg) £ g 

^D7h^77^-(ssix5 i MTisijLT, mm&tetto&mitGm o.3ig£ 

: 

'H-NMR (4Q0NHz. CDCl*) ; 6 (ppm) I. 17 U. J = 7. 2Hz. 3H) . 1. 34 (d. J = 6. 0Hz. 3H) , 2. 5 
4 (q, J = 7. 2Hz. 2H) . 2. 70 (d. 4H) .3.71 (m. 4H) , 4. 96 {q. J = 6. 4Hz. IH) . 7. 35 (d. J = 5. 6Hz. 
IH), 7. 41 (d. J = 5. 6Hz. 1H). 7. 47 (d. J = 8. 0Hz. 2H). 7. 78 (s. IH) . 8. 07 (d. J = 8. 0Hz, 2H) . 

% ^ntLmmw^^m \z^^x~>^ vm&t &&w3c<nm8M{t&vo o.29g 

is O : 
gfi,£ ; 134-1 35-C 

1 H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) 1. 25 (t. J = 7. 2Hz. 3H) , 1. 36 (d. J = 6. 0Hz. 3H) . 3. 
11 (a. J = 7. 2Hz. 2H). 3. 31 (m. 4H) , 3. 80 (m. 4H) . 4. 78 (q. 1 = 6. 4Hz. IH) , 7. 44 (d, J = 8. 4Hz, 
2H). 7. 63 (d. J = 5. 6Hz. 1 H) , 7. 81 (d. J = 5. 6Hz, IH). 8. 09 (d. J = 8. 4Hz, 2HK 8. 22 (s. IH). 
MS (FAB) m/z 368 (M+H)+. 

mi&m 2 8 2 4- (4-X^ )l Yf 1 ^ >-l — f JH-6- f4- (1-b K P =fr '/^D M )V) ~7 
3i X JU1 ^x y f3. 2-cl ^U^V-va^S^ 

(282-1) 6-f4-(l. 3-3?** V ^ >-2--f ;U> -7 x x JU 1 -5H-^X J f3. 2-cl hT U > 
-4-* > 
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o 



W- ^ ^ )\, -2- * 3- )l ^ * -7 > -3-^7 # > & T ^ K(18. 5g)C0^h^t h'D77 
> (350ml) i^iSHC. -70t;T. 2. 5M n ^ ;P 'J ^ O A (1 00ml ) * ffi T L fc . R & %L 
«-70 , C'C'I. 5&£fl3}B# 4-(K3-i;t4y7 >-2-^f >)^>V- h U ^ (20. 

X^;U. f h7k KP77>/X-rJk n^^itX^lIC^^ Lfc. £ n £ 

mvx. m^»a<otamt^«i 6.24g*»&. (jr*;3i. 7%) 

'H-NMR (400MHz, DMSO-d*) ; 6 (ppm) 3. 94-4. 10 (4H. m) » 5. 79 OH. s) . 7. 24 UH. s) . 7. 
48-7. 56 (3H. mK 7. 63 <2H. d. J = 5. 6Hz) . 7. 78 (2H. d. J = 8. 4Hz) . I J. 67 (1H, br-s) . 
(282-2) 4-(4-XfJbe^7 y >-l-f J^)-6-(4-^J^ ^7x-Mf xy [3. 2- 
cl e'Jy> 



6- 14- ( I. 3-x 3* 4 s V 7 >-2-*f ;U) 7 x -;H-5H-^X J (3. 2-c] f U x >-4-:* > 




CHO 
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(6. 2g)\Z* *i/&it »J > (22. 7g) $r^at?3bDA, 70TC T 2^f M £ J& £ fc. SJfcfS 

^«Et«ETS5felT4-^ D a-6-[4-(U 3-5*** V 7 >-2-* f ;H T7 xx;H-5H- 
^X / [3. 2-c] tT »J S> > 

*^t:ns, N-x^jue^^ (40ni) t i2o*CTi2^rp , JS^$^3t, 

s*g*x^;u-e#iai l&. mm®&** tsfn^«?K-r«c^, sag 
mmit-sto 0. 40g^^^. 

l H-NMR(400MHz. CDCls) ; 5 (ppm) 1. 17 (t. J=7. 2Hz. 3H) . 2. 54 (q. J=7. 2Hz, 2H) . 2. 7 
0 (m. 4H) . 3. 73 (d. 4H) . 7. 41-7. 44 (m. 2H) . 7. 88 (s. 1H) . 7. 96 (d. J = 8. 4Hz. 2H) . 8. 25 (d. 
J = 8. 4Hz, 2H). 10. 07 (s. 1H). 

(282-3) 4-(4-X^JU v>>-1 — f ;U-6-f4-<l-b K D^->^Dtf JH7i, 

;H ^X / [3. 2-c) e 'J y > 



4- (4-x ^ ;|/ t:^7v>-l--f JH-6-(4-^;H^7xr;Hf xy (3. 2-c) t* 'J 
> (0. 20g> (O^-h^t F □ 7 ^ > <20ml) & 3Mx^ )V v ^ ^ y A ^ □ 5 K / 

yif jh-t^s« (o. 5rai) ^110 x.. *ja-c30#Rf6s -e-fc. SfS&K&ffcz > 



OH 
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A7Ki$iBE£iJIl A, SfKEX^^TlfifciJ L ♦ fiS *Q ^ & * T He » , 

K^b« NH--> U * IT ^ ». tfc&X^^-Cift^ ^fl££i8*gl.T, e 

: 

1 H-NMR (400MHz. CDCIs) ; 6 (ppm) 0. 96 (t. J=7. 2Hz. 3H) . I. 17 (t. J = 7. 2Hz. 3H) , I. 7 
4-1. 90 (m. 2H) . 2. 54 (q. J=7. 2Hz. 2H) . 2. 70 (id. 4H) . 3. 7 I (m. 4H) . 4. 64 (n. IH) . 7. 34 (d. 
J = 5. 6Hz. 1H) . 7. 39-7. 45 (a. 3H» . 7. 79 (s. IH) . 8. 07 (d. J = 8. OHz. 2H) . 

is O & % : 
Bk£ ; 1 30- 1 3 1 *c 

1 H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) 0. 84 (t. J = 7. 2IIz. 3H) > I. 23 (d. J = 6. 0Hz. 3H) . J. 
59-1. 70 (o. 2H), 3. 07 (q. J=7. 2Hz. 2H) . 3. 27 (m. 4H) . 3. 78 (m. 4H) . 4- 48 (t. J = 6. 4Hj. IH) . 
7. 40 <d. J = 8. 4Hz. 2H). 7. 62 (d. J =5. 6Hz. IH) » 7. 78 (d. J = 5. 6Hz. IH) . 8. 09 (d. J = 8. 4Hz. 
2H) . 8. 12 (s. IH). 
MS (ESI) m/z 382 (M+H) +. 

mmm 2 8 3 4-u-x^ju b?^^ v >-\— r jio-6-M-n-fc k q y^jv) ? m 



H$6#J 2 82-2T{#/c 4- (4-X^;U e ^ ^ ^ >-l--f -6- (4-* Jl/i 7 i - JH f 



OH 




• (COOH) 2 




N 
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x J (3. 2-c] M U V> (0. 20g> 07h7tHD77> (20ml) ^^(C 2M n-^o tf ;U 
v^^>r>Ayn^ K/yXf ;bx-riH&ll (1. 0ml) ft jtrtl * , SiaT30#Rtf;£ 

Jl/TSfc^L, 5f8fti«*SLT. 6fiK<*:<D&S<b'£425 0.16gftf#*:. 



1 H-NMR (400MHz. CDC1 ») ; 6 (ppm) 0. 95 (t. J*7. 2Hz. 3H) . I. 16 (d. J = 6. 0Hz, 3H) . 1. 2 
8-1. 53 (m. 2H) . 1. 63- 1. 89 (si, 2H) . 2. 53 (a. J = 7. 2Hz. 2H) . 2. 70 (m. 4H) . 3. 71 (a. 4H) . 4. 
76 {»; J = 6. 4Hz. 1HK 7. 34 (d. J = 5. 6Hz, 1H) . 7. 39-7. 45 (b. 2H) . 7. 78 (s. !H) . 8. 07 (d. J = 
8. 0Hz. 2H). 

m £ nrzM&ftz* &m\z «t o is*, t u, a£&*;#tco£?sifl;£4& ft^ 

(0. I4g) . 
5> jx ^7 ^ ^ : 
fltj* ; 135-J36T: 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 0. 85 (t. J=7. 2Hz. 3H) , I. 22 (t, J = 7. 2Hz. 3H) , 1. 
20-1. 68 <m. 4H) . 3. 1 1 (b. 2H) . 3. 26 (b. 4H) . 3. 77 (m. 4H) . 4. 57 (b. 1H) . 7. 39 (d. J = 8. 4Hz. 
211) . 7. 63 <d, J=5. 6Hz. IH>. 7. 79 (d. J = 5. 6Hz. IH). 8. 07 (d. J = 8. 4Hz. 2H) . 8. 19 <s. Ill) . 

2 8 4 4- tl-X^ JU b: ^ =7 is >-4— f -6- f3- (2- bi K P 4 1 X h * ) 7 m 
-JMf xy f3. 2-cl br»Jy>--^^^CO^B£ 

(284-1) 2-* * 7 j: ->y b K 



2- (5 1 ^ 7 x >-3— f ;i/) -1. 3 =*=■ V 7 > (5. 076g) ^ f h 7 t Ko 7 7 >(50m 
l)tc?g^b, ^^»®^T, -20"C TZ. 5M U ^ £ A /'s^U* (13m 

I) ft JlDAT lB$ffi¥M# L -70t: T 3 ^fc* ^;M2. 6bI) ft RlSfi^tt iCftD A 




CHO 
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Mx-Tfrt tK *r«/S SrTKft, ®&(MgS0«K « JBE i§ iffi U . Sffi£^h 

7 t Kn7 7>(30inl) INffiK (30m]) £ fin A T ^ T 1 & |S9 IS # L &. 

c:^bi^x^ jK'iWL, &S(MgS0«K «£E&ttL>. ^ U # 

y;^7A^D ,, 7 h^77^- (t^exf ji,/^^it>^)TfiSJiLT, & ^ & *fc 

ttco^SKt^^ 3. 258g£*§*:., (JR«3;8IX) 

'H-NMR (400MHz. CDC1 .) ; 5 (ppm) 2. 79 (3H. s) . 7. 07 (1H. d. J = 5. 4Hz) . 7. 38 (1H, d. J 

= 5. 4Hz) . 10. 04 (1H. s) . 

(284-2) 2-*^ JU-3-->7 y =.> 




2-> ^;i/-3-^^- 7 jl > t> )Ut£ * >7 JIt t H (3. 258g) £ X ^ / — ;p (50m I) K 
B¥U* t Ko^y^7 5>iK^(2.515g)i:^BSt KU OA (4. 266g) (DTk&m (2 

5mi) £ ira*-r. 7ot:t 25# w» #u&. k ^jg^^^aa B^£gt&x 
?;^*c^ELfe. *r«a/i£7ki£. i£4£<Mgso«K &EEig$8L*:. &6n*ts«i 

fc&ft * ? U > (20ml) S # U . h 'J i >(8ml) ^ ]&D x., SI^^BB^Tffi 

ff^t^S* -70TCT h 'J 7J^D>^>^;^>ii7lc#i (6nil)$ITL/t. fx. 

gS0<), MffiiSfcgL, > U tt V friz ^ A ^ d v h ^ 7 7 - (IE Hex?- 
Lt\ tt&tttt4>«£ettd« 2. 108g£&fc. OKS* ; 653!) 
1 H-NMR (400MHz. CDC 1 3 > ; 6 (ppm) 2. 6 7 (3H. s) » 7. II (1H, d. J = 5. 4Hz) , 7. 14 (IH. d. J 
= 5. 4Hz>. 

(284-3) 2-yp^^^^-3-5>7y^^-^x> 
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2-^^-3->7/5 : t7i> (2. 10 8g) £ if > (30ml) IC *8 # b . N-^D^: 

\t< m-r $ k <4. 8g) tnxmmit^ >v/*r )v (202mg) &m?L. wxi-cinrxmwisiz* 

(tf Kx^^/^^+J-^JT^E! IT, 3* fe#ltt<E>tK2Irt;<£& 2.746g£^fc. 
; 823S) 

'H-NMR (400MHz. CDC I >) ; 6 (ppm) 4. 80 (2H. s) . 7. 1 8 (lH, d. J = 5. 4Hz) . 7. 39 (III. d. J 
= 5. 4Hz) . 

(284-4) 2--> -7 J * ^;l^-3--> 7 / * * ~7 > 



2-yD^^fjh3-v7/ft7i> (2. 746g) £ h ;Ux > (40ml) \zmm b, -> 7 
>4t'j- b V O Ix {2. 00 2 g) / tK ( I 5m I ) fi? 8£ £: lH) T * 80^ T - & £ # L . 

T\ ?5Sfi®#<Z>&J® ft-S« 823mg£»fc. (« sp ; 43X) 

1 H-NMR (400MH2. CDC1.) ; <5 (ppm) 4. 13 (2H. s) , 7. 23 (1H. d. J=5. 2Hz) , 7. 4 1 ( I H. d, J 
= 5. 2Hz). 

(284-5) 6-7 $ y -4-7 P ^ ^ x J (3. 2-cl b: 'J ^ > 





Br 
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2-->7 J /fiH->7y V x > <823ing) £ 25X& ft ft ft (30ml) (CUD 

A, *#T. 90#P318# i U fc. SN**Yb^- h "J ^ A tJc & t& T 1 * #a Bli^ 
TttfflL. <M&SO«K &EE«8SUfc. 33 iff £ > »J tr ¥ )V t> 5 A 

« 894mg£f£fc. (JR* ; 70X) 

' H-NMR (400MHz, CDC1 a) ; a (ppm) 4. 49 (2H. br-s) . 6. 85 (1H. d. J=0. 8Hz) , 7. 14 (1H. 
d, J = 5. 6Hz) . 7. 25 (IH. dd. J = 5. 6Hz. 0. 8Hz) . 

(284-6) MI-IfJ^^7 S?>-4 — f ;U)-6-f3-(2-b K D^X h » ■» 7 xZ JU 
^X 7 13. 2-cl fcT'JS;>- — ttMfett 



y-4-^D^e^xy 13. 2-c] lf'Jy> <894nig) & tts 09 245- 1 1 & tt A m 
IT, U-y^D^^xyO, 2-c) tf'J> ; >(h4 1 6, x; [3. 2-c) tf 

U v XQffi^tt (6:4) tt ^ T C © fi Stt M« 245-2 H« <D fr 

^ , £ 6 K ft & 3- h U 7 7 )\> X ? > - )V •? J * is x ^ )), x X 5=- Jl/ <394mg) £ ^ K 
300-4 «t ft» fc: «31 b fc. ^HTSlES*****. N- ^ * ^ ^ * JU A 7 3 P ( 1 5m I) 
\zmm t-y / ;* •> »J ^ ^ n ^ -f F (24lng) £. -f *y % / — )V (136mg) to! 

ftMHMgSOO. «EififflLfc. JSS^t h 7 t K P 7 7 >(12n]) tB*l, 

BB^aT. -70*CT2.5M n- 7 ^ ^ U ^ A / ^ * *tf > & m (480ml ) £ DD X 305* IBS Jf # 

L&ift. ga*omfk7 >^&xr zK^jtwx., BtKx^^T^m t fc. ^mm**m. 




Et 
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es&iMgso-K mE.m&is. mm * <nh) > u ^tf^-n ? a? □ v y$=, y << - 

=£J\s7 7 X^cDSiafb^fe^Kffi 288«g£^£. (JK«;15%) 
^fi 6st i£l • 

J6ftjft ; 126- 130T: 

'H-NNR (400MHz. DMSO-d.) ; 6 (ppm) I. 29 (3H. t. J = 7. 2Hz) . 3. 13-3. 27 (4H. ta) > 3. 47 
-3. 62 (4H. m>, 3. 74 (2H. t. J=5Hz) > 4. 07 (2H. t. J=5Hz) . 4. 20 (2H. d. J=13. 6Hz) . 6. 96 (I 
H. dd. J = 8. 2Hz. 2. 4Hz) , 7. 37 (1H. t. J = 8. 2HzK 7. 63 (1H. d. J = 5. 6HzK 7. 70UH. d. J = 2. 
4Hz) , 7. 7! (IH. d. J = 8. 4Hz) . 7. 83UH. d. J = 5. 6HzK 8. 28 (IH. s) . II. 00-11. 10 (IH, br- 

s). 

ESI-Mass ; 384 (MH+). 

2 8 5 4-(l-X*JHf ^zr fx>- 4--f -6- f4- <3-^ K D^ : v'/f , JM7 t 
-JVI^xy f3. 2-cl IT 'J S?> -ttttttP^rifc 

C285- 1 > 4-(l-X^JU v>>-4— T ;M-6-^D^fxy f3. 2-cl tf 1 J > 



2->T y ;*^;l/^* 7 ^ >-3-:*J1/# >& (2. 33 lg) ^ J6 300- 1 ^ H # lc ffi 
SIT, Hfefib^^^Hfb^^ 183mg£#/z. (JR* ; 4X) 

'H-NMR (400MHz. CDC I 3 ) ; 6 (ppm) 1.14 (3H. t, J*7. 2Hz) , 2. 50 (211, q, J = 7. 2Hz). 2. 6 
3 (4H. t. J = 5Hz) , 3. 66 (4H. t. J=5Hz) . 7. 30 (IH. d. J = 5. 6Hz) . 7. 35 (IH. d. J = 5. 6Hz. 0. 8H 
z) , 7. 43 (IH. d. J=0. 8Hz). 

(285-2) Ml-Xf JbhX7y >-4--f )l)-£>- 14- (3-b H □ ^ y ^ ^ JU) 7 xZ JM 
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^x y [3. 2-cl e u y > 



Me 




I 

Et 



1 67-3 1 mm\z u, 4- [3- (i-f^jiis * -> u ;i^* y^;H-i- 

^□^E^>-^> (889og) i4-(l-xf ^ fcf ^ ^ y>-4-< T JU)-6-^ a -t^x y [3, 2- 
c] hf U ^ > (183mg) A> ^ Hfe 7 ^6 )V V 7 X * 0) IS II ft 4ftf « B£ & 98mg*»fc. 
(47^ ; 33t) 

^£ fiSt ^£ • 

Bfc,« ; 122-124*C 

'H-NMR (400MHz, DMS0-d*> ; <5 <ppm) 1. 08 (3H. d. J = 6. 4Hz) , 1. 29 (3H. t, J = 7. 2Hz> , 1. 
58-1. 66 (2H. m) . 2. 57-2. 74 (2H. m) , 3. 14-3. 25 {4H, d) , 3. 49-3. 62 (5H. m) . 4. 19 <2H ( d. 
J = 8. 8Hz) , 7. 6M1H, d. J = 5. 2Hz) . 7. 80 (1 H. d. J = 5. 2Hz) . 8. 03 (2H. d. J = 8. 8Hz) , 8. 2 <1H. 
s) > 11. 00-1 1. 10 (1H. br-s) . 
ESl-Mass ; 396 (MH+) . 

2 8 6 U-X^Jfcg^ zs>-\-- f ^)-6-r4-t2-h K a* ~>X 7 m 

■ JMf x; [3. 2-cl ti'J^V'-iaSfc&cp^fiE 
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OH 



S5JBM289-7Tr»&4-<4-X3=';i'fcr'*7 S J >-\-<i ^)-6- (4-fc H □ y 7 x ~ ;i/ ) 
^X V [3. 2-c] tf U > (I. Olg) £DMF <4ol) \Z»M L- . 6 0 X TfcUHfc h 'J A (0. 16 

g)&flniifc. *&<E>f££*$T&, 2- (i-y^^vf ^ ^;u-> y ;u ->>x^;u:7 n 

5 K (1. 43g) SO'CT-Bfeflltf 5 b fc. JErt>taES:»»x^;ua:* lc»EU, W 

MJEiSJS L*:. £THF(10ml) tC*g*S¥ L, 1. OM-^ h ^ (n-^ 

fJH7>^-^A7J^'J K /THF*« fl. 75nl) ^UO^, "C 30# R3 * # L 

iSi££MfiE@:£ 3»jtt £ fcBfclBx? 1 ^ £ £ m £ *Tt» M & 2N*£ 

STitKUfc. *B*2N*mtth'J»>AT7^*yttil/. m x ^ ;U T JS5 

^ y >f - mit*^\s>/*2 J - )V?h) to <k tfNH-S/ u * y Jl/* ^ A ^ n h ^ ^ 

7-f-(»iif;UT«fiiT, »e»*©s«fi:^«a)iieiBi«s o. 475g*«&. 

'H-NMR (400MHz. CDC1,) ; 5 (ppn) 1. \ 6 (t. J = 7. 2Hz. 3H) . 2. 09 (br-s. 1H) . 2. 53 (q. J 
= 7. 2Hz. 2H) . 2. 70 (I. J=4. 8Hz. 4H) . 3. 70 U. J = 4. 8Hz, 4H) . 4. 00 (br-t. 2H) .4.15 (I. J = 
4. 4Hz. 2H) . 7. 00 (d, J = 9. OHz. 2H) , 1. 32 (d, J = 5. 6Hz, IHh 7. 39 (dd. J = 0. 8. 5. 6Hz. 1H) . 
7. 72 (d. J = 0. 8Hz. 111). 8. 05 (d. J = 9. OHz. 2H) . 

ifi • 
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HL& : 128-I29<C 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppn) I. 3 1 (I. J = 7. 2Hz. 3H) . 3. J 8-3. 28 On. 4H) . 3. 50 
(br-t. 211) . 3. 60 (br-d. 211) . 3. 75 (t, J = 5. IHz. 2H> . 4. 05 (t. J = 5. 1Hz. 2H> , 4. 22 (br-d. 
2H) . 7. 05 (d. J = 8. 8Hz. 2H) . 7. 62 (d. J = 7. 2Hz. IH) . 7. 79 (d. J = 5. 6Hz. IH) . 8. 10 (d. J = 8. 
8Hz. 2fl) . 8. 18 (s. IH) , 10. 76 (br-s, IH) . 
MS (ESI) m/z 384 (M+H)+. 

m M m 2 8 7 4- (4-X T )V \f ^ ^ i? > - l--f )V) -6- 14- (2- b KD^y^P^^-/) 
■v :n x;H ^x j n. 2-d tf u >>><D^ric 

(287-1) ^)^7xZJk>UJt/-2-7 p PAy-^ 



J. Aid. Chem. Soc. . 1985. 101. 5 556. «C « ^ T^jfc b & 2- (t-:/^ ;H 5> 7 i - ^ > »J 
-> :/ n rtj — JI/ 5. 27g (16. 8mmol) » hU 7x^,11/^^7^ > 4.40g(l.0£ 
tfU> f > 2. 03ml (I. 5Mi fi) , S£*&THF (50 ml) ©&f££. *J£T&#b*:., £ 
0. 864ml (1. O^fi) i&ITL. £ <b 50# P«3 IS » b fc. BtSI x ^ JU <L * £ 

f*:&&*<2JISlC?ft^ ISSSEV^^y^ AT&j&bfc. Igi^^ETiS^l, SI fit 

?3 £ n7t ^^4^5 t^n-^^lt >£An b. ^ig^fcit^bTt. iSJIg£:fl$ffiia 

5£bT, asftttttOSHft^tt 5. 706g«r»&. (JRsp;90X) 
1 H-NMR (400 MHz. CDC 1 > } ; 6 (ppm) 1.07(s. 9H) , 1. 22 (d. J = 6. 0Hz. 3H) , 3. 25 (dd. J = 
6. 4. 10. 0Hz) > 3. 31 (dd. J=4. 4. 10. Ollz) . 3. 96-4. 03 On. IH) , 7. 36-7. 46 (n. 6H) , 7. 66-7. 
7 1 On, 4H). 

(287-2) 4- (4-X ^ )\, b' ^ =j y >-l--f ;U) -6- f4- (2-t-^ ^ )V is V j: X )V > 'J )\, 
4^P^^y)7xZJl/lfxy 13. 2-cl bf 'J v > 



OTBDPS 
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66X-**fl::*- h 'J V A 0. 26g(I. 2^£) & n-*\ * V > ^ . DMF lnldJ&iSS 
1± T , * ( )fcTJ2#LrtL. £ £ tC 4-(4-X5 : ^b , ^7 ^>-J-< ;H-6-(4-k K a ^ 
> 7 a: XMO 3^x y [3. 2-c] fcT »J ^ > 2. OOg (5. 88mmol) DMF 20e l iz f& M b T fiO . 

/W-M- 4. 44g (2. O^SS) £DMF l 5m IK *g # b T A * ^^^Si^T, 50'CT18^ 
t*c CO « S ^7 3. 38g£»ifc. mm ; 90 35) . 

1 H-NMR {400MHz. DMSO-cU) ; 6 (ppm) 1. 08 (s. 9H) . I. 16 (t. J = 7. 2Hz. 3H) .1.21 (d. J = 
6. 4Hz. 3H) . 2. 53 (q, J = 7. 2Hz, 211) , 2. 70 (t. J=4. 8Hz. 4H) . 3. 70 (t. J = 4. 8Hz, 4H) . 3. 81 
(dd. J = 5. 4. 9. 2Hz. 1H) . 3. 97 (dd. J = 6. 0. 9. 2Hz. IH) . 4. 17-4. 24 (n. 1H) » 7. 80 (d, J = 8. 8 
Hz. 2H) . 7. 31 (d. J = 5. 6Hz, 1H) , 7. 34-7. 4 5 <m. 7H) . 7. 70-7. 74 (m. 5H). 7. 97 (d. J = 8. 8Hz. 
2H) . 

(287-3) 4- (4-x^ )V tf ^ 7 v >-l->f MO -6- f4- (2-b K a 4=- > a sft 4- v ) 7 x 

■ iMf i; 13. 2-c) hf u s; > 
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4- (4-x f)i> tf ^ ^ *j >-i— f -6-N- (2-t-^^;i/>? ^ i - jp-> u ju** y 

□ i}5 + y ) 7 x z M f x y (3. 2-c] t: 'J '•>* > 3. 38g (5. 3 J mmo ] ) £ THF 20mJ^^^?b, 
^ST^t^L*:. £ d td 1. v itr h 5 Zf^JUT V A/THFigi£ 10.6m 

1 (2. o^st) ^ an*, z zizmmmwvtz. &&*&jet^u, tc7K=& jn^.x, 

(«* ; 78 *) 
S£ 

'H-NMR (400MHz, DMSO-d.) ; 6 (ppm) 1. 17 (d. J = 7. 2Hz. 3H) , 1. 31 (t. J=7. 2Hz. 3HK 3. 
18-3. 28 (id. 4H) , 3. 49 (br-t. 2H) . 3. 60 (br-d. 2H) . 3. 83-3. 91 (id. 2H) . 3. 94-4. 01 (a. 1H) , 
4. 21 (br-d. 2H) . 7. 04 (d. J=9. 2Hz. 2H) . 7. 62 (d. J = 5. 6Hz. 1H) . 7. 79 (d. J = 5. 6Hz. 1H) . 8. 
07-8. 1 1 (m. 311) > 8. 18 (s. 1 ID . 10- 72 (br-s. 1H). 
MS (FAB) m/z 398 (M+H) 4. 

mmtt. 

'H-NMR (400MHz. CDC J ,) ; 6 (ppm) I. 16(t. J = 7. 2Hz. 3H) . 1. 31 (d. J=6. 4Hz. 3H) . 2. 5 
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3<q. J=7. 2Hz. 2H). 2. 70 U, J =4. 8Hz. 4H). 3. 70(t. J=4. 8Hz. 4H) . 3. 86 (dd. J = 8. 0. 9. 2H 
z. 1H) .4. 01 (dd. J = 3. 0, 9. 2Hz. IH) . 4. 20-4. 27 (o. IH) , 6. 99 (d. J = 8. 8Hz. 2BK 7. 32 (d. 
J=5. 4Hz. IH) . 7. 39 (dd. J = 0. 4. 5. 4Hz. 1HK 7. 72 (d. J = 7. 2Hz, IH) > 8. 05 (d. J = 8. 8Hz. 2H). 
m m m 2 8 8 6- U- (2-* ^P;U-2-h HP^-»yp^^y7x-;M-4-(4-^f Jl^ 
^7v>-l-fJMfx; f3. 2-cl fc!>J^>-i£l&i£g>£-5E 



4- (4-pt fcf ^ ^ >? >-l—T -6- (4- t K □ * -> ? a: x )V) =f- x / [3. 2-c] fcT 'J 
> (543mg) SrDMF(20ml) I* 602tK % it ^ h 'J ^ A (87mg) $ All A • ^iStC 

T30# MJKft U fc^, Or □ ^tfF&x^MO. 185m]) £ *ra A, 15#fBim# L jfc. 
Jx^*££6*&X^;V<b7KlC#& *T*BJI «J£iHJgL*L. 3£ 2g £ 

THFOOnl) fcB* LT> *#T, 3. OM* ^ )V v if * > A zf □ ^ F/i-ri^i 
(3. 3ml) £ j&O A, mia-Pl. S^RnS^^-fr^:, £ f£ £ 6* W. X ^ ;i< t tK t # K L , 

Hjft ; 135-1 38*0 

MI-NMR (400MHz. DMSO-d.) ; 6 (ppm) I. 23 is. 6H) , 2. 86 (d, J = 4. 8Hz. 3H) , 3. 25-3. 33 
(m, 2H) . 3. 45 (t. J = 1 3- 2Hz. 2H) , 3. 54 (d. J = 1 I. 2Hz, 2H) . 3. 7 8 is, 2HK 4. 21 (d. J=14. OH 
z. 2H) . 7. 04 <d. J=8. 8Hz. 2H) . 7. 6 I (d. J = 5. 6Hz. IH) . 7. 78 (d. J = 5. 6Hz. IH) . 8. 09 (d. J = 





N 



Me 



445 



WO 99/18077 



PCT/JP98/04465 



8. 8Hz. 2H). 8. 18 (s. III). 
MS (FAB) m/z 398 (M+H) +. 

•H-NMR (400MHz. CDC| 3 ) : 6 (ppm) I. 37 (s. 6H) . 2. 39 (s, 3H) . 2. 6 6 (t . J =4. 8Hz. 4H) . 
3. 69 U. J = 4. 8Hz. 4H) . 3. 86 (s. 2H) . 7. 00 (d. J = 8. 8Hz. 2H) . 7. 32 (d. 1H. J = 5. 6Hz) . 7. 38 
(d. J = 5. 6Hz, IH) t 7. 73 <s. IH) . 8. 05 (d. J = 8. 8Hz. 2H) . 

mmm z 8 9 6-f4- (2^ * h q * ■>> zt n # * > 7 - jui -4- (4-3/ p 

Jfc hT^ v >-l-*f )l) y f3. 2-cl g U ->'>-%SS*ag)^fiS 



3i;G£#J 289 £: P3t£ UT, 4- (4-^ D b* ;U tf ^ ^ is > - 1 )V) -6- (4- t F D + ■> 
7x-Jl/)fx; [3. 2-c) lf'Jy> (603mg) t , :/ o g£ & x ^ ;U (0. 1 8ml) *5 <fc Zf 3. 
OM^fJ^y^i/^Ayp £ K <!. 6nI)A>£, M&tt^^ 240mg£ # ta (iR ; 35 

4n& Si 4ei • 

; ] 33-135r 

'H-NMR (400MHz. DMSO-(U) ; 5 (ppm) 1 . 1 9 < t. J = 7. 2Hz. 3H) , 1 . 2 3 (s, 6H) > 1 . 70- 1 . 8 I 
Im. 211) . 3. 03-3. 13 (id. 4H) . 3. 20-3. 30 (d. 2H) . 3. 50-3. 61 (m, 2H>. 3. 78 (s. 2H) . 4. 19 (d. 
J = I 2. 8Hz. 211) . 7. 04 Id. J = 8. 8Hz. 2H) .7.61 (d. J = 5. 6Hz. 1H) , 7. 78 (d. J =5. 6Hz. IH) . 8. 
10 (d. J=8. 8Hz. 2H) . 8. 18 (s. IH) . 
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MS (FAB) m/z 426 (M+H) +. 

mmft : 

' H-NMR (400MHz, CDCI 3) ; 5 (ppm) 0. 95 (t, J=7. 6Hz. 3H) % 1. 37 (s. 6H) . 1. 56-1. 61 On. 
2H) , 2. 38-2. 43 (m. 2H) . 2. 68 (I. J = 5. 2Hz. 4H> . 3. 69 (t. J = 5. 2Hz. 4H) . 3. 86 <s. 2H) . 7. 
00 (d. J = 8. 8Hz. 2H) .7.31 (d. J = 5. 6Hz. IH) . 7. 39 (d. J = 5. 6Hz. 1H) . 7. 72 <s. 1H)> 8. 05 (d. 
J = 8. 8Hz. 2H). 

2 9 0 6- 14- (2- ;* =f- )l-2- b: K □ * >) □ =E > 7 x — )U 1 -4- (4-X ^ ;P 

>?>-i--r jh^ x y fa. 2-d u e>~ > • _ ifi & i& o ^ e£ 

(290-1) 2-* ¥ )V 7 x > *7^# >& 



1. 5M-«J 5 1 •> A V tr;i^T a K/>-^o'\*+i->*§i£ <6O0ml) £ THF (300m 
\) <omm\Z. »U<«#U^i:*<6> 3-ft7i>A^*>8 (50. Og) XTHF (150d1) 

(290-2) 2- y ^ t7x> ^;^>fe^P'J H 



2-* 3- )V-Z-^*7 x > jb >& (54g) fcafb? 1 *- JMlOOml) 60«C T 1. 5 
W frl K £ $ -fr fc . £^&£*S$EE«ai® SttfcTHF (lOOral x 2) £ *J0 jg *] © & it 
ftzj^g^U, ^ gfi jfc ^ 4^ 60. 5g«:»fc. 
(290-3) K-*^»-2-**JI/^*:7x>-3-*Jfc#>&75 K 



COOH 




COCI 
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CONHCH3 



C 



403* 7)1*7 5 >*i£i£ <400mi) \Z. 2-* 7)1-2- 7* 7 jl > t> X > & £ a V H 
(60. 5g)/THF(300m))^jK^0'C"C?KTb^:. KfiX^;i, (2])$jJ0A, 

&ftfc&*mi- h >J ^^tK, ffi ft ft S * cd m \z & » U . 

5gfc»fc. ; 71. 8%) 

1 H-NMR (4 00MHz, CDC 1 1) ; 6 (ppn) 2. 70 (3H. s) . 2. 96 <3H. d, J=7: 2Hz) . 5. 82 (1H. br) , 
7. 03 (1H. d. J = 5. 2Hz) . 7. 08 <IH. d, J=5. 2Hz>. 

(290-4) 6- (4-* h * ->7xZ^) -5H-^x; f3. 2-cl K 'J S? >-4-* > 

OMe 




N-^f Jk2^^;^t7i>-3-*;^>K7i K (36. Og) O THF (500ml ) & m tz . 
-70*CT2.5M n-BuLi/THF«» (200ml) «:.*TLfc. K fB ffit £ -70TC T m ffl 4ft b 
7 — V — h U (31. Og) £ — m iZfia A fc. h*7^7<^/7t h>«^lif 

;u £ ao t , & ^ 4fc £ ^ e k 1 1$ « # b ?t . ttBUfcaettRft*5aL* * > 

X-^K n-^\^^ > COWS 13 0fe ft* b fc. C *n£(S8 UT«*Hfc-&«l I7.9g£^*:„ 
(iRip ; 30%) 

' H-NMR (4 00MHz. DMSO-da) ; <5 (ppra) 3. 81 (3H. s) . 7. 04 (2H. d. J = 8. 4Hz) . 7. 1 5 ( 1H. s) , 
7. 47 (IH. d. J = 5. 2Hz) . 7. 56 (IH. d. J = 5. 2Hz) . 7. 73 (2H. d. J = 8. 4Hz) . 
(290-5) 4-/7 q p -6- (4-^ h * > T7 x — )l> ) 7 X J (3. 2-cl tf 'J i> > 



448 



WO 99/18077 



PCT/JP98/04465 




OMe 



CI 



6- (4-> h^y7iZJH -5H-^x J [3, 2-c] tf U v> >-4-* > (9. lg) 
it 'J > <90g) (Clrax. 120t:T3P*Pnap£& U*:. b. SilEKftRx 

Sftfifc^;?* ~>0 AT&& b fc„ ^i^^lETSil, SI ffi * -> U ft V JV ~h ? 

*b^$& 6. 6g*#fc. (4X3* ; 73X) 

'H-NMR (400MHz. CDC1 ») ; 5 (ppm) 3. 86 (3H. s) . 7. 01 <2H. d. J = 8. 8Hz) . 7. 50 (2 H. m) . 
8. 01 (2H. d, 1 = 8. 8Hz). 8. 06 (1H. s) . 

(290-6) 4- (4-X3VJ1/ If ^ ^ >-l— f JU)-6-(4-* h^->7x-Mf xy 13. 2- 



4-^ d d-6- 14-* h * > 7 x x;U) x y 13. 2-c] fcT ' J *J > (6. 6g) t N-x bf 
"5 ^ V s > (30nl) ©«^tt€:, I 3 0"C "C 2^ M AO t& b Tz . R «? ^ tt * & E $ b , 
3S«£»BS* 'J 9 A <*i tK £ ADA, W BE x ^ ;UTtt tB b fc. *r « A £ * <h & fa & £ 
tKT&#&, fi[tftV2/*->£A1?K«b*«£«*bfc. » & ->U 




OMe 
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&te*£<Dmm<t&® 5.2g£*3*i. («*;6J. 55S) 

'H-NMR (400MHz. CDCla) ; d (ppm) I. 17 (3H. t, J=7. 2Hz) , 2. 55 <2H. q. J=7. 2Hz) , 2. 7 
2 (4H. br) . 3. 71 (4H. br) . 6. 99 (2H. d. J = 8. 8Hz). 7. 32 UH. d. J = 6. OHz) . 7. 38 (1H. dd. J = 
6. 0. 0. 8Hz) . 7. 7 3 (IH. d. J = 0. 8Hz) . 8. 05 <2H. d. J = 8. 8Hz). 

(290-7) 4- (4-x^;U bf^C =7 V >-!-- f ;l/)-6-(4-b HD^y 7xz;t/)f x; f3. 
2-cl bf 1 J V > 



4- <4-x^;u tr^. 7 >-i-*f ;H - 6 - (4 h * > 7 x. — ;u ) ^x y [3. 2-c) e 0 

> (5. 2g) £48%JMt*3fc& (50ml) CS»L, 130^ TM. 5*9 frl R tf> ;* i* 

w — ii^Kif Tiflfii/T, m%i&mifcW;<o&m<t'£® 4.og£f§fc. mm-. 

80%) 

1 H-NMR (400MHz. CDCls) ; 6 (ppm) I. 2 1 (3H. t. J = 7. 2 Hz) . 2. 62 (2 H. a. J =7. 2Hz) . 7. 8 
2 (4H. br) . 3. 76 (4H. br) , 6. 92 (2H. d. J = 8. 4Hz) . 7. 3 3 (IH. d, J = 5. 6Hz) . 7. 37 (1H. d. J = 5. 
6Hz) . 7. 73 (IH. s) . 7. 99 (2H. d. J = 8. 4Hz) . 

(290-8) 6- 14- 12- * T )l-2-t K Q^y>yP^^'>7i-jH - (4-X ^ )\, e ^ ^ 
v> >-l--f ;U)^X / f3. 2-c! eUy>-ifiSi£ 




OH 
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i . 4- tT^ ^ 5*>-l— T -6- (4-k F d ^ •>7x-;i/)5 1 xy [3. 2-cI t? 'J 

/v > (1. lOg) £DMF(30ral) L. 603* m it 1~ h 'J O A (0. I 8g) £ jjQ A Ac. Tfc m 

<D5£±&T&, 7 o^egf&X^Jt- (0. 55g) £ tn*.. CCT30^r^m^ ^J&ifc 
h TKtC^K ^« @ ^ tK iJfe. SfEJEE&fcg b ^SI£THF(30 

mI)lCS«?L. ^k?pT(C3M^ ^^^y^v^A^DS H / X — 5=- ^« f£ (3. 3m] ) £ 

2N&& ffl&ttl b Ac. 7*Ji £ 2N7*l5{fc:>- h 'J ^AT7J^ »J & i: U, BBl^;PT 

b # ? 7 *< - m<t * ^ u > / * ? s — )i&)$>&ifii}i- : >'*j $ yjis* ? h 

fc. ; 53. 2%) 

■tti ^£ • 

' H-NMR (400MHz. DMSO-d.) ; <5 (ppm) I. 33 (t. J = 7. 2Hz. 3H) > 3. I 8-3. 28 (m. 2H) . 3. 40 
(q. J = 7. 2Hz. 2H) . 3. 50 (br-t. 2H) , 3. 62 (br-d, 2H) . 3. 97 (br-d. 2H) . 6. 90 (d, J = 8. 8Hz. 

2H) . 7. 55 (t. J = 8. 0Hz. Hi) .7.71 (t. 1=8. OIIz, 1 H) . 7. 93 (s. 2H> . 7. 91-7. 96 (id. IH) , 8. 0 

4<d. J = 8. 8Hz. 2H). 8. 08 (d. J = 8. 8Hz. 2Hk 10. 92<br-s. IH). 

MS (FAB) m/z 378 (M+H>+. 
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mmm 2 9 1 4- m-xtpju e ^ =5 v >-i — 1 )V) -6- f4- (3- h KD4->-3-/f^r 




6- (4^P : &7i-Jl/) -4- (4-X 5^ )V tf ^ ^ )V) / [3. 2-c] t:'Jy> 

(1. 2 6 5g) t ^^-3-^^ >-2-=f -;b (915m 1)^, DMF (12ml) <h h 'J X f ^ 7 5 
> (20m 1) k^h'J7 x x;p^^ 7^>yi?D'j H (44mg) , h'J7izj^ 

XZ7 > (165mg) 4o Jcl/a^ft^- m (22mg) (D^ST, 1. 5^ P3JtiP»i j§ ^ U fc. K 
£fBt£MJEi8*gl^ ^i^NH->UijyJM7A^D7^77^-(PKxf jl, 
/A^^>^)T«f©lT, #S 11^ 6- 14- (3-pt F y-l-^f- 

JU) 7 x-iH-l^x?;^^^ f ;H^x / (3. 2-c] hf »J 5/ > (0. 414g) 

6- [4- (3-> J- )V-Z- t HD + ->-l-7'fxM7 x-;H- (4-X ^ ^ b' ^ 7y >-l 
;U) y [3. 2-c] tf 'J ^ > (0. 299g) £ ^ >-tf > (30ml) / THF (15n»l) m & *g 

# L * ^DDh'J^h'J7x-il'*7 7^>Di;')A*(Httt 1/T***UDSIS 

*y^*^A^D-7 h #7 7 *< - (6f &X^;U/^*t*->^>T*a&LT, ^H-fe 
« co 4- (4-x^;l, tf ^ v >-l-< Jl) -6- 14- (3- t K o * ->-3-> ^JU^^IO 7 
izMfi; (3. 2-c] e>Jy> 0. 097g£*#£. 

: 
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1 H-NMR (400MHz. CDC1,) ; 6 (ppm) 1. 16 <t. J = 7. 2Hz. 3H) .1.31 is. 6H) . 1. 81-1. 85 (m. 
2H) > 2. 52 (q. J = 7. 2Hz. 2H) . 2. 69 (t. J = 5. 0Hz. 4H). 2. 73-2. 77 to. 2H) . 3. 70 (t. J = 5. 0Hz. 
4Hh 7. 28 (d. J = 8. 4Hz. 2H) . 7. 32 (d. J = 5. 6Hz. 1 H) . 7. 39 (dd. J = 0. 8. 5. 6Hz. IHh 7. 76 (d, 
J = 0. 8Hz. III). 8. 01 (d. J = 8. 4Hz. 2H) . 

B£ • 
H£ ; 116-117. 5t: 

'H-NMR (400MHz. DMS0-d«) ; 6 (ppo) 1. 16 (s. 6H) . 1. 31 (t. J-7. 2Hz. 3H) . 1. 65-1. 69 
(id. 2H) > 2. 65-2. 69 (n. 2H) . 3. 17-3. 28 (m. 4H) . 3. 51 (br-t. 2H) . 3. 60 (br-d. 2H) . 4. 22 
(br-d. 2H) ; 7. 30 (d. J = 8. 4Hz. 2H) , 7. 63 (d, J = 5. 6Hz. 1H) . 7. 82 (d. J=5. 6Hz. IH) . 8. 06 
(d. J = 8. 4Hz. 2H). 8. 22 (s. IH) . 10. 80 (br-s. 1H). 
MS (FAB) m/z 4I0(M+H)+. 

m m m 2 9 2 6- 14- <4-* tji-a-h k d * ~> ^ > ^ ju a- * ~> > :7 x -ju-4-(4-x 
f^^?y>-H ;H^xy f3. 2-d tf u y> -ig6gi£g)^fifc 




2SfiS#J289£ Pitt tz IT, 4- (4-X ^ )\, M ^ 7 5? > - I— < ^ ) -6- (4- t K D =* 7 
x-JUf iy [3. 2-cl U v > (8l6ng) x ^ ;p -4- :/ a zf ^ u - h (0. 42m I) 
&Jitf2.0H*T}W<!f*~>O A^d = K/THFB« (1. 3ml) €», 0*£<fc£4£l 359 
Bg*»fc (iRsp ; 55%) . Z tlZtttiilZJ: 0 &6fc&£ t£ SI ft ^ ^ & & & (0 ^ *£ 
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m& ; 116-11 8*C 

'H-NMR (400MHz, DMSO-d.) ; 6 (ppn) 1. 12 (s. 6H) , I. 30 <L J = 7. 2Hz. 3H) . 1. 48-1. 52 
(d. 2H) . 1. 74- 1. 82 (d. 2H) . 3. 17-3. 28 (n. 4H) . 3. 48 (t. J=I2. 0Hz. 2H) > 3. 58-3. 62 (n. 
2H). 4. 02 (t, J = 5. 6Hz. 2H) » 4. 02 (d. J = 14. 0Hz. 2H) • 7. 02 (d, J = 8. 8Hz. 2H) , 7. 6 I (d. J =5. 
6Hz. 1H) . 7. 78 (d. J = 5. 6Hz. 1H) . 8. 09 (d. J = 8. 8Hz. 2H) . 8. 17 (s. 1H) . 
MS (FAB) m/z 440 (M+H) +. 

1 H-NMR (400MHz. CDCla) ; 6 (ppn) 1. 16 (t. J =7. 6Ilz. 3H) . 1. 27 (s, 6H) » 1. 65-1. 69 (o. 
2H) . 1- 89-1. 94 (d. 2H) . 2. 52 (q. J =7. 6Hz. 2H) , 2. 6 9 (t. J =4. 8Hz. 4H) . 3. 69 (t. J = 4. 8Hz. 
4H) > 4. 05 (t. J = 6. 4Hz. 2H) , 6. 97 (d. J = 8. 4Hz. 2HK 7. 31 (d. J = 5. 6Hz. 1HK 7. 39 (d. J=5. 
6Hz. 1H). 7. 71 (s. 1HK 8. 03 <d. J = 8. 4Hz. 2H) . 

m Wi m 2 9 3 4- (4-T/n fcf JUbf^^ y f JM-6-14-(2-b H a y X K * f> ) 

7x-Mf xy 13. 2-cl tfUs;>-ttIftltt(P^iiE 



3ZfaM2S$t mm \Z IT, 4-(4-y □ tf JU tf^^ >?>-l--< JW)-6-(4-t K 
7x"JUf i; [3, 2-cl tf U i? > (603rag) £ 2-^ □ =£ x ^ / - ;U (0. 24ml ) & £ , 15 
feffc^4& 310mg»fc <4XiS ; 82X) . C n £ # £ J; 9 ifi £ i£ £ V , £ £1 f fc £ 4fc i£ & 
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gj^ ; 128-130X: 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 20 (t, J = 7. 2H2. 3H) . 1. 76-2. 09 (n. 2H) . 3. 02 
-3. 12 On. 2H) , 3. 23-3. 29 (n. 2H) . 3. 59-3. 62 (n. 4H) . 3. 75 (t. J = 4. 8Hz. 2H) . 4. 05 (t. J = 
4. 8Hz. 2H) > 4. 19 (d. J = 13. 6Hz. 2H) . 7. 04 (d. J = 8. 8Hz. 2H) . 7. 61 (d. J = 5. 6Hz. IHh 7. 78 
(d. J=5. 6Hz. Ill) . 8. 10 <d. J = 8. 8Hz. 2H) > 8. 1 8 (s. 1H) . 
MS (FAB) m/z 398 (MtH)+. 

xn* : 

'H-NMR (400MHz. CDCla) ; <5 (ppm) 0. 95 (t. J = 7. 6Hz. 3H) , 1. 56-1. 62 (n. 2H) , 2. 39 -2. 
43 (n. 2H) . 2. 68 (t. J = 5. 2Hz. 4H) . 3. 68 (t. J = 4. 8Hz. 4H) . 4. 00 (br-t. 2H) . 4. 15 ( L , J = 4. 
8Hz. 2H) . 7. 00 (d. J = 8. 8Hz. 2H) . 7. 32 (d. J = 5. 6Hz. 1HK 7. 39 (d. J = 5. 6Hz. 1H). 7. 72 (s, 
1H) . 8. 05 (d. J = 8. 8Hz. 2H) . 

mmm 2 9 4 6- f4- (2-* * JU-2-b F n * is -J a is) 7 jl — JH-4- 14- (2-7 

J),* □ ji^ju) tf >-i--y ;M^x y f3. 2-cl eu^>:^agj^co^j5£: 



F 

*lfi«289i:|H|«*wUT. (2-7 JPt DXf JH y >-i--f JH-6-(4- 

t HD+2/7i-Wfxy t3. 2-cl tT "J *s > (600mg) <h * 7* P ^ ^ K I f iKO. 18 




OH 
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ml) 43 it/ 3. OM* # * > O A ~f D * K (1. 7nl) rt* & R Sffc 245mg€:# 

(JR2£;34X). Ctl^^^ll J: 94&B£i££ U , S 9 ft £ tt ifi K ifi V> M fife A t » 
Si 18 48 : 

HA ; 135-137*0 

'H-NHR <400MHz. DMSO-de) ; 6 (ppo) I. 23 (s. 6H) . 3. 35-3. 45 (d. 2H) . 3. 54-3. 65 (m. 
6H) . 3. 78 (s. 2fl) . 4. 22 <d. J = 13. 6Hz. 2H) . 4. 92 (t. J-4. 4Hz. IH) . 5. 04 U. J=4. 4Hz. 1H) . 
7. 04 (d. J = 8. 8Hz. 2H) > 7. 63 (d, J-5. 6Hz. 1H) . 7. 79 <d, J = 5. 6Hz. 1H) > 8. 10 (d, J = 8. 8Hz. 
2H), 8. 19 (s. 1H). 
MS (FAB) 1 o/z 430 (AHH) t. 

1 H-NMR (400MHz, CDCls) ; 6 (ppm) 1. 37<s. 6H). 2. 77-2. 80 (id. IH) . 2. 79 (t. J = 4. BHz. 
4H) . 2. 85 (t. J = 5. 2Hz. IH) . 3. 70 (t. J = 4. 8Hz. 4H) , 3. 85 (s. 2Hh 4. 59 U. J=4. 8Hz. 1 H) , 
4. 71 (t. J=4. 8Hz. IH) . 7. 00 (d. J = 8. BHz. 2H) . 7. 32 (d. J = 5. 6Hz. IH) * 7. 38 (d. J = 5. 6Hz. 
IH) . 7. 73 (s. IH) . 8. 04 (d. J = 8. 8Hz. 2H) . 

2 9 5 4- F4- 12-7 UX.^ )V) fcf ^ y >-l — f JH - 6- 14- (2- b H O * 

->X S^v)7x-Jl/lfx; 13. 2-cl gU5?>-JfiaJfi<P^fiE 



*tt«2 89tl^«(CUT. 4- [4- (2- DX^JU) tf< ^ ^ > - l-< ;H -6- (4- 
t HD + y7x-;Hfxy [3. 2-cJ fcT »J > (300mg) 1 2-y D X * / - ;u (0. 12 




F 
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81 St £1 : 

fitjft ; J 38-140X: 

'H-NMR (400MHz. DMSO-d*) ; 5 (ppra) 3. 36-3. 43 (n. 2H) , 3. 53-3. 66 (m. 6H) . 3. 75 (t. 
J=4. 8Hz. 2H). 4. 05 (t, J=4. 8Hz, 2H) t 4. 23 (d. J = !3. 6Hz. 2H) . 4. 92 (t. J=4. 4Hz. IH). 5. 
03 (d. J = 4. 4Hz. IH) . 7. 05 (d. J = 8. 8Hz. 2H) . 7. 63 (d. J = 5. 6Hz. IH) . 7. 79 (d. J = 5. 6Hz. 1H) , 
8. 10 (d. J = 8. 8Hz. 2H) . 8. 19 (s. IH). 
MS (FAB) m/z 402 (M+H) +. 



'H-NMR (400MHz. CDC1.) ; 6 (ppm) 2. 77-2. 85 (m. IH) „ 2. 79 (t. J = 4. 4Hz. 4H) » 2. 85 (t, 
J = 5. 2Hz. IH), 3. 70(t, J = 4. 4Hz. 411). 3. 99Cbrt,2H), 4. 15 (t. J = 4. 0Hz. 2H) . 4. 59 U. J 
*4. 8Hz. IH) . 4. 71 (t. J = 4. 8Hz. IH) . 7. 00 (d, J = 8. 8Hz. 2H) , 7. 33 (d. J = 5. 6Hz. IH) , 7. 3 9 
(d. J = 5. 6Hz. IH) . 7. 73 (s. IH) , 8. 05 (d. J = 8. 8Hz. 2H) . 

mmm 2 9 6 6- (4- (2-* ^ )V-2- fc: K D > 7 P ^ * is ) 7 a. — & 1 -4- f 4- (2- bi 
KD^yXf JMe^7v>-l->f x; F3. 2-cl e'Jy>'iii^^^ 



OH 

^ 3^ 0y 289 i: Rlffi tc LT. 4 - [4- (2- fc F D^yX^iM t^7 y >-l--f JH-6- 




• 2HC1 




N 
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(4-t H D 4 *> 7 x-JH y (3. 2-c] tf U v> (600og) rD^ftllif^KO. 
18ml) is £ ££3. OM* ^ JU"? ^ A o a K /THF&S fi£ (1. 7ol) Sfifk^ft 

234mg£^fc ; 323) . d tl £ 3? & K «fc 0 « £ b . 65 E§ it & *£ & £ 0) m 

St • 

; 139-142X: 

'H-NHR (400MHz. DMSO-de) ; 6 (ppm) 1 . 23 (s. 6H) . 3. 25-3. 40 (m. 2H) . 3. 55 (t. J = 1 3. 
2Hz. 44H). 3. 65 (d. J= 1 2. OHz, 2H) . 3. 78 Is, 2H) , 3. 84 (br, 2H) . 4. 2 0 (d. J = 1 3. 2Hz. 2H) . 
7. 05 (d. J = 8. 8Hz. 2H) . 7. 63 (d. J = 5. 6Hz, 1H) . 7. 79 (d. J = 5. 6Hz. IH) .8-10 <d. J=8. 8Hz. 
2H) . 8. 19 (s. IB), 
MS (FAB) m/z 428 (M+H) t. 

mm*: 

l H-NMR (400MHz. CDC1 5 ) ; 6 (ppm) 1. 38 (s. 6H) , 2. 67 (t. J = 5. 2Hz. 2HK 2. 78 (t. J = 5. 
2Hz. 4H) . 3. 67-3. 71 (o. 6H) . 3. 86 (s. 2H) . 7. 02 (d, J = 8. 8Hz. 2H) . 7. 38 (d, J=5. 6Hz, 1 H) . 
7. 38 (d. J = 5. 6Hz. IH) . 7. 74 (s. IH) > 8. 04 (d. J = 8. 8Hz, 2H) . 

mmm 297 6- (4- (2-* ^ ;u-2-e HDir->^D^^-»7 =. - jui-4-f4- (2-7 




OH 
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^££#J 289£ l^^l:lt, 4- i4-y x — ;l/X^;U fcT ^ ^ i? >-l — f ) -6- (4- t Y 
P + ->7x-JUfx; [3. 2-c] t: U V > (605mg) <h , ^ □ ^ fit m. X ^ (0. 1 8m !) is 
«ttf 3. 0M> f'il'Vy^v") D = K (1. 2ol) £ . H^fc-S^ 485mg£ « £ (JR 
3*;69X). d n£#j£K J: D iS&ifii: &® <fc<£ tt « © ® fi « ^ « * fc. 

fi£ - 
fit£ : 140-142'C 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 23 (s. 6HK 3. 12-3. 16 <m. 2H) . 3. 30-3. 45 (m. 
4Hh 3. 5 6 (br-t. 2H) . 3. 71 Id, J = l I. 6Hz. 2H) , 3. 78 (s. 2H) , 4. 2 3 (d. J = 14. 0Hz. 2H) > 7. 0 
.5 (d ; J = 8. 8Hz. 2H) . 7. 23-7. 39 (ro. 5H) . 7. 63 (d. J = 5. 6IIz, 1H) . 7. 79 (d. J=5. 6Hz. 1H) . 8. 
01 (d. J = 8. 8Hz, 2H)> 8. 18(s. 1H) . 
MS (FAB) m/z 488 (M+H) +. 

1 H-NMR (400MHz. CDC1 ,) ; 6 (ppn) 1. 38 (s. 6H) . 2. 69-2. 74 (m. 2H) . 2. 78 (t. J = 4. 8Hz, 
411). 2. 87- 2. 9 1 (m. 2H) . 3. 71 (t. J=4. 8Hz. 4H) , 3. 86 is. 2H) . 7. 44 (d, J = 8. 8Hz. 2H) , 7. 
20-7. 33 (m. 5H) . 7. 33 (d. J = 5. 6Hz. 1H) . 7. 40 <d. J = 5. 6H2. 1H) . 7. 74 (s. 1H) . 8. 05 (d. J = 
8. 8H2. 2H) . 

2 9 8 7- (I-X ^ ^ ^ is >-4--T jl/) -5- 13- (2- b FD4yXh4-»7 
x=JH7n [2. 3-cl hf'J is>-ZZt&Mt&<D'cifo 




I 

Et 
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3-c] tf »J V > (200mg) <t 6*&3- h U ^^^X^>Z x y ^ y ^X^f^ 
(563og) S^£ISgO&gi<fc£iaJS&t& 2I5mg£*#fc. (iK^;83X) 

m& ; U7-i2it; 

'H-NMR (4O0MHz. DMSO-de) ; 6 (ppm) 1.28 (3H. t. J = 7. 2Hz) * 3. 07-3. 18 (2H. m) ♦ 3. 56 
<2H. t. J = 1 4. 8Hz) .3.61 (2H. d. J = M. 6Hz) , 3. 74 (2H, t. J = 5IIz> , 4. 72 (2H. d. J = 14. 8bz) . 
6. 93 (1H. dd. J = 8Hz. 2. 4Hz) . 7. 02 UH. d. J =2. 4Hz) . 7. 34 UH, t. J = 8Hz) . 7. GO (1H. s) , 7. 
61 (IB. d. J=8Hz) . 7. 71 UH. s> . 8. 15 (1H. d. J = 2. 4Hz) . 11. 00-11. 10 (1H. br-s). 
FAB-Mass ; 368 (MH+) . 

& m m 2 9 9 7-(i-x^ji^e^^^>-4— r ;u)-s-r4-(3-b k o=*->:/pgjM -y 
xx;M7p(2. 3-ci ifj i; > --m&mcp £fc 



nmm m \z lt 4 4-y □ a a - K^>-tf > (19. 804g) t 

T )Vu (4. 5ml) A» Kfil^^ffS^^tt 1 3. 792g£ l§ . (4X3* ; 93%) 
1 H-NMR (400MHz, CDC 1 3) ; (5 (ppm) I. 75 (1 H. t. J = 6. 4Hz) . 4. 49 (2H. d. J = 6. 4Hz) .7.3 
0 (2H. d. J = 8. 8Hz) . 7. 45 (2H. d. J = 8. 8Hz) . 
(299-21 3-(4-7D^7xX^)-l-^D/W-^ 



% m m 139-2 £ l^«l:LT, 3-(4-yPt7i^JU-2-7'oe >-l-* — ;P (5. 27 
6g)**6, *8fcE#0*£]8rt;£425 4.64g£^fc. (4X*£;88X) 

1 H-NMR (400MHz, CDC 1 1) ; 6 (ppm) L 40 ( I H. br-s) . I. 82- 1. 90 (2H. n) . 2. 67 (2H. t . J 




OH 
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= 7. 8Hz). 3. 66 (2H, t, J=6. 2HzK 7. 07 (2H. d. J = 8. 8Hz) . 7. 40 <2H. d. J = 8. 8Hz). 
(299-3) 4-\S-ll-7*)), & **3\,zs*) )\,**i s)7a)*J\,)-\-'* U*'*****' 



mnm 1 6 3- 1 1 mm \z lt, 3- (4-:/ d 7 x -i-y o y - ;mi. si3g) t 

i-Zf^JUzS t^fri/V d ^-f K (1- 16lg)**&. ife^*c©S(S{^© 2.263 
g*»fc. (JR* ; 1003S) 

'H-NMR (400MHz. CDCM ; 5 (ppd) 0. 04 (6H. s> . 0. 90 OH. s) . L 76- 1. 83 (2H. m) . 2. 6 
3 (2H. t. J=7. 8Hz> . 3. 61 (2H. t, J = 6. 2Hz) . 7. 06 (2H. d, J = 8. 8Hz) . 7. 39 <2H. d. J = 8. 8Hz). 
(299-4) 7- (l-XiMU ^ ^ >-4--T JM -5- f4- (3-b K P ^ -> !f JH 7 x z 
jU -7 a (2. 3-d g U > 



naeey 16 7-2 1 mm \z it, 4- [3- kk--?^)\>¥ * ^;u-> »j ji>* * >-) b* jv) - 

i-y a ^ >"tr > (2. 2 63g) £ 7- (I -a: 3 1 5 *J >-4— f > -5-3/ D ^ :7 □ [2. 3 

-c) tf U ^> (380ms)** ifiaii<OSifl;^*fiBS(x^y-JP/-< v^ae 
iH-fJM^S^^) 417mg£fSifc. ^ ; 83%) 

St ■ 
R& ; 126-1 30*0 

' H-NMR (400MHz. DMS0-d«) ; <5 (ppm) I. 28 (311. t. J = 7. 2Hz) . 1. 63- 1. 78 (211. in) , 2. 63 




\ 
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(2H. t. J = 7. 8Hz) . 3. 06-3. 18 (4H. m) , 3. 42 (2H. t. J = 6. 4Hz) . 3. 56 (2H. t. J = 14. 4Hz) . 3. 
60 <2H. d. J = 10. 8Hz) . 4. 73 (2H. d. J=14. 4Hz) . 7. 02 <!H. d. J =2. 4Hz) , 7. 26 <2H, d. J=8. 8 
Hz) . 7. 65 (1H. s) . 7. 95 (2H. d. J = 8. 8HzK 8. 13 (III. d. J = 2. 4Hz) . 1 I. 05 (1H. br-s). 
FAB-Mass ; 366 (MII+). 

m ffi M 3 0 0 7- tl-X^JU fcf ^ 7 y>-4--f ;H-5-f4-(3-fc: KD^y^fM7i 

- )V) y O f2. 3-cl bf'JS?>-Zl^^^g)^fi£ 

(300-1) 4-(4-yD^7x-Ji/)-3-^f >-2-^-;t- 




S j&£0J 139-1 £ I^tlU;: LT* 4-^a ; E3-H^>-tf>(1 6. 609g)<h 3-7^ >-2-;t 
(4. 526g) 5. ^^S^O^eYb^^ 13.792g^^fc. (4X35 ;93S) 
1 H-NMR (400MHz. CDC1 ,) ; 6 (ppm) I. 55 (3H. d. J = 6. 8Hz) . 1. 85 (IH. d, J = 5. 2Hz) . 4. 7 
1-4. 78 (1H. m) . 7. 34 (2H. d. J = 8. 8Hz) . 7. 44 (2H. d. J = 8. 8Hz) . 

(300-2) 3- u-z? d q& -7 X - jio-i-* y 




Me 



#1 13 9-2 £ & LT, 4-(4-^U^7x — ;P)-3-^^>-2-^- — ;P(11.791 
g>^£. *Sfef4#;GDggI{t£!& 4. 259g*»fc. mm ; 31%) 

'H-NMR (4 0 0MHz. CDC 1 a) ; 6 (ppm) 1.23 (3H. d. J = 6Hz) . 1. 32 (IH, s) . I. 70-1. 79 (2H. 
n) . 2. 59-2. 76 (2H. n) . 3. 76-3. 86 (IH. m) , 7. 08 (2H. d. J = 8. 8Hz) . 7. 40 (211. d. J = 8. 8Hz) . 
(300-3) 7- (1-X^ ;U faT ^ *J >-*-<< )V) -5- f4- (3-fc: K D^y "/f 7x-JM 
-7 D (2. 3-cl fci 'J ^> 
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I 

Et 



3- (4-^ D ^ 7 i X JU) ^ JU-l-^D /t / - {2. I86g) <b t-^^^U 5? ;* ^ ;W 

-> 'J d ^-f H (1. 575g)A* 6, 163-1 £pg«lc«i31 IT, 4-f3-(t-? r ^^ 

5* * 3- )V is >j * ->) -3-> ^ ;u y □ a >-i-^ ;n d ^ >-£ > 

#1 (2. 3 96g) t. l/T#fc. ^^T7-(l-Xf^t!^7y >-4-< JU ) -5-:/ o ^ ;7 o [2, 
3-c] ¥ V i?> <404mg) t Xtt W I 67-2 £ & td © 3 U X , *tfi IS £ © & i§ ft ^ m tt 

(x$> y — ;i//-r v^d t: ;ux — e>?s*3rfi) 3 90mg£ f§ &. (ik^ ; 6 9*) 

& : 

; 175-mr 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppn) 1. 08 <3H, d, J = 6Hz) . 1. 28 <3H. t. J = 7. 2Hz) > 1. 5 
8-1. 65 (2H. m) . 2. 55-2. 73 (2H. m) , 3. 07-3. 18 (4H. m) . 3. 50-3. 64 (5H. m) . 4. 73 (2H. d. J 
= 14. 8Hz) . 7. 01 (IH, d. J = 2. 4Hz) . 7. 26 (2H, d. J = 8. 8Hz) . 7. 65 (1H. s) , 7. 94 <2H. d. J = 8. 
8Hx). 8. I4UH. d. J = 2.4Hz). 10. 95(1H. br-s). 
FAB-Mass ; 380 (MH+) . 

m m m 3 0 1 7- (i-x^jb br ^ 3 v > -4--f ;u) -5- [4- (2- b h a =e y x h * f>> 

<30I-D 7- (1-x^b: ^ 7 >-4--T ;H-S-7a* 7 a f2. 3-c) E 'J >* > 
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Br 



Et 



Bui 1. Soc. chim. Fr. . No. 5-6. 1 1-270. 197 8. \Z$t r> X G; J5£ b 3—> T J * J- )V-2- 
Z7 =7 >ft)\,# >& (9. 046g) \Z. is&it U > (20. 214g) i£ft<t 'J > (40nl) £ flu 

x., nor T3WrPfl«# u&. y -;t/*4>£r^ e £ 

tjnK.fe. £A>ffi$ttfiEai8 U. Sfclw l-X^;Hf* v > (240ml) £ *D 20# 

&*&(MgSO«K MEStSUit, (NH) :> U * *y A D V K 7 -< — 

(^&X^;P/^*1*>3UT*S§3lbT, 8 jtfiBaftOffijBftdtt 9. 594g£fHfc. 
(JK^ ; 56%) 

'H-NMR (400MHz, CDC 1 9 ) ; 6 (ppm) J . 1 4 (3H. t. J = 7. 2 Hz) * 2. 47(2H. q.7J=. 2Hz).2.5 
8 (4H, t. J = 5. 2Hz) , 3. 92 (4H, t. J = 5. 2Hz) . 6. 64 (!H, d. J = 2Hz) . 7. 02 (1M. s) , 7. 60 (1H. d. 
J=2Hz). 

(301-2) ^^4-yp^ ^^y^f>X^^X^^Jl/^feiaTggg)^^r^-^^J:Tj: 



2-^ d ^ 7 x / - JK26. 1 28g) ^ N J- y ^ f ;i/ ^ A 7 ^ K (7 0m I) « fl¥ L , BV 
K2-yD^X^JH7f^ (32. 2 24g) <t £w Hfc # 1 J A (2 1 g) £ flD x. * I0OT;t-I&#& 




O 



464 



WO 99/18077 



PCT/JP98/04465 



ft« 33. 9l5g£*§/t. (IR * : 87S) 

'H-NMR (400MHz. CDCU) ; <5 (ppm) 2. 10 (3H. s) . 4. 1 4 (2H. t. J = 4. 6Hz) . 6. 80 (2H. d. J 
= 8. 8Hz) . 7. 38 (2H. d. j = 8. 8Hz) . 

(301-3) »B4-m^f j^^>-^7i; *^xf ;n7r;^fcttTia<o^ 



mffiW 161-2 t l^tl* K L T. Dt7i;*->lf il'X^fJl' (5. 1 82g> £ 

tf * ( h U y >) ( 1 1ml) ^ •& • Mfcffltt<D«SJMfl:ft«> 3. 452g£ *H 7t. {JR ^ 

; 35%) 

*H-NMR (400MHz. CDC1 3 ) ; 5 (ppm) 0. 88 (9H. t. J = 7. 2Hz) . I. 00-1. 05 (6H. m) . 1. 27-1. 
37 <6H, n) . 1. 48-1. 57 (6H. m) . 2. 10 (3H. s) . 4. 17 (2H. t. J = 4. 8Hz) ,6-91 (2H. d, J = 8. 8Hz) , 
7. 37 (2H, d, J = 8. 8Hz) . 

(301-4) 7- (l-X^JU b: ^ ^ ^ >-4--f ;U) -5- [4-(2-t: HP^yXh^y)7iZ 



7-(l-Xf Jl/f^7 v >-4-*f iH-5-yp^7D 12. 3-c) fcf U > (564mg) tWK 
4- V U ^ ^ ;W X ^ >- 7 x / * ->X f;H^ t)V (3. 45 2 g) ^ ^ 161-3£ 1*1 
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tt£4Z&9 LT^fc^fiSft** X $ J - JU ( 1 6ml ) \Z m » L , IN* & ft: h 'J O A tK 
JS» (6b1) ftftl^T70'CTl«rffla#U&. R ffi S o ft £ » JE » » & , §*&X^;U 
£*fc#EL. *r&®£7Kife* ft&iMgSO*), &£EiS$gLfc. SI S * (NH) •> 'J # y 

{4X*£ ; 90%) 
-> 3. ^ & « : 
14,6 ; 145-152t 

'H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) 1. 19 (3H. t. J = 7. 2Hz) . 2. 98 {2H. q, J=7. 2Hz) . 3. 
14-3. 22 (411. ra) . 3. 72 (2H. t. J = 5Hz) . 3. 96-4. 10 (4H. br-s) . 4. 02 (2H. t. J=5Hz) , 6. 98 
(1 H. d. J=2Hz> , 6. 99 (2H. d. J = 8. 8Hz) . 7. 57 <IH. s> , 7. 98 (2H. d. J = 8. 8Hz) % 8. 10 UH. d. 
J=2Hz) . 

FAB-Mass ; 368 (MH+) . 

mmm 3 o 2 7- n-x^ )v ^ >-4--r no -5- (4- 1 (R)-2-b h'o^v-i^f 

JUh»->l7x,JU7Dl2. 3-cl U v> >--i&8&<D£rfig 



^^^301-4 t mm \Z U T, 7- (1-x tf ^ ^ i/ >-4--f -5-^ d 7 o [2. 
3-c) tf U y > <373rag) £ BVK2- (4- h »J 7 5 : ^X^>z;l,7x ; ^*>)-(R)-2-/f 
JH^jUZfJl' <889mg)**S, » n 7 ^ V 7 X 4* © mm it & V) % & i& 348a 
gt»fc. (4X^ ; 67%) 




Et 
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^fi Si • 

'H-NMR (400MHz. DMSO-ds) ; a (ppm) 1. 21 <3H, d. J = 6. 4Hz). I. 28 (3H. t. J = 7. 2Hz) . 3. 
06-3. 18 (4H. m) . 3. 46 <IH, dd. J = l 1. 2Hz. 5Hz) . 3. 56 (2H. dd. J= 1 1. 2Hz. 5. 6Hz), 3. 56-3. 
62 (3H. o) . 4. 88-4. 90 (1H. o) . 4. 71 (2H. d. J=14. 4Hz>. 6. 99 (2H. d. J = 8. 8Hz). 7. 00 (1H. 
d. J=2Hz) . 7. 59 (1H, s) . 7. 96 (2H. d. J = 8. 8Hz) . 8. 12 UH. d. J=2Hz) . 1 1. 15 (1H. br-s) . 
FAB-Mass ; 382 (MH+) . 

mmms o 3 7- n-x^;u b'^ ^ v > -4— < jb) -5-14- f (S) -2- n k ->-i-x ^ 

JHh^yl7i-JH7D (2. 3-cl fcT 'J >*>--:feig&0^fiE 




I 

Et 



SUfe#J301-4£ I^&ICLT, 7-(]-x5 L ^tX7y>-H;i/)-5-^Dt7P [2. 
3-cl tT U ^ > (373rog) t »Bt 2- (4- b »J ^Xi? >-^7x / 4v)-(S)-2-^f 
JUfjU^rJI' (889mg)^ ^^feT^Jl^^r^^co^H^^^^fe^ 348m 
g£»&. mm ; 673!) 

Bsc 

'H-NMR (400MHz. DMSO-ds) ; 6 (ppn) 1. 2 1 (3H, d. J=6Hz) , I. 28 (3H. t. J = 7. 2Hz) . 3. 0 
5-3. 18 (4H. n) . 3. 46 (1H. dd. J = l L 2Hz, 4. 8Hz) . 3. 54 (III. dd, J = l 1. 2Hz. 5. 6Hz) . 3. 60 
(4H. t, J = 1 1. 2Hz) , 4. 4 3-4. 50 (III. ra) . 4. 71 (2H, d. J = 14. 4Hz) . 6. 99 (2H. d. J -8. 8Hz) . 7. 
00 (1H. d. J = 2. 4Hz) . 7. 50 (1H. s) . 7. 9 6 (2H. d. J =8. 8Hz) , 8. 1 3 (IH. d, J = 2. 4Hz) . 11. 20 
(IH. br-s). 

FAB-Mass ; 382 (MH+) . 



467 



WO 99/18077 



PCT/JP98/04465 



3g m m 3 0 4 ^ v? >- 4->T JU>-5- U-f (S) -2-K HD4->^D« 

Me 



I^SSfcl 30 1-4 i: m & lc IT, 7- ( 1 -x J~ )U t: ^ 7 >-4--f ;i/)-5-^n^7D [2. 
3-c] tf »J 5?> (373mg) tStK2-(4-h 'J iPX^ >->7 x ; - (Sl-l-^f 

g2:$l*L. <KJtm ; 67%) 



1 H-NMR (4 00MHz. DMSO-d.) ; 5 (ppm) 1.15 <3H. d. J = 6. 4Hz) .1.28 (3H. t, J = 7. 2Hz) . 3. 
05-3. 18 (4B. m) . 3. 57 (2H. J- 14. 4Hz) . 3. 5 9 <2H. d. J = 12. 4Hz) . 3. 79-3. 88 (2H. m) . 3. 
92-4. 00 (1H. m) . 4. 71 <2H. d. J = 14. 4Hz) , 6. 98 <2H. d. J = 8. 8Hz) . 6. 99 <1H. d. J = 2Hz) . 7. 
60 (1H. d. J = 2Hz) . 7. 60 (IH. s) . 7. 99 <2H. d. J =8. 8Hz) ,8. 12 (1H. d. J = 2Hz) . II. 65 (1H. b 
r-s). 

FAB-Mass ; 382 (MH+) . 

m m m 3 o 5 7-n-x^ju >-4--r n,\ -5- m- f (R) -2-h FD^y^p^ 

»yl7x*JM7Dl2. *-cA fci 'J V > ■ X & & i& CP ^ fi£ 





N. 



5£ £i 
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Me 




I 



301-4 i mm iz IT, 7-(l-x^;P v> >-4-*r ;u)-5--/che:7 n [2. 

3-c] tf U (373mg) £ fif & 2- (4- h 'J :/ ^ ;U * 5> > - ^ 7 a: V * -> ) - (R) - 1 5 1 

iPxf ^XXrJl' (920mg) ri> £ * ^HfeT^^^T^^CD^jgfb^^^^^ 7 3mg 
£&*io (iR^ ; I7X) 
& : 

1 H-NMR (400MHz. DMSO-ds) ; 6 (ppm) I. 15 (3H. d. J = 6. 4Hz) . 1. 28 (3H. t. J = 7. 2Hz) . 3. 
06-3. 18 (4H. m) . 3. 52-3. 6 2 <4H. a). 3. 79-3. 88 (2H. m) . 3. 9i-3. 99 (1H. m) . 4. 72 (2H, d. 
J = 14. 8Hz) . 6. 98 <2H. d. J = 8. 8Hz) . 6. 99 (1H. d, J=2Hz) . 7. 60 (1H. s) , 7. 97 (2H. d. J = 8. 8 
Hz) . 8. 12 (1H. d. J = 2Hz) . 11. 1 0 (1 H. b r-s) . 
FAB-Mass ; 382 (MH+) . 

mm m 3 0 6 7-M-X^;Ubf^^y >-4-< JV) -5- [4- (3-b H D * ->-3-;* ^ )V 1 
V *->) 7 x - ;M 7 P 12. 3-cl K 'J > -^tti&tt[g)^B£ 

(306-1) 7-(l-X^;i/h^7y> -5- f (4-X h * «> * <K =. )\, * h^>) 

7I-JU7D [2. 3-d bT 'J >? > 
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I 

Et 



3-c] tf U 5? > <4 65mg) £ 2- (4- h U ^ * # > — ;l/ 7 x y * > ) BlF & X ^ ;P X ^ 7" 
jl/^b. Mfe^^co^lgft 484mg£:*§fc. (JR^;80X) 

'H-NMR (400MHz. CDC10 ; 6 (ppm) I. 16 <3H. t. ) = 7. 2Hz) . 1. 31 <3H. t. J = 7. 2Hz) , 2. 5 
0 (2H. q. J = 7. 2Hz) . 2. 65 (4H. t ( J=5Hz) . 3. 99 <4H, t. J = 5Hz) . 4. 29 <2H. a. J=7. 2Hz) . 4. 6 
7 UH. s) . 6. 73 (1H. d, J = 2. 4Hz) . 6. 97 (2H, d. J = 8. 8Hz) . 7. 32 (IH. s) . 7. 6 I (1H. d, J = 2. 4 
Hz) . 7. 98 <2H, d. J = 8. 8Hz>. 

(306-2) 7- (l-X^;U ^ ^ -J > ;U) -5- f4- (3-b J^h^ 
■>) 7 x V P f2. 3-d bi U •mSil 




I 

Et 

H$&#! 260-3£f*)t$l- Lt. 7- ( 1 -X 9- bf ^ ^ >? > -4— f )V) -5- [ (4-X h * -> ;*> 
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)It£ - )\, * ^j/)7x-JH7D[2, 3-c] tT U > (484mg) <h 3M * ^ ;U v 5/ * ^ 
A^D7^ K/x-fi^ffi(2iDl)^e., £Sfc@#<D&^{fc£^&&:E 435ng£& 
fc. m& ; 75X) 
jfi BS tf£ - 

; 1 2 3- 1 25X; 

1 H-NMR (400MHz. DMSO-da) ; 5 (ppm) 1. 20 (6H. s) . I. 28 (3H. t, J = 7. 2Hz) . 3. 10-3. 1 8 
(4H. m) . 3. 56 (2H. t. J = 1 4. 4Hz) . 3. 60 (2H, d. J = 11. 2Hz) . 4. 71 (2H. d. J = 14. 4Hz). 6. 99 
(2H. d, J = 8. 8Hz),7. 00 (1H. d. J = 2Hz) .7. 60 (1H. s) . 7. 98<2H, d. J = 8. 8Hz). 8. 12 (1H. d. 
J = 2Hz) . 1 1. 05-11. 15 (1H, br-s). 
FAB-Mass ; 396 <MH + >. 

mifom 3 0 7 7- (l-X^ )\> \i ^ 7 i? >-4 — ( )V) -5- I b ^ > X - 2- 14- (2- h: H D 4- 
->X K^y)7xZjMXrZJW7D f2. 3-cl g'J ^>-->3.frBaJj[tP^fiE 



££04 189£ |S1 «K K b T. 7- (l-X^;U tf >-4 — T ;H-5-^Dt7D|2. 3- 

c] bT U V s > (372mg) t2-(4-t , -^7iy+*»X5'y-^ (246rag) a* 6 , f fi7 
j^rX^^^filfc^^^a^Ki 106ng«:»fc. (4X4*; 17%) 
St & : 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1.21 (311. t. J = 7. 2Hz) . 3. 03 (2H. a. J = 7. 2Hz) , 3. 
16-3. 26 (411. id) . 3. 71 (2H. t. J = 5Hz) . 3. 94-4. 14 (4H. m) . 3. 99 (2H. t. J=5Hz> . 6. 94 (2H. 
d. J = 8. 8Hz) . 6. 97 (111. d. J = 2liz). 7. 08 (1H. d. J = 16Hz) . 7. 1 5 ( 1 H, s) . 7. 46 ( 111. d. J = 1 6H 




Et 
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2) . 7. 5 3 <2H. d. J = 8. 8Hz>, 8. 08 (I H. d. J=2Hz). 
FAB-Mass ; 394 (MH+) . 

mteW 3 0 8 7-(l-X^JU g *<^ i?>-4--f JU)-5-lh ^ >X-2-l2-(2-b HP* 
>X K * ■>) 7 3i - JUl XrrX I 7 P f2. 3-cl e'Jy>-ya^K^(Q^^ 



*fi£flH89fcP3«fcLT* 7- U-X^JU fcf^ ^ >-4— f ;U) -5-^D ^ ^ □ [2. 3- 
c) t? U > (372mg) t2-(2-t'z;i,7xy ^y)X^y-;l/ (246mg> ^ t> , H 7 
;i/77^4itco^gi{b^^'>a^S^ 366mg£»fc. mm ; 67%) 

'H-NMR (400MHz. DMSO-de) ; a (ppm) 1. 2 1 (3H. t; J = 7. 2Hz) , 3. 02 (2H. q. J = 7. 2Hz) , 3. 
14-3. 26 (4H. m) % 3. 80 (2H. i. J=5Hz) . 4. 05 (211. t. J = 5Hz) . 6. 96 (JH. dd. J = 7. 8Hz. 7. 4Hz) . 
6. 9 8 (1H. d. J = 2. 4Hz) . 7. 03 (1H. d, J = 8. 2Hz) . 7. 16 (1H. s) , 7. 2 3 (IH. dd. J = 8. 2Hz. 7. 4H 
z) . 7. 24 ( IH. d, J = I5. 6Hz) . 7. 65 (1H. dd. J = 7. 8Hz. 2Hz) . 7. 88 (1H. d. i = 15. 6Hz) , 8. 09 
UH. d. J=2. 4Hz) . 
FAB-Mass ; 394 (MII + ). 

3 Q 9 1- (1-X^JW \f ^ =j y >-4--f -3- f4- (2-b K P 4- ->-2-* ^ ;u 

(309-1) IMl-Xf Jl/b'^7y>-^^ JH-3M(4-Xh^y^J^zJM H^y) 




Et 
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O. 



COOEt 



0 



m&W 161-3 <b m&\Z LT, l-d-X^iUf^^y >-4-*f -3-7/ Dt-fV^; 
ij > {4 80mg) i2-(4-h'jyf J^^>zjl/7iy + y)S^Kxf;i/X7f;U^ 4 
SJH*fc'&»£»*<Bifl*tt (47 3mg ( 73%) £ bT#&. 

1 H-NMR (400MHz. CDC ] 3 ) ; 6 (ppo) 1. I7(3H. t,J = 7. 2Hz). 1. 32 <3H. 1. J = 7. 2Hz) . 2. 5 
5 (2H. q. J = 7. 2Hz) . 2. 7 5 (4H. t. J =4. 4Hz) . 3. 5 8 (4H, t. J =4. 4Hz) , 4. 29 (2fi. a. J = 7. 2Hz) . 
4. 68 (2H. s) . 7. 01 <2H. d. J = 8. 8Hz) . 7. 43 (1H. ddd. J = 8Hz, 7Hz. 1. 2Hz) . 7. 56 UH. ddd. J 
= 8Hz, 7Hz, J. 2Hz) . 7. 6 1 (1H. s) . 7. 76 ( 1H. d. J=8Hz) . 8. 06 UH. d. J = 8Hz) . 8. 12 (2H. d. J 
= 8. 8Hz). 

(309-2) 1- (l-X M^"y is >-4--f )U) -3- 14- (2- b K □ ^ f Jl/ ^ □ ^ 




OH 
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MMW 260-3 <h \Z LT, |-(l-X?J^^7y >-4--f ;H -3- [ (4-x h * ist> 
)\,tf=.)U * h+v)7iriH<V*y U > <473mg) <h 3M> * ->^Ayo7 

-f K/x — {1. 8ral)^£, M « A <» «B4b ^ tt« K « I72ng€r»fc. 
(JR* ; 36X) 
i£g£ J£ : 

Bfe ; 1 29-134*0 

'H-NMR (400MHz. DMSO-d«) ; 6 (ppm) I. 21 (6H..s» , 1. 31 (3H. t. J = 7. 2Hz) . 3. 20 (1H. q, 
J = 7. 21Iz) . 3. 22 (IH. Q. J = 7. 2Hz) . 3. 31 (1H. t. J = 1 1 . 2Hz). 3. 34 (1H, t. J=ll. 2HzK 3. 60 
(2H. d. J=l. 2Hz>, 3. 77 (2H. s) • 3. 95 (2H. d. J = 1 3. 6Hz). 7. 05 (2H. d. J = 8. 8Hz). 7. 55 (IH. 
ddd, J = 8Hz, 7Hz. 1. 2Hz) . 7. 70 (111. ddd. J = 8Hz, 7Hz. I. 2Hz) . 7. 93 (IH. dd, J = 8Hz. L 2Hz) . 
7. 98 (IH. s) . 8. 07 (IH. dd. J=8Hz. 1. 2Hz) . 8. 1 3 (2H. d. J=8. 8Hz) .11.15 (IH. br-s) . 
FAB-Mass ; 406 (MH+) . 

g| M m 3 1 0 1- (l-X^;U fcf^ 5 is >-4-f jU> -3- (3-7 3i X Jb-3-h FD^y-l 



OH 




I 



^mm\ll t ic b l-7i-Jh2-ynh'>-|-t-Jl/ (85 8me) 1- (l-x f 
JHf ^ ^ >-4— f JH-3-yD*<V*y UXI. 386rog) & * &£©#cQ£ge<fc 
£tt 1. 222g£»fc. (©^ ; 77X) 
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•^fi £& 4fi • 

; 203-209X: 

mm& : 

'H-NMR (400MHz. CDC 1 ») ; 6 (ppm) 1.15 (311. t, J = 7. 2Hz) . 2, 54 {211. a. 7J=. 2Hz) . 2. 7 
2 (4H, t. J=4. 4Hz) .3.51 (411. t. J = 4. 4Hz) . 5. 76 (IH. s) . 7. 32-7. 53 (5H. a) . 7. 59 (1H. dd 
d. J = 8Hz. 7Hz. 1. 2Hz). 7. 65-7. 70 (3H. m) > 8. 04 (IH. dd. J = 8Hz. 1. 2Hz). 
ESI-Mass ; 372 (MH+) . 

gfiftfrl 3 1 1 1-U-X^JU 3 is >-4--f ;U)-8->C ^ JU-3- (4-* h* ~> 7 - 
(311-1) 2. 6-v>^JU-N-^^J^>X7 S K£fcteTfBcp^*ft^-*:feJ:Zj:-A- 




Me 

*J6M22 5-l£EI«fcLT* 2. ^ ^ J^ESS (10. I25g)d>£. £1 @ W oy 

&a<b£-4*i io.76ig^4ifc. mm ; 

1 H-NMR (400MHz. CDC 1 a) ; <5 (ppm) 2. 3 1 (6H. s) . 3. 02 <3H. d. J=4. 8Hz) . 5. 64 < IH. br- 
s) . 7. 01 (2H. d. J=8Hz) . 7. 15 (IH. t. J = 8Hz) . 

(31 1-2) 8-* ^JP-3- (4-* h»f> 7xz;H-fV»y 'J >-l- (2H) > 

OMe 



Me O 

1£ Mi #J \0 t.\s\ffi.\Z IT, 2, ^-N-^f ;^>X7i K (4. 986g) t7-V 
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x h «J )V (4. I28g) ^ b . ^6E^(7)ISBi<b:^^ 1 6 8tng £ ft • («t^;2X) 
1 H-NMR (400MHz. CDC1 3 ) ; 6 (ppm) 2. 96 (3H. s) . 3. 8 8 (3 H. s) . 6. 65 (1H. s) . 7. 01 (2H. 
d. J = 8. 8Hz) . 7. 18 OH. d. J = 7. 6Hz) . 7. 38 (III. d. J = 7. 6Hz) . 7. 47 (1H. t. J=7. 6Hz) . 7. 74 
(2H. d. J = 8. 8Hz) > 10. 41 (IH, br-s). 

(311-3) 1 - (I -X ^ > -4— f )\, 1 -8- y ^ ^ -3- (4- * h * is? * - 



5-^ ^;U-3- (4-^ h ^ > y x - ;U ) < V * -/ 'J >-l- (2H) > U68ng> HiS 
tf ^X--5^rt> SSISfl) 2l5mg^^^ a (JR* ; 78X) 

<^£^ . 

MA ; 248-253r 

1 H-NMR (400MHz, DMS0-d«) ; 6 (ppm) 1. 31 (3H. t. J = 7. 2Hz) . 2. 68 (3H. sh 3. 20(1H. q, 
J = 7. 2Hz) . 3. 22 (IH, q. J = 7. 2Hz) » 3. 31 ( 1H. t. J = 1 0. 5Hz) . 3. 34 (IH. t. J = I 0. 5Hz) . 3. 48 
(2H. I. J = 13. 6IIz). 3. 60 (2H. d. J = 1 0. 5Hz) . 3. 81 (3H. s) . 3. 93 (2H. d. JM3. 6Hz) . 7. 05 
<2H. d. J = 8. 8Hz) . 7. 44 (IH. dd. J = 8. 2Hz, 6. 8Hz) . 7. 54 (IH, d. J = 6. 8Hz) . 7. 93 (IH. d. J = 
8. 2Hz) . 7. 93 (IH. s) . 8. 18 (2H. d. J = 8. 8Hz) . 10. 95 ( 1 H. br-s) . 
ESI-Nass ; 362 (MH + ) . 

m m m 3 1 2 i-ti-xf j^^7-y >-4--r ;h -4-* 1- h-* h * * - 
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OMe 



mm m 252-3 1 mmiz l t. i-d-x^^t:^^ *j >-4-< ;u) -4-^ n d -3- (4-* 

h^->^oc V*/ : l) > (318mg) if o v -f K / X - 

(5. 3ml) , J£{b [1.3- tf X (y7x-JUX7>f y ) ^ n rt >} - y )V (I I) 
<70mg> £ h^x > (Unl) g^ffl^T, 80r "C 4 S H tit # S 

LT, mn&T ^J^y T XftV>Wi!tMit'£®&mm 36mg£f§*:. ; 10%) 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) t. 30 (3H. t. J = 7. 2Hz) , 2. 52 <3H, s) , 3. 18 (1H. q. 
J = 7. 2Hz), 3. 19 (111. Q, J = 7. 2Hzh 3. 29(111. t. J-10. 7IIz) , 3. 32 (IH. t. J = 10. 7Hz) . 3. 47 
-3. 56 (4H. m) . 3. 81 (3H. sK 3. 85 <2H. d. J = 1 3. 6Hi). 7. 04 (2H. d, J = 8. 8Hz) . 7. 56 (2H. d. 
J = 8. 8Hz), 7. 65 (IH. t, J-8. 4Hz) . 7. 83 UH. t. J = 8.4Hzh 8. 08 (1H. d. 8. 4Hz) . 10. 30(1H. 
br-s) . 

ESI-Mass ; 362 (MH+) . 

^ m M 3 1 3 1 — ff 1 — (2->7 J J^^JV) fcf * 3 V >-4--f Jl/1-3- (4-* h * 7 x ~ 
-fb £ <fo J5£ 
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,OMe 



CN 



H;66 #J 2 36-3 £ mmiz lt. i-tf ^ ^ s?^;u-3- (4-* h^->7xz;i/K y^y 
'J > (319mg) fc3-y a^T^o hT;T=: h »J ;MlOOnl) «5. j2tfei£#&£>&«Hb£'4£i:£ 
»aii^y-;M^S8fi) 346mg£#*t. ; 80*) 

■tii St 4fi ■ 

Iftjft ; I64-166-C 

'H-NMR (400MHz, DMSO-di) ; 6 (ppm) 3. 23 <2H. t. J = 7. 2Hz) , 3. 38-3. 54 (4H t n) , 3. 57 
(2H. t. J = 7. 2Hz) , 3. 60-3. 68 (2H. br-d) . 3. 81 (3H, s) . 3. 96-4. 04 (2H. br-d) . 7. 05 <2H. 
d. J = 8. 8Hz) . 7. 56 UH. ddd. J=8Hz. 7Hz, 1. 2Hz) . 7. 70 UH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 9 
3 (1H. d. J=8Hz> . 7. 98 (IB. s) . 8. 07 (iH. d. J-8Hz). 8. 13 (2H. d. J = 8. 8Hz) . 
ESI-Mass ; 373 (MH + ) . 

mmm 3 i a i-n-ta jua^-t tf ^ ^ ^>-4--f jh -3- u-* h * ~>:7 




,OMc 



478 



WO 99/18077 



PCT/JP98/04465 



3£J£#I 236-3 £ mm \Z IT, 1- t: ^ ^ is (4-* h 4 y 7 xz;H V ^ / 

U > (319mg) (t^D^Tt h7 = K <166nig) ^6, 3tfel£igrCDgl£B{b£4&:&&tg<x 
^/-^/<yyot;;n-7;M^ie6) 228mg£^fc. ; 50%) 

£i SE & : 

SLS ; 153-155*0 

'H-NMR (400MHz. DMSO-ds) ; 6 (ppm) 3. 46-3. 57 (4H. m) . 3. 5 8-3. 66 (2U. m) . 3. 8 M3H. 
s) , 3. 92-4. 02 (2H. br-d) . 4. 05 (211. s) , 1, 05 (2H, d ( J = 8. 8Hz) . 7. 55 (1H. ddd. J = 8Hz. 7H 
z. 1. 2H2) . 7. 70 UH. ddd. J=8Hz. 7Hz. 1. 2Hz) . 7. 73 (1H. s) . 7. 93 (IH. d. J=8Hz) . 7. 97 (1 
H, s) . 8. 06 (1H. d. J«8Hz>, 8. 07 (IH. s) . 8, 13 (2H. d. J = 8. 8Hz). 
ESI-Mass ; 377 (MH+) . 

mmm 3 1 s i- u-xt- jux - )v e ^ ^ y >-!--< ju> -3- ka-* y * -> 7 ^ x 



l-t*^^ ^x^-3- (4-* h^->7i-^Ky^y 'J > (I40mg) $rh7t Ho 
7 7 (2 ml) ic&a? h 'J x^JWT^ > (0. 12ml) <h x ^ x ;p * - d 

K (0. 08ml) £aoAT2l$PplJ£££l±*:. ZCDSJfcffc^ei^x^A t 2NtK^^^" 

>/fi^Klf^^ 6 PI&A L T . ^mit^m I39ing*»& (HX* ; 77« . 
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l H-NMR(400MHz. DMSO-de) ; 6 (ppm) 1. 28 (t. J=7. 2Hz. 3H) . 3. 18 (q. J=7. 2Hz. 2H) . 3. 
52 (br. 8H). 3. 83 (s. 3H) . 7. 07 (d. J = 8. 8Hz. 2H). 7. 57 (d, J = 8. 0Hz. J H> . 7. 72 (d. J = 8. OH 
z. IH) . 7. 94 <d. J = 8. 0Hz. Ill) . 7. 95 (s. 1H) . 8. 10 (d, J = 8. 0Hz. 1H) . 8. 14 (d. J=8. 8Hz. 2H) . 
MS (FAB) m/z 412 (M+H) f. 



1 H-NMR (400MHz. CDC] ,) ; 6 (ppm) 1. 44 (t. J = 7. 6Hz. 3H) . 3. 05 (q. J = 7. 6Hz. 2H) . 3. 6 
1 (br. 8H) . 3. 88 is, 3H) . 7. 01 (d. J = 8. 8Hz. 2H) . 7. 47 (ddd. J = 8. 4. 8. 0. 1. 2Hz. 1H) . 7. 60 
(ddd. J = 8. 4. 8. 0. 1. 2Hz, IH) . 7. 68 (s. 1H) . 7. 80 (d. J = 8. OHz. 1H) . 8. 0 I (d. J = 8. 4Hz. 1H) . 
8. 09 Id, J=8. 8Hz. 2H) . 

m m m 3 i 6 4- e ^ ^ v - jp-6-f4- (2-y * )i-2-\i Kp^->yp#^y)7xz 

;H^X / T3. 2-cl M 'J is > -J!£feig<P^5E 



6- (4-t K P^y7x~jHfxy [3. 2-c] fcT • J v > (87 2mg) <h , yp^i^SSxf 
(0. 3 2ml) *5 ct tX3. 0M^^;PV^^ v A 7 DS K/THF*gi0E (1. 7ml) A> €> tttt ft £ 
»*:. C n tCTHF (10ml) t SNiS^TK^fK (2ml) ^ jtlDX., 60*0 T 20# P«1 AO 8ft B £ -t* 

/J7A^D7h^77^- h^it>/ftS[X5 : ;^)T^SSL, M £ fill # CD £ «i 
tatf)iE®fl; 5 34mg£f#fc mm ; 66%) » C tl £ * £ IC £ *9 IS & L . ESgBfb^ft 




N 
H 
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6St 

»,6 ; 154-156X: 

'H-NMR (400MHz. DMS0-(U) ; 3 (ppm) 1. 23 (s. 6H) . 3. 34 <br, 4H) . 3. 73 (br. 4H) . 3. 78 
<s. 2H) . 7. 04 (d. J = 8. 8Hz. 2H) . 7. 62 (d. J = 5. 2Hz. 1H) . 7. 77 <d. J = 5. 2Hz. JH) . 8. 09 (d. J 

= 8. 8Hz. 2H) . 8. 18 (s. 1H) . 

MS (FAB) m/% 384 (M+H) +. 

'H-NMR (400MHz. CDC1.) ; 6 (ppm) 1. 37 (s. 6H) . 3. J2 (t. J=4. 8Hz. 4H) . 3. 6 1 (t. J=4. 
;8Hz t 4H). 3. 86 (s. 2H) . 7. 00 (d. J = 8. 8Hz. 2H) . 7. 32 (d v J = 5. 6Hz. 1H). 7. 39 (d. J = 5. 6Hz. 
!H) . 7. 73 is. 1H) . 8. 04 (d, J = 8. 8Hz. 2H) . 

3 1 7 7- (l-X r )V tf ^ i? >-4--f )l>)-b- [4- (3-b HD^yyD^^y) 

y ^ - ji] y a [2. 3-cl fcf u ^>-^^ggigcp^g£ 



Hi£#J 16 1-2 fcHttfc LT, 7-(l-i^;UhT^^> ; >-4-f JU)-5->^D^7P (2. 
3-c) t!'J-/> <373og) 1- (4- h U ^ * 9 > - )V 7 x / * h 7 t K D 

t: 7 * ~> y d a > (l. 404g) **s>. j»fi7*^77^tt^>«fflfk***it* 

353ng*#fc. (iR* ; 67%) 

l H-NMR(400MHz. DMSO-d.) ; <5 (ppm) 1. 28 <3H. t. J*7. 2Hz) , 1. 86 (2H. qui. J*6. 4Hz) . 
3. 06-3. 18 (4H. m) , 3. 50-3. 62 (611. m) . 4. 07 (2H. t. J =6. 4Hz) .4.72 (2H. d. J=I4. 4Hz> . 6. 
99 (2H. d, J = 8. 8Hz) , 7. 00 (Hi. d, J = 2Hz) , 7. 60 (IH, m) . 7. 97 <2H. d. J = 8. 8Hz) ,8. 12 (1H. 




N 
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d. J=2Hz>. 

FAB-Mass : 382 (MH+) . 

m m m 3 1 8 1- m-x^jp e ^ u y >-\-* jd -3- (4-* h^y7i-ji/)>f7^ 

(318-1) l-^>^-4-(l -X=Px;P) bf^'J v> 



X^;P- h U ^ac-JU/tvX^x^A^DV-f K (25g) £r^h^t H D77 > (100 
mlMcS&SU. *i$T, 60%7K & Ik ^- h »J ^ A (2. 68g) * 20 , ^ ft 2P3 Ifl # L. 
fc. £Pf * # 1-^ > >?;l/-4-tr ^ 'J h* > (1 1. 55g) $rUP>l T-^^i&iH 

# L fc. MteiM^^£Pg&x^;U<h7M;:#gBL* *T*iji£;*:tfe* $£**(MgS0«K fcfc 

SIT, »fi?*«<0«H<fc^* 6.08g£*#fc. ; $2%) 

1 H-NMR (400MHz. CDC 1 3 > ; <5 (ppra) I. 57 (3H. d. J = 6. 8Hz) .2.19 (2H, t. J = 5. 6Hz) . 2. 2 
6 (2H. t. J = 5. 6Hz) . 2. 40 (2H. t. J = 5. 6Hz) . 2. 41 (2H. t. J = 5. 6Hz) .3.51 (2H. s) .5. 18 (IH. 
q, J = 6. 8Hz) .7. 22-7. 36 <5H. n) . 
(318-2) 4-Xf Jt,e ^ tj 



i -^>^;u-4-(i -x^u>) g >?> (6. 084g) & * ? j -ju (60mi) izmm 




H 
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20%*&<bA^^^A/e*5&&MJ£ (617mg) £JiD AT, fcmKm$\T , — ASfi 
Tia#L£* *&<&£ifc5fc&, ^ES^l. ^<b/^U><hfiSfPS^7K^^ffiL. 

<MgS0<) , ^Effi^L. it!lSfi^^S«i{fc^^ !.042g€r^/i o (4X *P 

; 28%) 

'H-NMR (400MHz. CDC 1 >) ; 8 Ippm) 0. 89 <3H. t. J = 7. 2Hz) . 1. 18-1. 33 <5H. n) . 1. 75 (2 
H. d. J=12Hz) . 2. 66 (2H. t. J=l I. 6Hz) . 3. 19 (2H. d, J = llHz) . 5. 00 (1H. br-s) . 
(3 18-3) 1- H-x ;U bf ^ 'J >- -3- (4-* h * f> 7 ji — ;P ) -< V ^ J ij > 

* jil ^ 



]-57DD-3-{4-y h^->7i-JU-f 7^;'J> (405rag) i^-x^^tf'S 'J y > 
(168mg) £N. N- v ;* A 7 ^ K <5tn 1 ) K iS *¥ L , h 'Jlf Jl^73 > (251ml) £ 

<Mgso«K ^ /e © fis u , ~> v * y frtmx? w h ? ^ y * - 

87mg«r«fc. (iRsp ; 13*) 
SHjft ; 109-lUt: 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppn) 0. 92 (3H. t. J=7. 2Hz) , 1. 30- 1. 38 (2H. br-quin). 
1 . 40-1. 53 (3H. m). I. 80-1. 90 (2H. br-d) > 3. 02-3. 12 (211. br-t) . 3. 88-3. 98 (2H. br-d) . 
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483 



WO 99/18077 



PCT/JP98/04465 



7. 05 (2H. d. J = 8. 8Hz) . 7. 56 (1H. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 72 (IH. ddd. J = 8Hz. 7Hz. I. 
2HzK 7. 83 (1H. s) . 7. 90 OH. d. J=8Hz) , 8. 03 (IH. d. J=8Hz) . 8. 05 <2H. d, J = 8. 8Hz). 
ESI-Mass ; 347 (MH+). 

*m#i 3 1 9 l-IN-f2-<2— a y)X^;H -N-*^Jl/T5 J I -3- (4-* K 



&MW2tfs\m\z LT, -3- (4-* h^y7x"iH^f V * y U > (514mg) 

tNJJ'-h'J /fJl/X^ 1 U>i/7 a > (4. 8ml) rt> 6 , H-fe^^CO^Hifc-^^J^^ 
i(l^y-;V/^f vyat 4 ;i/X-fJl/35^S^^) 433mg£r*5*:o (JR^ ; 58S) 
Si 

; ] 60-1 62r 

l H-NMR (400MHz. DMSO-ds) ; 6 (ppm) 2. 7 9 (3H, s) > 2. 81 <3H. s) , 3. 13 (3H. s) . 3. 45 (I 
II. t. J = 6. 4Hz) . 3. 46 (IH. t. J = 6. 4Hz) .3.81 13H. s) . 3. 87 (2H. t. J = 6. 4Hz) , 7. 04(2H. d. 
J = 8. 8Hz) . 7. 52 (JH. ddd. J = 8Hz. 6. 8Hz. 1. 2Hz) . 7. Gl (IH. ddd. J=8Hz, 6. 8Hz. I. 2Hz) . 7. 
87 OH, s). 7. 89 (IH. d. J = 8Hz) , 8. 1 1 (2H. d. J =8. 8Hz) ,8. 18 (IH. d. J=8Hz) . 10. 08 (IH. b 
r-s). 

ESI-Mass ; 336 <MH+) . 

m m m 3 2 0 1- 'J ~ J\f) -3- (4-* h * > 1 x -JU -f V * / 'J > 




OMe 



Me 
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OMe 



nm&l 2t 13 4* \z L T. l-£ n n-3- (4-;* h * -> y * - )V) v =t / U > (468mg) 
371mg£#fc. ; 56X) 

; I 37-139T: 

'H-NMR(400MHi. DMSO-da) ; 6 <ppm> 3. 38 (4H. t. J = 4. 4Hz) . 3. 80 (3H. s) , 3. 87 (4H. t, 
J = 4. 4Hz) . 7. 04 (2H. d. J = 8. 8Hz) . 7. 51 (1H. ddd. 1 = 8. 4Hz. 7Hz. ] . 2Hz) . 7. 66 ( 1 H. ddd, J 
= 8Hz. 7Hz. I. 2Hz) . 7. 89 (1H. d. J = 8Hz) . 7. 90 (1H. s) . 8. 07 (IH. d. J-8. 4Hz) , 8. 13 (2H. d. 
J = 8. 8Hz) . 

ESI-Mass ; 321 (MH+) . 

3 2 1 l-(I-X*JU-2-fcTP U if- )l)*=f)\,T=i 7 -3- (4-* h*z,y = - 

y ^ y y > - ^ttftttp-ftffi 



^^^J2t[Hj^iCLT. 1-^ □ D - 3 - {4 - / h + ■> 7 i - ;H -f V * ; 'J > (486 
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mg) £ 2-7 5 J -X 3- )V tf d 'J 5* > (5. 2nl) 5 , 7 ^ ;l/ 7 7X^(0 

glif^^i^^ 85mg£»*:. (4X3^: II*) 

: 

'H-NMR (4 00MHz. DMSO-d*) ; 6 (ppm) 1.18 (3H, t, J = 6. 8Hz) » 1. 20- L 35 (IH. mK 1. 85 
-2. 00 (4H. mL 2. 15-2. 25 (IH. n>) . 3. 03-3. 15 (211. m) . 3. 35-3. 45 (IH. n) . 3. 50-3. 60 (IH. 
m) . 3. 85-3. 95 (IH. m) . 3. 95-4. 05 (IH. n) . 4. 15-4. 25 (IH. m) . 7. 05 (2H. d. J = 8. 8Hz) . 7. 
47 (IH. s) > 7. 50-7. 58 (IH. d) . 7. 66-7. 7 5 < IH. id) . 7. 82 ( IH. d. J =8. 4Hz) . 7. 98 (2H. d. J = 
8. 8Hz) . 8. 38-8. 54 (IH. m) . 
ESI-ilass ; 362 (MH+) . 

mmm 322 3- (4- ^ ^-p ^ - ju)-\-\2~ (2-e u ^ju) x * jh 7 ^ ; ^ v * 
y *j > cq 



H j&£ #1 1 0 - 1 <L [5j t£tc LT, l-# □ n -3- (4-;* h + '>7i-iH^f V + ; 'J > (1 1 
7nig) 43 J: 2- (2-7 ^ y X^JW e'J ->*>(0. 52ml) ^ ^> , tetZitSyKOmmik 107 
mg£»fc <JR$ ; 69*) . ^^C J; OISi t «S Si it & 4fc & © ft 

St 4^ 

ft* ; 1 38- 140r 

1 H-NMR (400MHz. DMSO-ds) ; <5 (ppm) 3. 30(1. J =7. 2Hz, 2H)» 3. 83 (s. 3H) . 4. 01 (br-t. 
2H) . 7. 4 0 Id. J* 8. Sllz. 2H) . 7. 37 (dd. J = 7. 6. 5. 6Hz. IH) . 7. 43 (s. Ill) , 7. 45 (I . J = 8. 0Hz. 
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1H) . 7. 49 (d. J -7. 6Hz. IH) . 7. 62 ( t. J s 8. OHz. IH) , 7. 76 (d. J = 8. OHz. !H). 7. 89 (t. J = 7. 
6H2. 1H) . 8. 10 (d. J = 8. 8Hz. 2H) . 8. 20 <d. J = 8. OHz. 1H) . 8. 54 (dd. J = 5. 6. 0. 8Hz. IH) . 
MS (FAB) m/z 356 (M+H) + 

'H-NMR (400MHz. CDC I,) ; 6 (ppm) 3. 27 <L J=6. 4Hz. 2H) . 3. 88 (s. 3H) . 4. 1 1-4. 16 
<m. 2H) . 6. 40 (br-t. 1H) . 6. 99 (d, J = 8. 8Hz. 2HK 7. 16 (ddd. J = 7. 6. 4. 8. 1. 2Hz. 1 H) . 1. 
23 (d. J =7. 6Hz. 1H> . 7. 32 (s. 1H) . 7. 38 <dt. J = 8. 0. 1. 2Hz. 1H) . 7. 54 (dt. J = 8. 0. 1 . 2Hz. 
IH) . 7. 61 (d I. J = 7. 6. 2. OHz. IH) . 7, 69 (d. J = 8. OHz. Ill) . 7. 75 <d, J = 8. OHz. 1H) . 8. 13 <d. 
. J = 8. 8Hz. 2H) . 8. 62 (dd. J = 4. 8. i. 2Hz. IH) . 

3 2 3 )-[2-<4-^6Jlfr U xyU X3 1 JH 7 ^ J -3- (4-* V * zs y jl ^ 



V * J 'J > 

,OMe 




- 2HC1 

l-£7 d □ -3- (4-^ h^y7xZ)H< y * J y > (405mg) t4-(2-7 i /xf iH 
U > (394ml) ^ N, N-y / f A 7 ^ H (5ml)»:^^b, «K# 'J * (4 

15rag)M^, 120t: T-fft&# L fc. S £ g £ £ 6t & x ^ £ tK # E L . W«l 

tL, X ^ y — )V / *f 7 ? d t'M — riM^ bS6B LT» ffH&tSAO&ISHb 
190mg£»>fc. (4X ^ ; 27X) 
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J5*,£ ; 135-136^ 

1 H-NMR (400MHz. DMS0-d«) ; 6 (ppm) 3. 28-3. 52 <2H. m) . 3. 48-3. 56 (2H. m) , 3. 81 (3H. 
s) . 3. 84-3. 94 (4H. n>) . 4. 06-4. 16 (4H. m) . 7. 05 (2H. d. J = 8. 8Hz) . 7. 47 UH. s) > 7. 50-7. 
58 (1H. m) . 7. 66-7. 78 (1H. m) , 7. 82 (1H. d. J = 8Hz). 7. 94-8. 06 (2H. m) . 8. 40-8. 58 (IH. n) . 
ESl-Mass ; 364 (MH+) . 

^ m W 3 2 4 1- (1— f ^ 'J JU) -3- (4-* h 4 f> 7 a: — ;!/) -f 74/ U > -iSiS 

OMe 




l-^PP-3-(4-^ h + '>7jc-^)-f 74 / U > (405mg) <h-f ^V-Jl^ (2 04mg> 
^N,N-y^;^J^75 K (5ml) \Z»m 60as*3Hfc:*- h U V A (60mg> £ fla X 

4wi S£t 

' H-NMR (400MHz. DMSO-d.) ; <5 (ppa) 3. 83 (3H, s) , 7. 10 (2H. d. J = 8. 8Hz) . 7. 90-7. 96 
(2H. n) , 8. 00 (JH. s) , 8. 17-8. 2 3 (3H. ra) . 8. 40 (IH. s) > 8. 69 (111. s) . 9. 80 (JH. s) . 
ESI-Mass ; 302 (MI1 + ) . 

ggfifcftl 3 2 5 1- (4- (g^ U V >-l--f )V) fcf ^ 'J y >-l--f ;Ul -3- (4-* ^->7 

xzjH-fv»/'j>-rtttttti<o^<a£ 
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OMe 



* 2hci 

o 

>. 2l2f£#J321 h mm \z IT, 1-^dd-3-H-jI h4-->7i-;H-f y*y y >(405 
mg) £4- (fcf ^ 'J 5> f ;H fcf ^ U ^ > (4 2 5mg) A^, H'fe^^CD^jggft'&^^K 

^(X^y— ;P/-f V :/o hTJUx- 5" JUrt* 278mg£#;t. mm ; 40S) 

^fi fife 4££ • 

J&,£ ; 223-228X: 

'H-NMR(400MHz. DMS0-d«) ; <5 (ppm) 1. 67-1. 75 (1H. m) % 1. 78-1. 86 (4H. in) . I. 97-2. 
09 (2H, d) . 2. 19-2. 26 (2H. m) . 2. 90-3. 08 (5H. m) . 3. 36-3. 50 (3H. m) . 3. 80 {3H. s) > 3. 96 
-4. 04 (2H. o) . 7. 04 (2H. d, J = 8. 8Hz) . 7. 5 3 (IH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 67 (1H. ddd. 
J=8Hz. 7Hz. 1. 2Hzh 7. 89 UH. s) . 7. 90 UH, d, J = 8Hz) . 8. 01 OH, d. J=8Hz) , 8. 12 (2H. d. 
J = 8. 8Hz). 

ESI-Mass ; 402 (MH+) . 

&mm 3 2 6 1- tl. 4. 5. 6-5" h 7 U b K D e 'J $ y >-l--f JU) -3- (4-j* h^>>7 

OMe 
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&mwu4tffim\z lt * \-& a □ -3- (4-* h * -> y x *r v * y y > uos 

nig) ^ 1. 4, 5. 6--7 1 h 7 t F D tf 'J ^ > (370mg) 6, *S £ T ^ )l> 7 7 co&gf 



'H-NMR (400MHz. DMS0-d«) ; <5 (ppm) 2. 24 (2H. qui. J = 5. 6HzK 3. 58 <2H. t. J = 5. 6Hz) . 
4. 15(2H. t. J = 5. 6Hz). 7. 09 (2H. d. J = 8. 8Hz) , 7. 74 ( IH. ddd. J = 8Hz. 7Hz. 1. 2Hz) > 7. 88 
<IH. ddd, J = 8Hz. 7Hz. i. 2Hz) . 8. 1 1 ( 1H. d. J = 8Hz>. 8. 13 (IH, d. J=8Hz) J. 16 (2H. d. J = 8. 
8Hz) . 8. 50 (IH, s). 8. 91 UH. d. J = 6Hz) . 1 1. 02 (1H. br-s) . 
ESI-Mass ; 318 (MH+) . 

m m m 3 2 7 i-(i-x^;u*^ e ^ 5 >-4-r ;n -3- (4-> h^y7xz;M-f 

(327- 1) 1- $ )V-fr ^ hT ^ ^ V >-4-f ;U) -3- (4-^ h ^ 7 x ~ ) V 4^ 



l£ 0*J 2 £ IrI IT, |-^dd-3-(4-> h*y7i = ;H-f V + ; 'J X3.506 
g) i: 1-*;U a ^ ^ > (5g) ^ 6, &&m#V>&m<t'£%0 3. 173g£«&. 

(4X*P ; 68%) 

'H-NMR (400MHz. CDCU) ; 6 (ppm) 2. 06-2. 16 (2H. m) , 3. 59 (IH. t. J=6Hz). 3. 6 7-3. 9 
8 (5H. m) . 3. 85 <3H. s) , 3. 83-3. 91 (211. m) . 6. 99 (IH. d. J = 8. 8Hz) . 7. 00 (1H. d. J =8. 8Hz>, 
7. 41 (0. 5H. ddd, J=8Hz. 7Hz. 1. 2Hz) , 7. 42 (0. 5H. ddd. J = 8Hz. 7Hz, I. 211z) , 7. 55 (0. 511. 




OMe 



N CHO 



490 



WO 99/ J 8077 



PCT/JP98/04465 



ddd. J = 8Hz. 7Hz, 1. 2Hz) .7.56 (0. 5H. ddd. J = 8IIz. 7Hz. 1. 2Hz) . 7. 58 (IH. s). 7. 74 (1H. d. 
J = 8Hz) . 7. 99 (0. 5H. d. J = 8Hz) . 8. 00 (0. 5H. d. J=8Hz) . 8. 05 (IH, d. J = fl. 8Hz) . 8. 06 (IH. 
d, J*8. 8Hz) .8.14 (0. 5H. s) . 8. 18 (0. 5H, s) . 

(3 27-2) 1- (1 -*^ hf 1 "7 y — JU)-3-<4-* h * > 7 x " )V ) y * / 'J > 



*Jfi^J 236i.|g« UT. 1- (1-* Jl^ ;U * ^£ tf ^ ^ >? >-4— Y )V) -3- (4-pt h ^ 
<J&|£ ; 84%) 

1 H-NMR (400MHz. CDC ] a) ; 6 (ppo) 2. 01-2. 08 (2H. m) . 3. 09 {2H. t. J = 5. 8Hz) . 3. 20-3. 
23 (2H. m) . 3. 85-3. 90 <7H. m) , 7. 00 (2H. d. J = 8. 8Hz) . 7. 39 (IH. ddd. J=8Hz. 7Hz. 1. 2HzK 
7. 53 (IH. s) . 7. 55 (IH. ddd. J = 8Hz. 7Hz. 1. 2Hz) . 7. 74 tlH. d, J = 8Hz) , 8. 10 (2H. d. J = 8. 8 
Hz). 

(327-3) 1-(I-X^;Ut^^& tf z> > ;U)-3-(4-;* h =E > 7 j: ~ ;P ) < y y 

»J > 




OMe 



H 
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J 'J > (35 5ng) t\-7a*JL9> (87m 1) 3tfe*Sli(7);i£Sft<&4&ig££ 
(x^;-Jl,/>f yynt:^x-f;M^M^S) 228mg£»/t. (4X2$* ; 82X) 
^£ 6& • 

AjS ; 1 24- 1 2 snc 

'H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) 1. 28 (3H. t. J = 7. 2Hz) . 2. 15-2. 25 (IH. n) . 2. 30 
-2. 45 UH. m) . 3. 15-3. 28 (3H. m) , 3. 50-3. 60 (2H. mh 3. 68-3. 78 (2H. n> . 3. 80 (3H. s) . 3. 
90-4. 08 (2H. in) . 4. 10-4. 18 (IH. m) . 7. 03 (2H. d, J = 8. 8Hz) , 7. 48 (1H. ddd. J = S. 4Hz. 7Hz, 
I. 2Hz) . 7. 65 (IH. ddd. J = 8. 4Hz, 7Hz. 1. 2Hz> . 7. 80 (IH, s) . 7. 87 (IH. d. J = 8. 4Hz) . 8. 04 
( IH. d. J = 8. 4Hz) . 8. 1 0 ( IH. d. J = 8- 8Hz) . 10. 62 (IH. br-s) . 
ESI-Mass ; 362 (MH+) . 

m m m 3 2 8 3- u-* h * 7 * =. ju) -1- u-x^ ju tf^ ^ ^ >-i--r ju) * ^ jv 



3- (4-* S4*>7i-;H-I-^ op< V + y U >(3.25g)^r h7 t K a 7 7 > 
(30ml) K 3. OM* ^ ;U ^ {? * > ^ A 7 o ~? -f K y i^j|/X-f JUS^ (1 2m 

I) £NiCI , (dppp) <50ng> StOIC iCTJmiL fc. m ft lc T *S & K & 2 *t* *: & > 

MEE&fcSLT, ft&#<03-<4-;* h *~>7 x.-)l)-\-*^A 
*f V J U > 3. 3g£ «fc ; l 00 X) . 
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C <omVtm (3. 3g) \z % TfcJ^T, ^PD^;^(30nil)i:oi^DDig,|fi (MCP 
BA. 4.4g)£*)DA, £ U Tim IS\ & ^ 3f it Tz„ Z. <D S J& tH \Z 2N/K ft <fc h U 9 A Tfc 

»x^^«)T«»u, 3S£ffc*fcoo3- (4-* h*~> 7 x - ^;u-r y »j 

>N-**->K 2.42g£^fc- (42 * ; 763) 

' cDffctf;^ (2. 4g) \z p a a (I Oml) tp- h JUx >x;u* - d ^ < H u. 

*SS!l/T. $-14-* b *is7 * =-)b)-l- & n u X )U4 y * S V > 783mg£?# fc. 
(JR^ ; 30 X) 

^S£#J 1 £ H ^ tz L T, 3- (4- ^ h *> 7 jl -1-^ OD/f;Kv4;'J> 

<783ng) txfjl ? ^ > (0. 57ml) , £SJgfl:^4& 995mg*»&. ^ ; 9 9 
S) 

zs =l St ^ : 
Sfc* ; 2 1 9-22 ir; 

1 H-NMR (400MHz, DMSO-ds) ; <5 (ppm) 1. 18 (t. J = 7. 2Hz. 3H) . 2. 87 (br. 4H) . 3. 04 (q. J 
= 7. 2Hz. 2H) . 3. 14 (br. 4H) . 3. 84 (s. 3H) . 4. 26 (s. 2H) . 7. 09 (d. J = 8. 8Hz, 2H) . 7. 62 (dt. 
J = 8. 4. I. 2Hz. 1H) . 7. 76 (dt. J = 8. 4. 1. 2Hz. 1 H) . 8. 0 1 <d, J = 8. 4Hz, ill) . 8. 19 (d, J = 8. 8H 
z. 2H) % 8. 28 (s. Ill) . 8. 43 (d. J = 8. 4 II z . 1H) . 
MS (FAB) m/z 362 (M+H) +. 
: 

' H-NMR (4O0MHz. CDC 1 3 ) ; 6 (ppm) I. 08 <t. J=7. 2 Hz, 3HK 2. 42 (q. J = 7. 2 Hz. 2H) * 2. 5 
0 (br. 4H) , 2. 72 (br. 4H) . 3. 88 (s. 3H) . 4. 20 (s. 2H) . 7. 03 (d, J = 8. 8Hz. 2 H) » 7. 5 2 ( I . J = 8. 
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4Hz. IH) . 7. 63 (1. J = 8. 4Hz. 1H) . 7. 82 (d. J = 8. 4Hz. 1H) . 7. 90 (s, 1H) . 8. U (d. J = 8. 8Hz. 
2H). 8. 45 (d. J = 8. 4Hz. JH). 

3 2 9 l-(4-X^Jb fcf^^>-l --f JU)-3-f 3-(2-fc: h"n^->Xh^f>)^ 



^tKffif 10- i*3 cfc 10-20) fctae t>, JK>X7S F (5. 97g) 

£ 3-^ h^y^yy-h'J^ (5. 33g) 5, 1- (4-X^;i/ hf ^ ^ > - 1 -*f JU) -3- 
U-U-^T-JU^^^^xU ;i/^"^->)X H^y]7xZJK U > (0. 59g) 

jibn^lM4-Xfjl/t'^7y>-l-<JM-3-[2-(t-yf Jl/y^^Jl. > )V * * 

is) x h * >>) -7 x x;u-r y^y u> (0. 58g) £^ h^t h'D77> (5mi) 

(I.4ZbK)£20*.. 7. SttHfcttLfc. « £ & JEE 2s 3£ & £ * & x ^ JH: & * 
£ tl^Tfcft <4B) , ftfOfttt*T?ifej*a. ^ * -> £ A l:T«l^ £ 

>*y-;U3S)T»»LT, »S5-fe«a«0«Hfb-&«J©a«l# (0. 32g) 

^&&3tc#C9&S{fc£4& (0. 34g) £ 



'11-NMR (400MH2. DMSO-d*) ; 6 (ppm) 1. 18 (t. J = 7. 2Hz. 3H) , 2. 56 (q. J = 7. 2Hz. 2H) . 2. 




Sic 
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77 (br-t. 4H) . 3. 59 (br-t. 4H) , 4. 02 (t. J = 4. 5Hz, 2H) , 4. 20 (t. J = 4. 5Hz, 2H) . 6. 94 <dd. 
J = 2. 6. 8. 2Hz. 1H). 7. 38 (L J = 8. OHz. 1H) , 7. 47 (br-t. 1H) . 7. 59 (br-l. 1H) . 7. 70 (s. 1H) 
7. 75 (br-d. IH) . 7. 7 9 <d. J = 8. OHz. IH), 7. 82 (br-t. 1H) > 8. 08 (d. J = 8. 4Hz. 1H) . 
MS (FAB) n/z 378 (M+H) +. 

35 fifi 00 3 3 0 l-M-X^JUbT^^ y f JU) -3- (4-X S^y7xZ^)< 



Hl^j 7 CO ^fe ft l-(4-xf;Hf^7^>-!-^f;H-3-(4-fc K D ^ 7 a 

7fC3$Hfc± h U O A (0. 04g) £ n-'N^+r- >T«fe^L t N. N-v^ ^;^JPA7 5 K 
(2ml) \zm& 2 it. b tz. C C (C ±15 1- (4-X ^ t* ^ ^ ^ > - 1 — f )V ) 

-3- (4-fc H •>7i-JH'f V ^ y U > (0. 2 5g) £ JD x. . M S T 35 # frl Jft # b . 

3 CMfcX^JW (90ml) £JJ0>LT, Sil?l^T, 5CC T 1. 5^K«# L 

«Bft^«Oifitt#(0. 22g) £ i# Jt . 



'H-NMR (400MHz. CDC I *) : a (pptn) 1. 17 (t. J=7. 2Hz. 3H) . I. 44 (t. J =7. OHz. 3H) . 2. 5 
4 (q. J=7. 2Hz. 2H) . 2. 74 (br-t. 411). 3. 58 (br-l. 4H) . 4. 08 (q. J = 7. OHz. 2H) , 6. 98 (d. J = 




O. 



■ % 
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8. 8Hz. 2H) % 7. 4 1 (br-t, IH) , 7. 54 (br-t. Ill) . 7. 60 (s. IH) . 7. 74 (d. J = 8. OHz. 1H) . 8. 05 
(d. J = 8. 4Hz. IH) , 8. 1 1 (d. J = 8. 8Hz. 2H) . 

St 4£l 

Ht£ ; 197-198*C (#8?) 

'H-NMR (400MHz. DMSO-d*) ; 5 (ppm) J. 33 (t. J = 7. 2Hz. 3H) . 1. 37 (t. J = 6. 8Hz. 3H) . 3. 
20-3. 27 (m. 2H) . 3. 31-3. 39 (m. 2H) .3.51 (br-t. 2H) . 3. 62 (br-d. 2H) . 3. 98 (br-d. 2H) . 
4. 10 (q, J = 6. 8Hz. 2H), 7. 05 (d. J = 9. 2Hz. 2H) . 7. 57 (br-t. IH) . 7. 72 (br-t. IH) . 7. 95 (d. 
J = 8. OHz. IH) , 7. 99 (s. 1HL 8. 10 (d. J =8. 4Hz. IH) . 8. 14 (d. J = 9. 2Hz, 2H) , 10. 8C (br-s. 
IH) . 

MS (FAB) m/z 362 (M+H)+. 

g m m 3 3 1 l-(4-x^^bf^^ 5?>-l-*f JH-3 -I4-<3-b K D^v^ PtIv^ •>) 



7 cd % m \z ft i-(Mf ^e^7v>-i-f jn-3-(4-t h*o^f>^ji 

fls*- h U O A (0. 08g) £ n-^v > t , N. N- v * ^ )V * 7 * K 

(4ml) 5 * # T & # L Xl . d C tc ± E ! - (4-x 7 >V fcf ^ 3 i? > - l-< ) 

-3- (4- t Fn^y7ii;PH74 : / , J> (0. 49g) $:JD A, ^ SB T 2 5# Pp^ 85; # L . 
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n& 3-'(fh7ti«Dii7z^t*y)^De;^DiH(o. sog) £ an x, 

±BE#$g# (0. 65g) I* * * y —)V (5ml) £2N&g? (5m 1) £ tt) A T tg M L , ^l^TI. 
5e*R3&SU*:. &4K&*3£L. B i& K 5N* & it 1~ h U A tK « ffi £ AD X. . &f 6£ x 

JS^c'l**:. 39 £ ~> U ft? )Vts z> Ktf YV? -? 4 - (£7 n D * JUA / * * y — 
T«» L'T. «»ei4*©aH^fc'&tt€!>5»«l# (0. 43g) 

: 

1 H-NMR (4 00MHz. CDC] 3) ; 6 (ppm) 1. 1 8 ( t, J = 7. 4Hz. 311) , 2. 08 Cau in tet. J=6. OH2. 2 
H> . 2. 56 ( q, J = 7. 4H2. 2H) . 2. 76 (br-t. 4H) . 3. 58 (br-t. 4H) . 3. 90 (t, J = 6. OHz. 2H) . 4. 2 
0 (t. J = 6. OHz. 2H) . 7. 00 (d. J = 8. 8Hz. 2H) . 7. 43 (br-t, JH) . 7. 56 (br-t. IH) . 7. 61 (s, )H> . 
7. 76 (d. J=7. 611z. 1H) > 8. 06 <d, J = 8. 4Hz. 1H) . 8. 12 (d. J = 8. 8H2. 2H) . 

6£ 

fit « ; I 12-113*0 

*H-NMR (400MHz. DMSO-de) ; 5 (ppm) 1. 32U. J=7. 4Hz. 311). 1. 90 (quintet. J = 6. 2Hz. 
2H) . 3. 22-3. 28 <m. 211) , 3. 34-3. 48 (n. 4H) , 3. 59 (t. J = 6. 2Hz. 2H) . 3. 64 (br-d. 2H) . 4. 0 
0 (br-d. 2H) , 4. 1 1 (I. J = 6. 2Hz. 2H) . 7. 06 (d, J = 8. 8Hz. 2H) . 7. 5 7 <b r- 1 . 1H) . 7. 7 2 (br-t. 
IH) . 7. 95 (d. J = 8. 4Hz. 1HK 8. 00 (s. IH) . 8. 10 (d. J = 8. OHz. 1H) , 8. 14 (d. J=8. 8Hz. 2H) , 
10. 37 (br-s. IH). 
MS (FAB) m/z 392 (M + H) +. 

m m gtj 3 3 2 1- (4-x^ju e ^ ^ v >-i-< )V) -3- (3. 4-x = 5- u > v^-* -> -7 3: x 
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J 

mmm 10-]<D;*i£(;:££l>, N-/f^-2-/?JK>X7^ K (5. 9 7g) £3. 4-X5^ 
U > 5/^"^ > V - h 1 J ^ (6. 41b).-£ JEJS 3 it T\ 3- (3. U > * 4- *> 7 

V * / D >-l-?r > (3. 5 8g) £fi/i. 
£ n *i 3- (3. 4-X =f- U > is * * is 7 3- ~ )V) -X V * J U > - J-;** > (I. 94g) £ H 
«« IO-20>3!rttK«£l^ t^x«ftU> (20ml) t S & 2 it T , I - ^ D o -3- (3. 4- 

^ ^ > (6d1) £ IO0 t CT-itfc£fc $ it fc. ££»£»fiEKtt Sfet:KStxfjl/ 

g) ^ ^ ^ • 

: 

'H-NMR (4 00 MHz, CDC1 a) : 6 (ppra) I. I7(t. 3-7. 2Hz. 3H) . 2. 55 (q. J = 7. 2Hz, 2H) , 2. 7 

5 (br-t, 411) . 3. 57 <br-t. 411) . 4. 32 Is. 411) . 6. 95 (d. J = 8. 4Hz. IH) , 7. 43 (br-t. Ill) . 7. 5 

6 (br-t. IH) . 7. 59 (s. IH) > 7. 66 (dd. J = 0. 8, 8. 4Hz. 1H) , 7. 74-7. 77 (m. IH) . 8. 05 (d. J = 8. 
0Hz. IH). 

fi»*ttC!)«H ft 
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mmm : 

MfiL ; 14 1- 143*C 

'H-NMR<400MHz. DMSO-d*) ; 6 (ppm) 1. 33 U. J = 7. 2Hz. . 3H) . 3. 20-3. 26 (o. 2H) , 3. 3 
0-3. 37 (m. 2H) ,3.51 (br-t. 2H) , 3. 62 (br-d. 2H) % 3. 97 (br-d. 2H) , 4. 30 (s. 4H) . 6. 98 (d. 
J-8. 4Hz. II!) . 7. 58 (br-t. Ill) . 7. 68-7. 74 (o. 3H) > 7. 95 (d, J = 8. 0Hz. IK) , 7. 99 (s. 1H) . 
8. 09 (d, J = 8. 4Hz. 1H), M. 01 <s. 1H). 
MS (FAB) m/z 376 (M+H) +. 

3 3 3 l-(4-X5MU ^ -7 — < JU)-3-F4-(3-* K 4^ y :/ P If )\, ) ^ ^ 



HJg^J ^;U-2-* >X7 5 K (3. 75g) t 4- (3-* N 

* is 7 a h U (4. 40g) &8.foi£i±T. 3-l4-(3-j* Y^iszfu h'7U) 

7izjH^f V*y 'J >-l-*X).98g)*Sfc. 

f# & nfc3-[4-<3-* ^y^o t!JH7xz;H^ V^ / U >-!-*- > (1. 85 g) & 
^$&#!10-2cD;£fcKS£ t>. <fc U > <20ml) ££cfS$i*T. 1-^ dp-3-14- 

(3-/ h*yyDhfjH7i-JH'f v*; y>«»fc. :n^f ©jj, n-x^a 
t: ^ y z?> (6mn t ioot:t-*rjs<£ &tz. £ a> % $ &be « « l . f&m\zm&ji 




* 2HC1 



OMe 




N 
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(0. 63g) 

mm& : 

1 H-NHR (400HHz. CDC1,) ; 6 (ppm) I. 15 <t. J=7. 2Hz. 3H> . 1. 88-1. 95 <n. 2H) . 2. 52 (q. 
J = 7. 2Hz. 2H) . 2. 71-2. 74 (a. 6H) , 3. 33 Is, 3H) . 3. 39 U. J=6. 4Hz. 2H) . 3. 56 (br-t, 4H) . 
7. 27 (d. J = 8. OHz, 2H) , 7. 41 (br-t. 1H) . 7. 53 (br-t. 1H) . 7. 64 (s. 1H) , 7. 73 (d, J = 8. OHz. 
1H) . 8. 04 (d. J = 8. OHz. 1H)» 8. 08 (d. J = 8. OHz. 2H). 

<flfcj£ ; 1 93 -192TC iftM) 

1 H-NMR (400MHz. DMSO-d*) ; 5 (ppm) 1. 06 (1. J = 7. 2Hz. 3HK I. 33 (t. J = 7. 4Hz. 3H) . 1. 
81-1. 88 <m. 2H) . 2. 68 (br-t. 2H) . 3. 19-3. 25 (n. 2H) . 3. 25 (s. 3H) . 3. 30-3. 38 (m. 2H) . 3. 
35 (t. J = 6. 4Hz. 2HK 3. 54 (br-t. 211), 3. 62 (br-d. 2H) . 3. 99 (br-d. 2H) . 7. 34 (d. J = 8. 4H 
z. 2H) . 7. 60 (br-t. 1H) . 7. 74 (br-t. IH) . 7. 98 (d. J = 8. OHz. 1H) , 8. 06 (s. 1H) , 8. 1 1-8. 1 
3 (0. 3H) . 11. 09 (br-s. 1H). 
MS (FAB) m/z 390 (M+H) +. 

3 3 4 \-<4-JL?-)l fcf ^ ^ is f Ji/) -3- f4- in-~7*jU) 7 x. ~ )V W V 



fkfem 10-1 (O JjmiZft ^-;i/-2-^ ^ ji^-n > x T * K (4. 2 8g) £ 4- 
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)V) ^ h 'J ;u (4. 57g) Sr^JfcSl* T, 3- [4- 7 ^ n ] *f y * y y 

>-l-*> (2. 51g) ^^/c. 

» £> *lfc3-[4-(n-^^JU) 7x-JH^f V * V U >-l-* > (2. 44g) £3IJg0*J 10-2 
<Z> # C ffi * * ->*ffc 'J > <20ml) £ S*S& ii-T, i-^ D d-3- [4- (n-^^;U) 

*y-;u?S)-cra©UT, «*ft«*(z>«Hfl:^«(7)j|l«#(i. 78b) 
2£gi# : 

1 H-NMR (400MHz. CDC1 3 ) ; 6 (ppm) 0, 95 (t. J = 7. 2Hz. 3H) , 1. I 8 < t. J = 7. 2Hz. 3H>. 1. 3 
5-1. 44 (n. 2H) , J. 61-1. 68 On. 211) > 2. 55 (a, J = 7. 2Hz. 2H) . 2. 67 (t. J = 7. 8Hz. 2H) . 2. 76 

(br-t. 4H> . 3. 59 (br-t. 4H) , 7. 28 (d. J = 8. 4Hz. 2H) , 7. 44 (br-t. 1H) , 7. 57 (br-t, 1H) . 7. 
67 (s. 1H) , 7. 78 (d. J = 8. 0Hz. 1H) . 8. 06-8. 09 <m. 3H) . 

Sit ^£ 

1B£ ; 190-1 92TC <#S¥) 

'H-NMR (400MHz. DMSO-d*) : <5 (ppm) 0. 92 (t. J=7. 4Hz. 3H) , 1. 29-1. 39 <n. 5H) , 1 . 56 
-1.64 (m. 2H) . 2. 64 <t. J = 7. 6Hz. 2H) , 3. 19-3. 26 (m. 2H) , 3. 30-3. 39 (ra. 2H> . 3. 54-3. 63 
(n. 4H) > 3. 98 (br-d. 2H) , 7. 33 (d, J = 8. 4Hz, 2H) . 7. 60 (br-t. IH) . 7. 74 (br-t. 1H>. 7. 98 
(d. J = 8. 0Hz. IH) . 8. 05 (s. IH) . 8. 1 1 (d, J = 8. 4Hz. 2H) . 1 I. 33 (br-s, 1H). 
MS (FAB) m/z 374 (M+H) f. 

mmm 3 3 5 1- (4-x^;u tf 1 3 v >-\--< -3- u-* h ^ -> e 'J ^ >-2-f ju> 
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mmm\o~\(D^m\z^^. N-/fjh2-^;^>X7U'(4. 96g) t 2-->t j 

-4-* ^ v t; 'J y > (4. 46g) £ & $ it X . 3- <4-y. h * > tf U 5> >-2— f ;U) -f V 
^/'J > -i-* > (2. 51g) 

f# b 4l /c 3- (4-* h is tT U ^ >-2--f JH-fV^; 'J >-!-=*■ > (0. 85g) $31*6 09 
10-2<Z>:£ i£ K«E >-^{b U > (10ml) t ^ -arT, I-^ □ n-3- (4-> h * 

i> tr u *J >-%-<< ^) *f v * y u > £ fc- e: ^ o £ N-x^;utr^^>?> 

(2. 5ml) <h 100t:T-*KlS$1i-fc. K ^ » £ « EE • HI L . ^ \Z # & X ^ JU <h ffi 
» * S » A . g*&X^;Vfg£** £&fa£:&7KTifc*§>b* WK^y^i^ATtt 

*)\,2*/*?s-jv%)'ctnmi'X. &m&m*K<D&mit<£y)iDmm & (o. 4o g ) * 

1 H-NMR (4 00MHz. CDC1 *) ; d (ppta) I. I 8 ( I. J = 7. 2Hi t 3H) , 2. 56 (q. J = 7. 2Hz. 2H) . 2. 7 
7 (br-t. 4H) , 3. 5 8 (br-t. 4H) . 3. 95 (s, 3H) , 6. 80 (dd. J = 2. 6, 5. 6Hz. 1 H) , 7. 50 (b r- 1, 1H) , 
7. 60 (br-t. 1H) . 7. 88 (d. J = 8. 0Hz. IH> . 8. I 1 (d. J = 8. 4Hz. 1H) . 8. 12 (d. J = 2. 6Hz. 1H> > 8. 
40 (s. IH) . 8. 51 (d. J = 5. 6Hz. 1H) . 

»sn&i»tt(*^«tt(ci:»5*iittttL. x$> y -;u/ipe** ssisblt, » 

6fi ^ni 
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Kj& ; I 72- 1 73*C 

'H-NMR (400MHz. DMS0-d«) ; 6 (ppm) I. 34 U. J = 7. 2Hz. 3H) . 3. 20-3. 26 (m. 2H) > 3. 32 
-3. 40 2H) . 3. 59-3. 68 (m. 4H) . 4. 18 (s. 3H) . 4. 22 (br-d. 2H) . 7. 50 (br-d. IH) > 7. 80 

(br-l. IB) , 7. 90 (br-t. IH), 8. 09 (d. J = 7. 6Hz. IH) . 8. 22 (d. J = 8. 4Hz. IH) . 8. 26 (d. J = 2. 
OHz. IH) > 8. 73 (s. IH) . 8. 77 (d. J = 6. 8Hz. IH) , 11. 36 <br-s, IH) . 
MS (FAB) m/% 349 <M+H)+. 

3 3 6 l-(4-X^;b bT^f7 zs )V) -3-f4 -(L 3-S?*-*V ^ > -2^ )V 



nm&n<D^m\z&^* i- u-x^ j\, tr *< ^ >-i— r jd -3- u-t h -> ^ ^ 
ft <btitz \- (4-x^>»i/ tf y >-i— r ^) -3- (4-t hp + ->7i-;pk v^y 

U > (0. 53g) £N. ^f;^J^75 K (5ml) £ *g K b tz. C Z. lz ^ K * 'J A 
(0. 24g) i: 2-^ □ t * ^ 3-^*-* V ^ > (250ml) £ AD A, 90T: T-lfofaW l,fz. 

fifl?«clw7k £ j&H*.. St&x^jUTlfc tt5 L • fiS *n & * ife # BS&-7^*->«> 

(i7nD^;i/A//^;-JH^)Tfi?5SLT. ^ffiftlitt (D&miteito (0. 47g) 
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'H-NMR (400MHz. CDCl,) ; 6 (ppm) 1. 17 (t. J = 7. 4Hz. 311) . 2. 55 (q. J=7.4Hz. 2H) . 2. 7 
5 (br-t. 4H>. 3. 58 (br-t. 4H) . 3. 97-4. 10 (n. 4H) .4. 11 (d. J = 4. OHx. 2H). 5. 33 (t. J*4. 0 
Hz. 1H). 7. 03 (d. J = 8. 6Hz. 2H) . 7. 43 (br-t. 1H) , 7. 56 (br-t. 1H) . 7. 6 1 <s. IHL 7. 76 <d. 
J = 7. 6Hz. 1H) , 8. 06 (d. J = 8. 4Hz. 1H) . 8. 11 (d. J = 8. 6Hz. 2H) . 
MS (FAB) m/z 420 (M+H) +. 

m m m 3 3 1 1- u-x m**^ v >-i--r ;u) -3- (4- (2. 3-y e Fp^y^p^ 



Sltfifcl?©* ffi left 1- (4-X^;l/ tf ^ ^ v >-l--f ;U) -3- (4- t H □ + y 7 x 

— ;H -r y * j »J > £ t# » 

*35ffc:J- h U A (0. 07g) ?rn-/\^it >T«fe^ N. N-v^f ;^JPA7 S H 
(0. 5ml) lc® m 3 it, JfctfTftttUfc. 3 Z. tz ± 12 1 - (4-x ^ JPtf 7 5? >-\ — i )V) 
-3-(4-t K o ^ ■> 7 i — V *r J U > (0. 52g) £ N, N-5> * ^il/*^A75 K (5 

? >-A-*1 )V) • V > U- h (0. 67g) £ A. S3R5?i3^T501C T* — Gfc 

tK £1)D A. ftBl^JPTittil//:. fiSfn ^ ?K ft *§> S£ . 

7hy77^-(^DD*J^//^/-il/»)t(i8l/T, &$££te4*©&g<t: 
^ife©7t ht^f H§sl^(0. 55g) 
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_hffi(fcil# (0. 53g) \Z 2N^®£25ml€:llO XTt&m §E il T 1 3£ (b3 £fc fg U ifc „ 8N* 
2£ # • 

'H-NNR (400MHz. CDC 1 3) ; 5 (ppm) I. 18 (t. J = 7. 2Hz. 3H) . 2. 55 (q, J = 7. 2Hz, 2H) . 2. 7 
6 (br-t, 4H) > 3. 58 (br-t, 4H) . 3. 79 (dd, J = 5. 2. 11. 6Hz. 1H) , 3. 88 (dd. J=4. 0. 1 1. 6Hz. 1 
H) , 4. 10-4. 18 (d. 3)1) . 7. 01 (d. i=9. 2 Hz. 2H) , 7. 44 (br-t. IH) . 7. 57 (br-l. 1H) . 7. 62 (s. 
1H) . 7. 77 (d. J = 8. 0Hz, 1H) > 8. 0 6 (d. J = 8. 4H2. 1H) , S. 25 (d. J = 9. 2Hz, 2H) . 

fi»5tett0>©*Hb^«> (0. 26g) 

■Ifi 6£ 

fig * ; 133- 1 35*0 

*H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 47 (t. J = 7. 2Hz. 3H) . 3. 36-3. 41 (n. 2H) . 3. 52 
-3. 58 (a. 2H) . 3. 66-3. 82 (m. 6H) . 3. 99-4. 09 (a. 2H) . 4. 16 (dd. J = 4. 4. 9. 6Hz. 1H) . 4. 29 
(br-d. 2H) . 7. 13 (d, J = 8. 8Hz. 2H) .7.71 (br-l. 1H) . 7. 86 (br-t. 1H) . 7. 88 (s. JH) . 7. 97 
(d. J = 8. 8Hz. 2H) . 8. 01 (d. J = 8. 0Hz. 1H) . 8. 24 (d. J = 8. 4Hz. 1H) . 10. 79 (br-s. 1H) 
MS (FAB) m/z 408 (M+H) +. 

m m m 3 3 8 1- u-x^ b: ^ 7 ^ >-i— f ju> -3- u-a ;uy\*^B -r * h ^ ■> 7 
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CONH 2 



mM&nojjm teste 1- u-x tr^ ^ ^ >-i — r ;u) -3- u-t h □ 7 ^ 

U > (0. 57g) £:N. N-v? ;* ^ * ^ A T ^ K (5m I) \Z » m b £: . Z. Z. \Z &i & ft ' J A 
(0. 24g) t ^D^KKl^il/ (210ml) 2: Ja * , ^ i& T — B f£ # b fc. SiSaStCTtc 
fettl** ttfiftX^JPTttm Ufc. &fP&i£*ifc#&, SftKv^^->^7 A*C 

-i--r ;u) -3- (4- (x ;u*"xjw* h ^ x = jn-f y^y »j > (o. 57g) £ 

_bffl l- U-x^^ t* ^ 5 V >-l— f ;u) -3- 14- (x h ~> * x;l^ h * *>) 7 i 
^;H< V^y'JXO. 55g) (Ci0%T>^x7/x^/-Jl,&&20mi£lra*T*S#U* 
g^lTtiltrBF fl ^EL/:. *g & £ EE i§ 2c L * ^ ^ ^ & (^ d d * A 
/n-^ + 1t->^)T'^S3Lt l *fe»5K«OSH«'&«J«)jE«i* (0. 47g) fc. 

mm<* : 

1 H-NMR (400MHz. CDCI.) ; 6 (ppm) i. 18 <t, J=7. 2IIz. 3H) , 2. 55 (q. J=7. 2Hz, 2H) . 2. 7 

6 (br-t. 4H) . 3. 59 (br-t. 4H) . 4. 5 8 (s. 2H) . 5. 64 (br-s. 1H) . 6. 59 (br-s. 1H) , 7. 03 (d. J 
= 8. 8Hz. 2H>. 7. 45 (br-t. 1H) . 7. 5 8 (br-t. 1H) . 7. 63 (s. 1H) , 7. 78 (d. J r 8. OHz. 1H) . 8. 0 

7 (d. J = 8. 4Hz. IH) . 8. 15 (d, J = 8. 8Hz. 2H) . 
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fc»*tt<D«Sfl:^& <0. 2 6g) 

: 

l H-NMR (400MHz. DMSO-d*) ; 6 (ppm) I. 33 (t. J =7. 2Hz. 3H) , 3. 20-3. 27 (m. 2H) . 3. 3 1 
-3. 39 (m. 2H) . 3. 50 (br-t, 2H) . 3. 62 (br-d. 2H> . 4. 00 (br-d. 2H) .4-51 (s. 2H) . 7. 09 (d. 
J = 9. 0Hz. 2H) . 7. 44 (br-s. IH). 7. 56-7. 60 (m. 2H) . 7. 73 (br-t. 1H). 7. 96 (d. J = 8. 0Hz. 1 
H) * 8. 01 (s. 1HK 8. 10 (d. J = 8. 4Hz. 1H) . 8. 16 <d. J =9. OHz. 2H) . 10. 7 8 (br-s. 1H) . 
MS (FAB) m/z 391 (N+H) +. 

. m m m 3 a 9 i-(4-x^ju ¥ ^ ^ > )i) -3- (4- h u 7 >v*u * h =^ -> -7 



2S«ffil 10-l©#fc left N-^f ^-2-/f;^>X7S H(5. 97g) t4-h 'J7 
□ ;* H^S/'O'/zhU^ (7. 49g) £ E & $ 1*T. 3-M-hU7^*D> K + 
v 7 x~;i/) *f 7 * y U >-l-=r > (3. 04g) 

iietlit3-(4-h'j7il'tD> h^y7i-JH-fV^y 'J >-l-:* > (3. 0 1 g) S: 
I 0-2© tt^. ->tt<K »J > (20ml) t£«$1*T, a n-3- (4- 

h'j7j^D/h + y7i:jn^y + y>j>«»fc. d n £ ^ <z> £ £ , n-x ^ ;u 

fcT ^ 5 ^ > (40ml) £ 90*C T - £ & £ if & . £ £ ttl£ S ft L * S & £ » & x 
?^t»8**MlAfc. fi*&x^;i/fi£zK, &fa&:£7KTi5fcf£L, Sft 16 v ^ * ^ 




OCF 3 
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(3. 65g) &ntz. 

: 

1 H-NMR (400MHz. CDCU) ; d (ppm) I. 18 (t. J =7. 4Hz. 3H) » 2. 56 (q, J =7. 4Bz. 2H) . 2. 7 
6 (br-l. 4H) . 3, 59 (br-t. 4H) . 7. 31 (d. J = 8. 8Hz. 2H) > 7. 48 (br-t, 1H) . 7. 60 (br-t. 1H) > 
7. 67 (s. 1H) , 7. 80 (d, J =7. 6Hz. 1H) , 8. 08 (d. J = 8. 4Hz, 1H) . 8. 1 9 (d. J = 8. 8Hz. 2H) . 

^fi 

Bfej& ; 113-1 1 snc 

1 H-NMR (400MHz.\DMSO-d») ; a (ppm) 1 . 35 (t. ,J = 7. 4Hz. 3H) , 3. 1 9-3. 2 6 (m. 2H) . 3. 30 
-3. 3 9 (n. 2H) . 3. 56-3. 63 (m, 4H) .4.01 (br-d. 2H). 7. 51 (d. J = 8. 4Hz. 2H) , 7. 64 (br-t. 1 
H) > 7. 77 (br-t. JH) . 8. 0 1 <d. J = 8. 4Hz, IH) . 8. 14 <br-d. !H) . 8. 15 (s. 1H) . 8. 33 (d. J = 8. 
4Hz. 2H) . II. 45 (br-s. 1H). 
MS (FAB) m/z 402 (M+H) +. 

m m &i 3 4 o l- (4-x hr ^ ^ & >-\-~ t ;u)-3- u- (2- e k p ^ >x h * ->) - 
3-* h^y^x-ju-rv^y »j> - = be *s o ^ ee 



3? 5fiW 10-l©#i£ icfti^ N-^f^-2-/f JK>X7i F (5. 97g) <h4- (2-^ > 
>?;U^^ >X h ^ >>) -3-> h + y^>7-h'Jil' (9. 57g) £ £ 2? *t*T, 3- [4- (2 
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> i?)V*3r ->x h * >) -3-* h + ->7i:iH-fV + y U > - 1 - ^ > ( 3. 2 Og) £ 

% t> n/t 3- [4- (2-^ > ->X h * i>) -3-* h + ->7x-iH-f 74 / 'J > 

-1-^- > (3. I5g) $rHffi^ 10-2(O*i^ l^tt is&fc 'J > (20ml) t S^^f itt, 

3- [4- (2-^ > V )V**c f>x h 4 ->) -3-;* h^-/7iZJH-2-^Dn^V + y U > 

^lifc. cn^^tD^^, n-x^ ;u t: ^ 7 > (30ml) <t u •> a 1. 83g£ an a 

4£ £: d£ JE £3 5& UTv 3- 14- (2 - 1 > *? )V * * is X h 4 ->) - 3-> h 4 U 7 x ^JH- 
1- (4-I5 1 t: ^ ^ >-l" > f ^) -f V * / D > «r 

^n^^^y — JMOOml S# IO%-^7vOA/^^«!^IO. 50g) * Jll . 

T£s& ^- h U C7 A £#0*_TpH = 8£ L , ^!S«iLTl- (4-X^JU tf ^ ^ 5/ >-l--f 
;H -3- [4- <2-k K D ^ ->X h 4 ^) -3-* h =¥ > 1 x x;U W V 4 y »J > tt 

afc£&&JEJ33cLjfc. Hbn/: 1- U-X^JU tT ^ ^ V s >-l— f JU>-3- [4- (2- t K □ 4 
>X h 4 *>) -3- * h^y^iZJH-fV^y 'J > £5fc \Z&m L,Zl*>(D t&t>"& : 2 
D D^^A/n-^ + lt £ b T> &£*&^4K<Dl£Sffc^4&£>igg&#:(l-2 

Og) 

'H-NMR <400MHz. CDC! ,) ; 6 (ppm) 1. 18 (t. J=7. 2Hz. 3H) . 2. 56 (q. J = 7. 2Hz. 2H) . 2. 7 
7 (br-s. 4H) . 3. 58 (br-s. 4H) . 3. 97 (I. J=4. 4Hz. 2H) . 4. 00 (s. 3H) . 4. 20 (t. J = 4. 4Hz. 2H) . 

7. 03 (d. J = 8. 4Hz. ill) , 7. 4 5 (b r- 1 . 1 H) , 7. 59 (b r- t . 1H) . 7. 64 (s. IH) . 7. 69 (dd. J =2. 0. 

8. 4Hz. IH) . 7. 78 (d, J = 8. 0Hz. 1H) . 7. 86 (d. J = 2. 0Hz. IH) , 8. 08 (d, J = 8. 0Hz. IH) . 

^bntiaift^^siuoiiiiti, x * j —)v/ ipe^ *>mfcm u , n 
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H£ ; 1 28-129T: 

*H-NMR(400MHz. DMS0-d*> ; 0 (ppn) 1. 33 U. J = 7. 4Hz. 3H) . 3. 20-3. 26 (m. 2H) . 3. 31 
-3. 3 9 2H) . 3. 5 3 (br-t. 2H) . 3. 63 (br-d. 2H) . 3. 76 <t. J =5. 2Hz. 2H) . 3. 90 (s. 3H) . 4. 
00 (br-d. 2H) . 4. 05 (t. J = 5. 2Hz. 2H) . 7. 09 (d. J = 8. 4Hz. IH) . 7. 58 (br-t. JHK 7. 73 <br- 
t. 1H) . 7. 76-7. 80 (m. 2H) . 7. 96 (d. J=8. 4Hz. 1H) , 8. 04 (s. 1H) . 8. 10 (d. J = 8. 0Hz. Ill) , 1 
0. 95 (br-s. 1H). 
MS (FAB) m/z 408 (M+H) +. 

&mm 3 4 1 )-(4-X^ )l fcf >-l — f JH-3-J4-* ^ JU^^ 7 xrjbK7 



lO-IO^fclCftH. N'/f Jh2-/fiK>X7^ b* (5. 97g) t4->7 y 
^^■T=- V-^P (5. 97g) ££#£-t*-T, 3-(4-^f ;^^7iZJH^ v + y u>- 
1-* > (5. OOg) 

£ nfc3- (4-> 7 i -f v * J 'J > (o. 73g) 10-2 

©arte era v'JSft ! J > (5b i) <t s« $ i-i7DD-3-(4-^f t7 

i-M^f y^y u >^it. :: n £ <t> £ n-x^;u t: ^ 5 ^ y dOni) t mm 

f] U O A (0. 36g) £ m PL. I00T:"C — 8ftJK*Si*i*;fc. J£l£i&2ri)£r£iaft& ^StC 




SMe 
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(o. 95g) z&tz. 

Bltt* : 

'H-NMR (400MHz. CDC1 ,) ; 6 (ppm) 1. 18 (t. J = 7. 2Hz. 3H) . 2. 54 is. 3H) . 2. 56 (a. J = 7. 
2Hz. 2H). 2. 76 (br-t. 41!) . 3. 58 (br-t. 4H) . 7. 35 id. J = 8. 4Hz. 2H) . 7. 45 (br-t. 1HL 7. 5 
8 (br-t. 1H) . 7. 66 is. !H) , 7. 78 (d. J = 8. OHz, 1H) , 8. 07 (d. J = 8. 4Hz. 1H) , 8. 11 (d. J=8. 4 
Hz. 2H). 

fiS 

Bftjft ; 215-218*0 [» &) 

1 H-NMR (400MHz, DMSO-d«) ; (5 (ppm) 1. 34 (t. J = 7. 4Hz. 3H) . 2. 54 (s. 3H) . 3. 19-3. 26 
(b. 2H) > 3. 31-3. 38 (n. 2H) . 3. 54 (br-t. 2H) . 3. 62 (br-d. 2H) . 3. 99 (br-d, 2H) > 7. 39 (d. 
J = 8. 6Hz. 2H) % 7. 60 (br-t. 1H) . 7. 74 (br-t. 1H) . 7. 98 (d. J = 7. 6Hz. 1H) . 8. 08 is. IH) > 8. 
11 (d. J = 8.4Hz. 1H).8. 16(d. J = 8. 6Hz. 2H) . II. 14(br-s. 1H). 
MS (FAB) m/z 364 (M+H) +. 

mmm 3 a 2 1- u-x»;i, v ^ ^ & >-i— f jp>-3-u-* - a. - ;u 



*J6W IO-l<D*i£Kttt^ N-^f Jl-2-^5 1 iK>X73 K (5. 97g) £4-x7 y 




O 



O 



CH 3 
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^ it T - V (5. 97g) £ i£T* 3- (4-* ^ )V T * 7 x x )U) -Y V * / U > - 

I-;* > (5. OOg) 

^ £ tlfc 3- (4-* *7xz;H-f V + y 'J >-l-*>(2. 18g) 10-2 

<Djj&\zV£\,*, **->*fl;U > (20ml) ££fc£-t!TT, a a -3- ^ ^ ^ * 

y ~ )\>) V * J U > £ # *t . Ctl^f ©H, N-^;U S fcf ^ ^ y > (4. 66g) . 

'J ^ a (i. i3g)^£tf j*? 1 ^;*^**;/ h (20ml) $:tjn^, ioot:t — efes 

fS^L. f%m& is tf )\s*> ^ I*? n b # 5 7 << - (S^Kxf^/n-A + lt > ^ ) 

x-;H-f v^>"J>{2. 03g) zmrz. 

n^nrt i- (4-*^ a )v tf ^ ^ 5; >-i--f A) -3- (4-^ ^i^^^^x^m v * 
; ij > (0. 80g) £ ^ d n * A (40ml) tr *g*P L. * T 18 # b . c^tcro-^oa 
iS^ (2. 63g) £ ^ d D * A A (20ml) \Z ®M V T &U , — 8feflt#L*:. 5NtK& 

<£j- h } J ^ATRi&ftJc^rlfD;*.* ^ a □ * )V A "Plft fcb L ti „ *r«/I*7k* 

tfWfcittv^ at^is Lfc. ^^^^je^s^u, mm* is v * y 

)Ut> 7 A ^ d "7 h ^ 5 7 - (#&X^JU/n-^*-*)->*U-e*S£lUT, I- (4-* 
^t , ^7v>-l-'fil')-3-(4-y ^JMJ^-JI/?!-^)^ v ^ y 'J > (0. 80 

g) * » . 

% t> tifc 1- (4-* )V ^^f^7 > - )V) -Z- * )V 7. )V * - )V 7 jl-)V1) 
V * 7 0 > (0. 78g) KX* y — ;U (30ml) £ 8N7k6£ft;^ h U •> A zk & «E (740ml) £ j&D 

b fc. *g & £ $EflEiS* b, i- (t: ^ 5 s; >-l— f ;i/) -3- <4-* ^ 7, - JU 7 x - 
;u) < v * y u > (o. 6 2g) €»«e*a« -t br»fc. 
±121- (f ^ ^ ~^ >-i— r ;n -3- (4-^ ;u^x ji/ ^ x x;u) y * y u > (o. 
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6 Is) £N. N-v * ^JlfrJir A 7 a K (5ml) h 'J I f 7 3 > (25 5ml) £ 3 
CMfcX^JU (146ml) ^^LT50t:T-lJfeS^$-t3-rz. SfSfclCTk^HD*. 
ft^x^^Ti ttS L fc. (3©) , ^Sfo^lS^Trtt^ b£ & t y 

fe^LT, fe&*#^&Ii<fc£^<7)&Sig#: (0. 46g) Z'&fz. 

mmi* : 

'H-NMR (400MHz. CDCI ») : <5 (ppm) i. 18 (t, J = 7. 2Hz. 3H) > 2. 57 (q. J = 7. 2Hz. 2H) . 2. 7 

7 (br- 1, 4H) . 3. 10 (s. 3H) .3.60 (br-t. 4H) . 7. 54 (br-t. 1HK 7. 64 (bx-t. 1H) . 7. 78 (s. 1 
H) > 7. 84 (d. J = 8. 0Hz. IH) . 8. 03 (d. J = 8. 4Hz. 2H) , 8. 1 1 (d. J = 8. 4Hz. IH) . 8. 36 (d. J = 8. 4 
Hz, 2H). 

: 

HA ; 216. 5-218'C (KM) 

1 H-NMR (400MHz, DMSO-de) ; 6 (ppcd) 1 . 33 (t. 1 = 7. 2Hz. 3H) , 3. 23 (b r-s. 2H) . 3. 2 8 (s. 
3H) . 3. 31-3. 40 (d. 2H) > 3. 55 (br-t. 2H) . 3. 63 (br-d, 211) . 4. 04 (br-d. 2H) , 7. 68 (br-t. 
Ill) > 7. 80 (br-t. IH) , 8. 05 (d. J = 7. 6Hz, IH) . 8. 06 (d. J = 8. 4Hz. . 2H) , 8. 16 (d. J = 8. 4IIz. 
IH) . 8. 28 (s. IH) , 8. 46 (d. J = 8. 4Hz. 2H) .11.02 (br-s. IH) . 
MS (FAB) m/z 396 (M+H) +. 

m m m 3 4 3 l-(Mf J^e^7^>-l-f)M-3- (4- (2-b K P * ->-3-* h -> 
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OH 




OMe 



mm^io^m ic^ik i- u-x^ ;^ tf ^ ^ >-i-< ;u) -3- <4- 1 h u^-->y x 
#bn/:i- (4-x^;w ^ ^ v 5 >-i--r -3- (4- 1 Hn^y7xrji/K74y 

»J > (0. 52g) td 5? * ^l"* JP** > H (5ml) , 2- (;* h * :> * ^ )V) * =*■ is ? > (3ml) 
*3<fc U ^ A (0. 21g) £J)UX.. fcrWMZT, I20r T — B H K Jfc S tt-fc. 

«;at«z*«r jra^L- h x^jp-cte m u fc. x rjum & tk (6®) , &fu-&i&fc'v 

: 

'll-NMR (400MHz. CDCIa) ; 6 (ppn) I. ) 7 (t . J =7. 2 Hz. 3H) . 2. 55 (q. J=7. 2Hz. 2H) , 2. 7 
6 (br-t. 4H) . 3. 43 (s. 3H) . 3. 5 5-3. 61 (m, 6H) . 4. 05-4. 12 (m. 2H) . 4. 18-4. 23 (n. IH) . 7. 
01 (d. J = 9. 2Hz. 2H) . 7. 43 (br-t. IH) . 7. 56 (br-t, 1H) , 7. 6 Ms. 1 H) . 7. 76 (d, J = 8. 0Hz. I 
II) . 8. 05 (d. J = 8. 0Hz. Ill), 8. 1 I (d. J =8. 8Hz, 2H). 

m&L ; 216. 5-218TC (»») 
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'H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppd) 1. 33 (t. J=7. 2Hz. 3H) , 3. 20-3. 26 (m. 2H) . 3. 30 
(s. 3H) . 3. 33-3. 55 (id. 6H) . 3. 62 <br-d. 2H) . 3. 94-4. 04 (m. 5H) . 7. 07 (d. J = 9. 0Hz. 2H) > 
7. 57 (br-t. IH) . 7. 72 (br-t, IH) . 7. 96 (d. J = 8. 0Hz. Ill) . 8. 00 (s. IH) . 8. 10 (d. J = 8. 8Hz. 
iHh 8. 15 (d, J = 9. 0Hz. 2H) > 10. 99 (br-s. IH) . 
MS (FAB) m/z 422 (M+H) +. 

mmm 3 4 4 i- u-x *)v ^ v >-i— f ji/)-3- (2-* b * -> bf »j ^>-s--f 




OMe 



h ^ ->-S-h U y ^ - ^ tf U 5^ XI. 41g) t • H*6fcJ28-2T*#*:3-:/ 

n^-l-(4-X^;Ut^^> ? >-l--r ;U)-f V*/ U > (0. 57g) fh7^7h'J7 

- 7 ^ >rt~> *J ^ A (0) (0. lOg) (OW&T* 3- ~> U \ZT , &&&&& 

TT30#ffljto.«iB»Sitfc. £^?S^5iSL, 2Ni£ & T *fi m b fc. KM 

38g) €r^fc. 

: 

'H-NMR (400MHz. CDC 1 1) ; 6 (ppm) I. 16 (t. J=7. 2Hz. 3H) . 2. 53 (q. J=7. 2Hz. 2H) . 2. 7 
2 (br-t. 4H) , 3. 57 (br-t. 4II) . 4. 00 (s. 3H) . 6. 82 (d. J = 8. 8Hz. IH) . 7. 43 (br- t. IH) . 7. 5 
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4 (s, 1H) . 7. 55 (br-t. 1H) > 7. 74 (d. J = 8. 0Hz, IH) . 8. 04 (d. J = 8. 4Hz. 1 H) . 8. 30 <dd. J = 2. 
4. 8. 8Rz, IH), 8. 97 <d. J = 2. 4Hz. IH). 
MS (FAB) m/z 349 (M+H) +. 

3**5 S>] 3 4 5 l-H-X^Jb tf =J >-l-«f ;U)-3-f4-(l-fc H a4^>-l-* ^ jt, x 



4- (2-* ^JU- I. 3-vt+V7>-2-< JP)7i-^*»>K (0. 4 Ig) <h 3-:/ D ^ -1- 
M-X^;W tf ^ ^ ^ >-l— f ;U) V * / »J > (0. 62 g) fh7^Xh'j7x"^ 
7 4 >rt 5> A (0) (0. 1 Is) (D£p£ET. h;i/X> (50m)) tlO^^SJ^hU^ 
AzKigiS (30ml) *\ZX. &m&mfcLTT?30ftffi 120*C TK^ $ i**!:* *T«J3£#I& 

& £ ~> u * y ^ # ^ a ^ d ^ h^^^^ - (^DD*^A/^^y-j^)T«fi 

L T. 1- (4-x e ^ ^ >-l~f ;H -3- (4- (2-* * v ^ >-2--f 

5fc ^^^tt80tt«cOl-(4-X5 1 ;i' t*^^ v>-!-< )V)-2-i4-T±7-)l>7 xXjU) 
-fV*;U> (0. 55g) £^fco 




OH 




N 
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^btiAj- u-x^ jut: ^ ^ v >-\--t )V) -i-u-7 ir =?-)v ? x x ju) < v * y u 

> (0. lOg) *f h 7 t F d 7 7 > IIObI) l:*)»L. *#T»#L*:. ^ C IC 3. 0M- 
Lfc. fi ft SHE 7 >*x»> ATkiSfK. 10K«R:f- h U 6f&X^JU£ 

# (0. 05g) 



1 H-NMR (400MHz, CDCIa) ; 6 (ppm) I. I7U, J=7. 2Ilz. 3H) . 1. 63 (s. 6H) » 2. 56 (q. J = 7. 
2Hz, 2Hh 2. 76 (br-t. 4H) . 3. 59 (br-t. 4H) . 7. 45 (br-t. IH) . 7. 56-7. 61 (m. 3H) , 7. 68 (s 
1HJ . 7. 78 (d, J = 8. OKz. 1H), 8. 07 (d. J=7. 6Hz. 1HK 8. 14 (d. J = 8. 4Hz. 2H). 
MS (FAB) m/z 376 (M+H) +. 

^JfiSil 3 4 6 l-(4-X^;Utf^ ^ — f JM-3-l4-fN-(2-fci KD^yX^JU) 



N- <2-^< >y;^^yif ;H-4-h'jyf^7^z;K>X7= K (I. 23g) t 3- 
^ n (4-X^;t- If ^ ^ > -1— f V * / U > (0. 4 9g) €: , x h ^ 4 1 X h 'J 

7i-Jl/^77^ >/S 7 v ^ A (0) (0. 13g) <9#£T, ^/^^SI^lIT, 



o 




OH 
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fc. 8N7k^lk^- h D £ A*^Mtpll= !0t URKlf^TiaaiL, 10%&&:*- 

EiSib, i&^feliSifttto I- (4-x^;Hf ^ v>-J— f -3-14- [N- (2-^ > i? 
;Vt+*>xf ;i/)AJW^< iH7xz;i/K v^y U > (0. 17g) 

& <b n/t i- (4-x^;p tr ^ ^ >-i--r ;h -3- 14- in- (2-^> s^** ~>x^ju) 
t> )vn=t^ jv) y x -f v * y 'J > (o. i7g> £ a*£ (c <t o t u fc. c o 

iKI^ * / — Jl/ (1 Oral) mm L, 10%-/^ 5x £ A/^ SfeftfeiSMO. 03g) £ ira*. 
^ETI B IHttttJlTE Lfc. tttt&tt£U. © IK £ M IE ffl 5fe U . * £ U0 A , 
V^T^S^-h'J^A^rlnJ^TpH^fitU, ftBfcx^^TttWLfc. & fa :£ zk ft 

(D&mit&m <omm<* (o. osg) 

1 B-NMR (400MHz. CDC) 3) ; <5 (ppm) 1. 17 (t. J =7. 2Hz. 3H) . 2. 56 (q. J = 7. 2Hz. 2H) . 2. 7 
6 (br-t. 4H) . 2. 84 (br-s. 1H) . 3. 58 (br-t. 4H) . 3. 65 (br-q. 2H) . 3. 85 (t, J = 5. 0Hz. 2H) . 
6. 88 (t. J = 5. 6Hz. 1H) . 7. 48 (br-t. 1 H) . 7. 58 (br-t. 1H) . 7. 6 9 (s. 1H) . 7. 75 (d. J = 7. 6Hz, 
1H) , 7. 87 (d. J = 8. 4Hz. 2H) ♦ 8. 06 (d. J = 8. 0Hz. 1H) . 8. 1 9 (d. J = 8. 4Hz. 2H> . 

K* ; 154-1 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) J. 33 (t. J = 7. 2Hz, 3H) . 3. 20-3. 27 (d. 2H) . 3. 32 
-3. 40 (d. 4H) , 3. 51-3. 57 (m. 4H) . 3. 64 (br-d. 2H) . 4. 02 (br-d, 2H) .7. 65 (br-t. 1H) . 7. 
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78 (br-t. 1H) . 8. 00-8. 03 (o. 3H) . 8. 14 (d. J = 8. 4Hz, IH) . 8. 22 (s. 1H) . 8. 29 (d. J = 8. 4Hz. 
2H) . 8. 58 (t. J = 5. 6Hz. ill). 10. 96 (br-s. IH) . 
MS (FAB) m/z 405 (MiH) t. 

mmm 347 i-(Mf ji^e^7 v >-\— r ju> -3- u- in- (2-b Ho^yx^^) 



N- (2-^ >y^t^vX5 1 ;H4-h 'J ^f;^ ^ ^ > t* > 7 > 7 5 H (0. 
92g) <L3-yD^-l- (4-X^;U e^^yV-l-^f^XV^y U > (0. 42g) h ^ 

h U 7 x ^ Z7 <{ >/15 W 2* (0) (0. 09g) ^->U>*£5&# 

f^Tife^Lfc. SNTKK^b^h'J^ATKiS^TpH^lOiiUXS^&X^^-rrattSL, 
1096«* ^- h U fig fn:ftJ£7kTife# BS & v 9 * > V A T L ♦ 

*£$&£&EEi33cL, ftWfittliAtt^ l-(4-x^;U fcT ^ v *J >-l—T JU)-3-l4-[N- 
{2-^ >y^t^>i7 n Jl'U^7 r^-f JM7x-JH^f V^; 'J > (0. 34g) €: «&. 

» 6 tat i- (4-x^;u tf ^ ^ >-i--r ju) -3- 14- (n- (2-^ > ^ > x 

^Jl/77 : e^H7irM<V^y 'J > (0. 34g) «fc^T&&£<>:L/c. d 

<Offi&i££;*^y-;U (20nl) 1^ A U , I 0 % *7 £ A / m m M tt (0. 08g) £ UP 
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^t^T^K^- h >J ^ ASrfiD AtpH=8t L, 6f & X ^ ;U "C & fib L jfc. €Sf0^467KT 
i&WL^>f* y-)AT8;j«L, * SEE®* b 31 ig £ x 'J # -Sr * 

m<D&mit'$m<Dm m & <o. i9g) 

: 

1 H-NMR (400MHz. CDC] ») ; 5 (ppm) 1. 18 (t. J = 7. 2Hz. 3H) , 2. 57 (q. J = 7. 2H2. 2H) » 2. 7 
7 (br-t, 4H) . 3. 16 (br-Q. 2H) . 3. 60 (br-t. 2H) . 3. 72 U. J = 5. OHz. 2H) . 4. 93 (t. J = 5. 8Hz. 
1H) • 7. 53 (br-t. 1H) . 7. 64(br-t. 1H) , 7. 76<s, 1H).7. 82 (d. J = 8. 8Hz. IH), 7. 96 <d. J = 8. 
4Hz. 2Hk 8. 10 (d. J = 7. 6Hz. IH). 8. 32 (d, J = 8. 4Hz. 2H) . 

i^l ^3$L • 

IKjK ; 1 36-1 38. 5r 

'H-NMR (400MHz, DNSO-da) ; a (ppm) 1 . 3 3 (t. J = 7. 2Hz. 3H) . 2. 84 (br-q. 2H) . 3. 2 1 -3. 
28 (m. 2H) . 3. 34-3. 41 (n. 2H) . 3. 39 (t. J = 6. 4Hz. 2HK 3. 51 (br-t. 211) . 3. 63 (br-d. 2H0, 
4. 04 (br-d. 2H) . 7. 67 (br-t. IH) , 7. 7 1 (br- t . IH) . 7. 79 (br-t. 1H) . 7. 9 3 (d. J =8. 6Hz. 2 
H) . 8. 04 (d. J = 8. OHz. IH). 8. 16 (d. J = 8. 4Hz. IH) . 8. 24 is. IH) . 8. 40 (d. J = 8. 6Hz. 2H) . I 
0. 69(br-s. IH). 
MS (FAB) o/z 441 (M+H) +. 

nm&l 3 4 8 l-(4-X^JUhr^^>-l--f ;H-3-(4-(l-b H o i> X ^ JU) 7 i 
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OH 




*JS«345T Httlfc 1- ^ 5? >-I — f ;i/ ) -3- (4-7 i: ^ 

~7 -f V * J U > (0. 20g) £ > ^ y — )Vn^\\zmm U, TLC_h l:XiH%^g^ 

umm&\^* mm* v *) ft v & ft ^ j± z a h # ? ? — u u & )\, & / * $ j 

TfiISS IT, gft^fe^S^CO^S^^^COjffiEfS^ (0. 13g) ^f§fc. 

: 

'H-NMR(400MHz. CDC1 >) ; <5 (ppm) I. 17 (t, J = 7. 2Hz, 3H> . 1. 54 (d. J = fi. 4Hz. 3H) . 2. 4 
3 (br-s. 1HK 2. 55 (q. J = 7. 2Hz. 2H) . 2. 74 (br-t. 4H) . 3. 57 (br-t. 4H) . 4. 95 <q, J = 6. 4Hz. 
1H) , 7. 4 5 (br-t. IH) , 7. 47 (d. J = 8. 4Hz. 2H) , 7. 5 8 (br-t. 1H) . 7. 67 (s. IB) . 7. 77 (d. J = 8. 
0Hz. 1H) . 8. 06 (d. J = 8. 4Hz. 1H) , 8. 14 (d. J = 8. 4Hz. 2H) . 

6£l ^6 

HjA ; 135. 5-l36*C 

'H-NMR (400MHz. DMS0-d») ; 6 (ppm) I. 33 (t. J = 7. 2Hz. 3H) . 1. 37 (d, J = 6. 4Hz. 3H) . 3. 
2 0-3. 27 (o. 2HK 3. 32-3. 39 (m. 2H) .3.51 (br-t. 2H), 3. 63 (br-d. 2H) . 4. 01 (br-d. 2H) . 
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4. 79 (q. J = 6. 4Hz. 1H) . 1. 47 (d. J = 8. 4Hz. 2H) . 7. 61 (br-t. 1H) . 7. 74 <br-t. 1HK 7. 99 (d. 
J = 8. 4Hz. 1H). 8. 07 (s. 1H) .8.12 (d. J = 8. OHz. Ml). 8. 15 (d, J = 8. 4Hz. 2H) > 10. 79 (br-s. 
1H). 

MS (FAB) m/i 362 (M+H)+. 

mmm 349 1- <4-x^ >v tf ^ ^ v >-\-<< ;u> -3- (4- (zf n \f >\> t» ju^ - jv > 7 jc 



(4- h U y^jl/7^-J1^7xr;i/) ~?u fc: JU* > t\. 24 g) £ Z-7 n ^-1- (4-Ji 
^jl,t:^7 5? >-l--T JU) < V + ; 'J > (0. 54g) ^h^*XhU:7a::z;i,7fcX:7 

>a7v^a(0) (0.i5g)©saT. =*■ -> u >^s^^k^:t kit, — BHinsfc 

TSe&X^A-Tfl&ai 10% e*&:J- h U ^ fi& ft ^ ffi zK T? ft # U . 

<f yy * — it? a / * ? S — ;U 5£) Ttt H L T, ^^fe^^HO^ISft^ 

#)£>>&lt&# (0. 60g) 



l H-NMR (4 00MHz. CDC1 >) ; a (ppm) 1. OMt. J = 7. 2Hz. 3H) . I. 18 (t. J =7. 2Hz. 3H) . I. 7 
7-1. 83 (n. 2H) . 2. 5 6 (a. J = 7. 2Hz. 2H) . 2. 77 (br-t. 4H) , 3. 09-3. 13 <m. 2HK 3. 59 (br-t. 
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4H) . 7. 54 <br-t. 1H) . 7. 62 <br-t. 1H) . 7. 83 (br-d. 1H) . 7. 98 (d. J = 8. 811 z, 2H) ,8. 10 <br 
-d. 1H) , 8. 35 (d. J = 8. 8Hz. 2H) . 

^■i 6lt 4£ 

fit* ; 240. 5-242*C (ftM) 

1 H-NMR (400MHz. DMS0-d«) ; 5 (ppm) 0. 94 (t. J = 7. 4Hz. 3H) . 1. 34 U. J = 7. 2Hz. 3H) . I. 
55-1. 65 (m. 2H) . 3. 20-3. 27 (id. 2H) . 3. 28-3. 40 (m. 4H) . 3. 50-3. 64 (m. 4H) , 4. 03 <br-d. 
2H) . 7. 68 (br-t^lH) , 7. 80 (br-t. 1H) . 8. 02 (d. J = 8. 4Hz. 2H) . 8. 05 <dgJ = 7. 6Hz. 1H) . 8. 
16 (d. J = 8. 4Hz. l^H) . 8. 28 is. 1H) . 8. 47 (d. J = 8. 4Hz. 2H) .11.25 <br-s.,lH) . 
MS (FAB) m/z 424 (M + H) +. 

gfe fife fll 3 5 O 1- (4-X^;U tf 5 is >-!-< ;i/)-3- 14-f (3-^ b * zs 7 n ¥ JU) X 



(M^'j^f ;^^x^7i-;n (3-> h * -> y n t: ju) > (i. 70g) t*-zf 

D ^6-1- tf ^ 7 v f *f V * / »J > (0. 93g) £ , 7^h^*XhU7 

x - JU3j?x 7 -< >/1 ^ A (0) (0. 20g) <D#ftT. >*^l£#0S^T, - 

B M AO & B ffi S 14- fc. 5(T^^ftKlf ^TS«? L. ^iSL/i. i« & £ 

2Ni£&T*t]tiJ */f £#&X^;UT-tfc# UTc, 8N* & <fc ± h U £ A * m m T pll 




o 



o 
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ft (0. 87g) fctSfc. 



' H-NMR (400MHz. CDCl*) ; <5 (ppm) I. IB (t. J=7. 2Hz. 3H) . 1. 99-2. 06 {m. 2HK 2. 57 <q. 
J = 7. 2Hz. 2H) . 2. 77 (br-t. 4H) . 3. 22-3. 2 6 (n. 2H) . 3. 2 8 (s. 3H) , 3. 44 U. J =6. 2Hz. 2H) . 
3. 61 <br-t. 4H) . 7. 53 (br-t. IH) . 7. 64 (br-t. IHi . 7. 78 (s. 1H) . 7. 84 (d. J =8. OHz. 1H) . 
7. 99 (d. 1=8. 6Hz. 2H) . 8. I 1 (d. J = 8. 4Hz. 1H) . 8. 35 (d. J = 8. 6Hz. 2H) . 

■^Sl 6St 

H£ ; 1 77. 5-180r 

'H-NMR (400MHz, DMSO-dc) ; 5 (ppm) J. 33 (t. J = 7. 2Hz. 3H) * I. 76-1. 83 (n, 2H) . 3. 18 
is. 3H) . 3. 21-3. 28 (m. 2H) . 3. 33-3. 39 (m. 6H) . 3. 53 (br-t. 2H) . 3. 64 (br-d. 2H) * 4. 04 
(br-d. 2Hh 7. 68 (br-t, IH). 7. 80 (br-t. Ill) . 8. 03 (d. J = 8. 8H2. 2H) > 8. 05 <d. J = 8. OHz. 
IH) . 8. 17 (d. J = 8. OHz. IH) . 8. 29 (s. IH) . 8. 47 (d. J = 8. 8Hz. 2H) . 10. 85 (br-s, IH). 
MS (FAB) m/z 454 (M+H)+. 

31 m&l 3 5 1 1- (4-x^;U e ^ ^ V >-\-<< )V) -3- (4- (2- b K p4 ->X^ JM 7 x 
- JU *f V * / »J > » 2tt » ifi (P ^ BE 
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4- (2-^ >y^t4 : *>X^;H7i-i^^K (0. 40g) £ 3-^0^-1- (4-X ^ )V tT 
V >-l-*f )V) -fV^y 'J> (0. 65g) rh74Xh'j7i-i^X7^>yt 
^ >? ^ A (0) (0. 09g) OD^FfiET. K ;H > (50ol) * 10% & ft ± h U r> A & (3 
OmDtCT, S*8B«TTI»IS]l>lli«3B»S1i-fc. C C IC 4- (2-^ > v> ;i/ * * ;> x 
7 jc x>U* £ft (0. 40g) £iiUn 1.5Rna»SfeJB«$1*-fc. 15 £4- (2--^ > 

i/)VOr*r ~>x^;M ^ x - ;w*t7K (0. 40g) £ilto -ftuasijasst^-frfc. 

f§£#S8U* 2NigftT2[5]|tifciJ U. *H*MlfJH?ft»l/t. 8Nzk ft it i~ h U 
^ A**S&TpH = lOi: UxefftX^^Ttttti L, 1 0 % m ft h 'J 0 A tK & ft * & 

lJ*yj^7A^D7 h^77^-(^DD^^A//^y-Jl/^, ^ g£ ft X 
-3- [4- (2-^ >yJl/t + '>!5 : JH7xZJH^V^; >J > (0. 48g) £ f£ it «, 

nenfci- (4-x^;u tr^ ^ > -i--r )V) -3- [4- (2-^ >yj^^->if jh ^ m 

x;H < V * J 0 > (0. 46g) ^^Hcfc^T&ft&t L . CW^Ki^^^y 
— )l (5 0ml) K 10% -A ^ ^ A (0. lOg) A, ST BET — i& & 

8*>g7cb*i» M^^riS^U, *g&£ii*JEiS£Lfc. * £ flO A , ^ V> *C 1 NtK ft it ~T 
V U ^ A Tomtit £ fill A TpH=8£ »Blf^T»HiLfc. fiS la ^ i£ zK T «fe f£ b . 
«t»^ > AT$S& Jg*SG*:«l£ffl*L;fc. 81 iS £ > 'J ;*? y )V * 7 A £7 D 

Hffc;<£4& CQiE8£# (0. 24g) &mtz. 

' H-NMR (4 00MHz. CDC la) : <5 (ppo) I. 1 8 (t, J = T. 2Hz. 3H) . 2. 56 (q, J =7. 2Hz. 2H) . 1. 7 
6 (br-t. 4H) . 2. 94 <t. J=6. 6Hz. 2H) . 3. 59 (b r- 1 . 4H) , 3. 9 I (t , J = 6. 6Hz. 2H) , 7. 34 (d. J = 
8. 4Hz. 2H) . 7. 4 6 (br-l. Ill) . 7. 5 9 (br-t. IH) . 7. 58 (s. 1H). 7. 7 9 (d. J =8. 0Hz. 1H) • 8. 08 
(d. J = 8. 4IU. IH) . 8. 12 (d. J = 8. 4Hz. 2H) . 
» 6 *l jfi ^ « ft IC J: 0 ft * U , i^/-^/i-f^^6ff«ftb 
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St 

HjS ; 1 34-136-C 

'H-NMR (400MHz. DMSO-ds) ; <5 (ppm) 1. 33 (t. J = 7. 2H2. 3H) . 2. 79 <U J=7. 0Hz, 2H) . 3. 
19-3. 26 (m. 2H) . 3. 30-3. 38 (n. 2H) , 3. 55 (br-t. 2H) . 3. 62 (br-d. 2H) . 3. 65 (t. J = 7. OHz. 
2H) , 3. 99 (br-d. 2H) . 7. 36 (d. J=8. 4Ilz. 2H) , 7. 60 (br-t. 1H) . 7. 74 (br-t, 1 H) . 7. 98 (d. 
J = 8. OHz. Ill) . 8. 05 (s. 1H) . 8. 1 1 <d. J = 8. 4Hz. 2H) . 8. 1 1 (d. J = 8. 4Hz. 1H) . 1 1. 12 (br-s. 
1H). 

MS (FAB) m/z 362 (M+H) +. 

mmm 3 52 i- u-x^ju ^ ^ *s >-\-+ r jui -3- f4- (3-b Kn^y^aejn^ 



(4-hUyfJ^^-Jl'7i-;H (3-^ >yi^4yyn fcf ;H Xfr* > (5. 78g) 
<h 3-^ D (4-X^ JU If* ^ >? ;U) -f V * J U > (2. I3g) £ , r- b ^ ^ X 

h'J7xZi^^7-f > /t 7 y ^ A (0) (0. 58g) cD^ifiET, ^i/UVf^^t^S^ 

»?ffi*2NMffi-T»iHa TKJSfcWffix^JUTttfrLfc. 8N*K ft * h >J £ X» # iS 
fg-CpH= lOt LT#&X^;i/T#l£iS L, 10%£&^- h U ^ A**gf£. & fti ft * 
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IS <d 1- (4-x^;u t:^ 5 ->* >-i-< ;H -3- [4- (3-^ > * -> :/d * jp* 
z^7x-jn^y + / »; > (2. 56g) 
n 6 tirtt l- (4-x^;nf ^ ^ >-i--f ju) -3- [4- (2-^ > ;u ^- ^ -> x ;u ) x ju 
ju? mx^w v*/ u > (2. 56g) ^^ttia^tiKit l £ . cco^k^ 

£ ;* ^ / — )V (50ml) tci§#? 10% ^ ^ A/^^ttl (0. 07 g) £ flu A, # 
T — f&&ftfeil7C L ?t. C CI IC 10%-/X ? A/£*3fcfiiJ£ (0. 05g) SriiftJ $ b 

^ *C 1 NtK Kt {L h* 'J O Ix'fof&Wi&'hUTL XpH =8t I, X ^ JU"?!* a* L fSfD 

jtfi#S**<D«Hffc^tt©ifiltt# (1. 23g) ^^^o 

mm& : 

1 H-NMR (400MHz. CDC1 3 ) ; 5 (ppm) I. 18 (t. J =7. 2Hz. 3H) . J. 98-2. 05 <m. 2H) . 2. 56 (q, 
J=7. 2Hz. 2H) . 2. 76 (br-t. 4H) . 3. 27-3. 31 (m. 2H) . 3. 59 (br-t. 4H) . 3. 75 (t. J = 6. 0Hz. 2 
H) . 7. 53 (br-t. 1H) . 7. 64 (br-t. 1H) . 7. 77 (s. IH) . 7. 83 (d. J = 7. 6Hz. 1H) . 7. 99 (d. J=8. 
4Ilz. 211). 8. 09 Id. J = 8. 4Hz. 1H) . 8. 34 (d. J = 8. 4Hz. 2H) . 

^xL 4fi 

Hft£ ; 213-215TC (# ft?) 

1 H-NMR (400MHz. DMS0-d*) ; 6 (ppm) I. 33 (t. J = 7. 2IIz. 3H) , 1. 67-1. 74 (m. 211) . 3. 22 
-3. 28 (n. 211) . 3. 33-3. 44 (m. 6H) . 3. 5 1 (br-t, 2H) , 3. 64 (br-d. 2H) . 4. 05 (br-d. 2H) , 7. 
68 (br-t. 1H) . 7. 80 (br-t. 1H) . 8. 02 (d. J = 8. 4Hz. 2H) . 8. 05 (d. J = 8. 0Hz. 1H) . 8. 17 (d. J 
= 8. 8Hz. 1 H) . 8. 29 (s. I Hk 8. 47 (d. J=8. 4Hz. 2H), 10. 68 (br-s. 1H) . 
MS (FAB) 0/2 439 (M+H)+. 
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&mm 353 i-(4-x^;ufcf^ y >-i--r n) -3- f4- (N-^ □ ti Ji/X ju? 7 ^-f 



N-7 D fcf JW-4- h U -7^)17* * ~)W< >-tf >X > 7 ^ K (I. 05g) £ Z-7 n ^ 
-I- t:^ 7 >-]-- f ;U) -f V * y U > (0. 4 6g) 7h74XhU7xi 

JW** 7 WS^ A (0) (0. 12g) tD?£&T. ^->U >^^^3?S^TtCT, — 

* an aa s « . s^^^^esx^;i/-e^«F? ttiaufc. as?££2N 

fb^&o s£«s<* (o. 4ig) zmtc. 



2 (tq. J = 7. 2. 7. 2Hz. 2H) . 2. 5 7 (q. J = 7. 2Hz. 2HK 2. 77 (br-t. 4H) , 2. 97 (q. J = 7. 2Hz. 2H) . 
3. 60 (br-t. 4H> , 4. 38 (br-t. 1H) . 7. 52 (br-t. HI) . 7. 6 3 (br-t. 1H) . 7. 77 (s. 1H) . 7. 83 
(d. J = 8. 4Hz. 1H) . 7. 95 (d. J = 8. 4Hz. 2H) . 8. 10 (d. J = 8. 4Hz. 1H) .8.31 (d. J = 8. 4Hz. 2H) . 




&mi* : 



'H-NMR (400MHz. CDCi ,) 



6 (ppn) 0. 89 (t, J = 7. 2Hz. 3H) .1.18(1, J=7. 2Hz. 3H) . I. 5 
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4£ St 

; 226. 5-227. 5X: (#fl?) 
'H-NMR (400MHz. DNSO-d.) ; <5 (ppn) 0. 81 (t. J = 7. 2Hz. 3H) . 1. 33 (t. J = 7. 2Hz. 3H) . I. 
40 (tq. J=7. 2Hz. 2H) . 2. 74 (br-q. 2H) . 3. 22-3. 28 (m. 2H) . 3. 32-3. 41 In. 2H) . 3. 50 (br- 
t. 2H) . 3. 64 (br-d. 2H) . 4. 05 (br-d, 2H) . 7. 65-4. 70 (m. 2H) . 7. 79 (br-t. 1H) . 7. 91 (d. J 
= 8. 8Hz. 2H) . 8. 03 Id, J = 8. OHz. 1H) .8-16 (d, J = 8. 4Hz. 1H) . 8. 24 is. 1H) . 8. 40 (d, J = 8. 8 
Hz. 2H) . 10. 56 (br-s. 1H). 
MS (FAB) m/z 439 (M+H) +. 

mi&to 3 5 4 1-(4-X^JU hT ^ 5 & >-!-- f )V) -3- (4- fN- (2-* h * ■> X ^ JM X 
J^y^>f;H7i-^UV^y 'J > ■ 2& & & <P E E 



£ 3-^ a (Mf )V tf ^ ^ y>-l-'f JH'f V + / D > (0. 4 5g) £ * -r h 7 * 7. 

h U 7xzj^X7^ >/t7^^A (0) (0. I2g) O^fcT, *->^>*^^35gB$v, 

«t»£2N<i[BfiTttffl L, *IB*ft»X^^T«»l/fc. 8NtK & <fc f h U A * & 
ffiT-pll=IOtUt»»X^JH?ttitiL. IO%^SEt b 'J 




529 



WO 99/18077 



PCT/JP98/04465 



&&0>&&<tG®<Di&mft (0. 43g) 

l H-NMR(400«Hz. CDCU) ; 6 (ppm) 1. 18 (t. J =7. 2Hz. 3H) . 2. 57 (a. J = 7. 2Hz. 2H) . 2. 7 
7 (br-t. 4H) . 3. 17 (dt. J = 5. 0. 6, 0Hz. 2H) , 3. 28 (s. 3H) . 3. 43 (t, J = 5. OHz. 2H) . 3. 60 (br 
-t. 4H) . 4. 87 (t. J =6. OHz, IH) . 7. 52 (br-t. 1H) . 7. 63 (br-t. IH) • 7. 77 Is. 1H) . 7. 84 (d. 
J = 8. OHz. 1H) > 7. 95 <d. J = 8. 4 Hz. 2H) . 8. 10 (d. J = 9. 2Hz. IH) . 8. 31 (d. J =8. 4Hz. 2H) . 

4££ 

A jA ; 222-224T: [»M) 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 34 (t. J=7. 2Hz. 3H) . 2. 95 (d t. J=5. 8Hz. 2H) . 
3. 18 (s. 311) . 3. 20-3. 27 (n. 2H) . 3. 33 (t. J = 5. 8Hz. 2H) , 3. 36 (br-t. 2H) , 3. 56 (br-t. 2H) . 
3. 6 3 (br-d. 2H) . 4. 04 (br-d. 2H) , 7. 67 (br-t. IH), 7. 79 (br-t. IH) . 7. 84 (t. J = 5. 8Hz. 1 
H) . 7. 93 (d. J = 8. 4Hz. 2H) . 8. 03 (d. J = 7. 6Hz. Ill), 8. 16 (d, J = 8. OHz. IH). 8. 24 (s. IH) . 8. 
40 (d. J = 8. 4Hz. 2H) . 1 1. 09 (br-s. IH). 
MS (FAB) m/z 455 <M+H)+. 

a? m m 3 5 5 i-i4-xfj^^7 -y >-\-* )V) -3- f4- (3-7 a -fa tf ;n x;u 




o 



O 
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M^afk/f u>(3D)!)f:->'xf ^rayifj^ 7- - s u 7i^u h (dast. o. 

Ual) £ tm A, &&&m$LT* -78t;Tft#Lfc. £ Z ffi #1 352 T I- (4- X 

* J >J > (0. 31g) £ 8 ft: * 5 1 U > (5m!) KJg^LTiiD A, £ £ tc 655 ffl & # L *: . Z. 
C *e DAST (0. 09ml) fciittl b . £■=>!::— f^iaiif iS t ^c. £na 

W«JI£&fn:&*I*~eifc# L, ^KT^^y^AT^SL/:. ?g & £ & JE iB 5£ b , 

SIT, «i«6tt t «i««0«iafb'er«Ojl!«# (0. 23g) zmit. 

mm& : 

1 H-NMR (400MHz, CDC Is) ; 6 (ppm) 1. 18 (t, J=7. 2Hz. 3HK 2. 11-2. 26 (m. 2H) , 2. 56 (q. 
J = 7. 2Hz. 2H) . 2. 77 (br-t. 4H) . 3. 26-3. 30 (m. 2H) . 3. 60 (br-t. 4H) . 4. 5 3 <d t. J = 5. 6. 4 6. 
8Hz. 2H> . 7. 53 (br-t. 1H) . 7. 64 (br- I. 1H) , 7. 77 (s. 1H) . 7. 83 (d. J =8. 0Hz. 1H) . 7. 99 (d. 
J = 8. 4Hz. 2H) , 8. 10 (d. J=8. 4Hz. 1H) . 8. 36 (d. J = 8. 8Hz. 2H) . 

4eS fife -(fi 

Sfc * ; 224-225*0 

'H-NMR (400MHz. DMSO-de) ; 6 (ppm) 1. 33 (t. J = 7. 2Hz. 3H) . I. 90-2. 04 (m. 2H) , 3. 22 
-3. 28 <m. 2H) . 3. 32-3. 4 I (o. 2H) . 3. 44-3. 54 (n. 4H) , 3. 64 (br-d. 2H) ,4,05 (br-d. 2H) . 
4. 50 <dt. J = 6. 0. 46. 8Hz. 2H) . 7. 69 (br- t. IH) . 7. 81 (br-t. IH) , 8. 03-8. 06 On. 3H) , 8. 1 
7 (d. J =8. 4Hz. IH) , 8. 30 (s. IH) , 8. 4 8 (d. J = 8. 4Hz. 2H) .10.62 (br-s. IH). 
MS (FAB) m/z 442 (M + H) K 

m m m 3 5 6 i-n-x^;u g ^ s? >-i-*f jh -3- h- (tf □ *j y >-i-*f jh x ji* 



531 



WO 99/18077 



PCT/JP98/04465 




toijy> . 441J Zf^-)V7, * -)\ss<>-£> ^>75 K (1. 17g) t Z-7 o ^£ 
-l-(4-Xf ;Hf ^7 y >-l--f il'X 7 + y U > (0/64g> t^7^XMJ7x- 
7 ^ 7 A (0) (0. 09g) ^->U>^l:t, S*»BftT. 

2N*£&T*UiiJ TKB^I^RX^^Tiife^Lfc. 8N* Hfi ft h U A # Jg «E "CpH 
= lOt LTKKxf jl/Titilb, I0%^K^ h U £ A zK *S fiS » ft T 1 tfc » 
U , Sftffi ^ 9* -> ^7 AT»£» l> fc. fgftg £ ^JEf@£ L> ~> 'J * ¥ Jl * ^ A 

Gm&m&w (o. 4?g) «r»fc. 

1 H-NMR (400MHz. CDC 1 3) ; 6 (ppm) ). 18 (t. J = 7. 2Hz. 3H) . 1. 76-1. 79 (n. 4H) . 2. 57 (q. 
J=7. 2Hz. 2H) . 2. 77 (br-l. 4H) . 3. 28-3. 31 (n. 2HL 3. 60 (br-t. 4H) . 7. 52 (br-t. 1H) . 7. 
64 (br-t. IH) . 7. 77 (s. 1H) , 7. 83 (d. J = 8. 0Hz. 1H) . 7. 92 (d. J = 8. 6Hz. 2H> , 8. 10 (d. J = 8. 
4Hz. 1H) . 8. 32 (d. J = 8. 6H2. 2H) . 

fiS ^sf^ 

tt£ ; 238. 5-240*C 
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1 H-NMR (400MHz. DMS0-d«) : <5 (ppo) I- 34 (t. J = 7. 2Hz. 3H) . I. 65-1. 68 (m. 4H) . 3. 18 
-3. 27 (d. 6H) . 3. 32-3. 40 (i, 2H) . 3. 56 (br-t. 2H) . 3. 63 (br-d. 2H) . 4. 02 (br-d. 2H) . 7. 
68 (br- 1. IH) . 7. 80 (br-t. 1H) . 7. 94 (d. J = 8. 8Hz, 2H) . 8. 05 (d. J = 7. GHz. 1H> . 8. 16 (d. J 
= 8. 8Hz. IH). 8. 27(s. IH). 8. 45 (d. J = 8. 4Hz. 2HK II. 17 (br-s. III). 
MS (FAB) m/z 451 (M+H) K 

&l&m 3 5 7 fcf^ i?>-\-^ ;U)-3- [4-(N-X^JUXJU^ t >f JU 1 




N-X =r JU-4- h *)7?-Jl<7,?-Jl^>-¥>X)U*>ySL K (I. 05g) t. a ^E-l 
- t^7^>-l--f JH-f 7 + y 'J >(0.61g)^, fh7+Xh»J7i"Jl/ 

*X 7 5? *J & A (0) (0. 09g) <D&&T. ^yI/>^^i^i^TI:i, — ift 

K7?amL. *B£»«x^^-ett» L Jfe. 8N*&ffc:J- h 'J £ A * fig & T pH= 1 0 
fbS423C7>S8SI# (0. 49g) 

'H-NMR (400MHz. CDC1 0 ; <5 (ppm) I. 14 (t. J = 7. 2Hz. 3H) . I. 18 (t. J = 7. 2Hz. 311) . 2. 5 
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7 (q. J=7. 2Hz. 2H) . 2. 77 (br-t. 4H) . 3. 07 (da. J = 5. 0. 7. 2Hz. 2H) . 3. 60 (br-t. 411) . 4. 30 
(t. J=6. OHz. IH). 7. 52 (br-t. IH). 7. 63 (br-t. IH), 7. 77 (s. IH) . 7. 83 (d. J = 8. 8Hz. IH). 
7. 95 (d. J=8. 4Hz. 2H) . 8. 10 (d. J=8. 4Hz. IH) . 8. 31 (d. J = 8. 4Hz. 2H> . 

^§ Bit 

S*,£ ; 147-149X: 

1 H-NMR (4 00MHz. DMSO-d*) ; 6 (ppm) I. 00 (t. J = 7. 2Hz. 3H) . 1 . 33 (t. 1=7. 2Hz. 3H) . 2. 
79-2. 86 <m. 2H) . 3. 21-3. 27 (m. 2H) . 3. 32-3. 4 (m. 2H) , 3. 53 (br-t. 2H), 3. 63 (br-d, 2H) . 
4. 04 (br-d. 2H) . 7. 64-7. 69 (m. 2H) . 7. 79 (br-t, IH) . 7. 92 (d, J = 8. 4Hz. 2H) . 8. 03 (d. J = 
7. 6Hz. IH) . 8. 16 (d. J = 8. 4Hz. IH) . 8. 24 (s. IH) % 8. 41 (d. J = 8. 4Hz. 2H) 10. 86 (br-s. IH) . 
MS (FAB) m/z 425 (M+H) +. 

m m m 3 5 8 i> >-\-<i ;d-3- [4- (N-* * ;u-N-y d tf )v*)\> 



N->f ihlf-^D \Z )U-4-h 'J 7f ^ - >ii > 7. > 7 5 H (2. 00 g) £ 
3-7 a - I- (4-x f^7y>-l--f jl/KV^; U > (0. 64g) £ . fh74^h 
iJ7i-;b*7 7-O^7>?')AI0J !0.15g)©ffftT» * > U > ^^S-f^S^vT 
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^TpH^ 10<h UT#&X^;UT«ittJ io%^e^- h U AtK^^> S*Q:&:&* 

&n<Dmm<t&%}o&m & <o. 5 6g> £f^fc. 

: 

'H-NMR (400MHz. CDC I a) ; 6 (ppn) 0. 95 (t. J = 7. 2Hz. 3H) . I. 18 (t. J=7. 2Hz. 3H) . 1. 5 
9 (tq. J=7. 2. 7. 2Hz. 2H) , 2. 57 (q, J = 7. 2Hz. 2H) , 2. 75-2. 78 (77H) . 3. 0 1 (t, J = 7. 2Hz. 2H) . 
3. 60 (br-t. 4H) . 7. 5 2 (b r- t. 1H) . 7. 63 (br-t. 1H) . 7. 77 (s. 1H) . 7. 8 3 (d> J = 8. OHz. IH) . 
7. 87 (d. J = 8. 6Hz. 2HJ . 8. 10 <d. J = 8. OHz. 1H) , 8; 18 (d. J = 8. 6Hz. 2H) . 

m ztitzm&ft&tt m\z& o mm& 1 1,* x^ j - >v / x- ^ ^tt® l 
Kj£ : I99. 5-200. sr 

1 H-NMR (400MHz. DMSO-d.) ; <5 (ppra) 0. 86 (t. J = 7. 2Hz. 3H) . 1. 34 (t. J = 7. 2Hz. 3H) . 1. 
50 (tq. J = 7. 2, 7. 2Hz. 2H) . 2. 70 (s. 3H) , 2. 95 (t. J = 7. 2Hz. 2H) . 3. 20-3. 27 (m. 2H) . 3. 32 
-3. 40 (□. 2H> . 3. 56 (br-t. 2H) . 3. 63 (br-d. 2H) . 4. 02 (br-d. 2H) . 7. 68 (br-t. IH) . 7. 80 
(br-t. 1H) . 7. 90 (d. J = 8. 8Hz. 2H) , 8. 05 (d. J = 7. 6Hz. IH) . 8. 16 (d. J = 8. 4Hz. 1H) , 8. 2 6 
(s. HI) . 8. 44 (d. J = 8. 4Hz. 2H) . 1 1. 18 (br-s. IH). 
MS (FAB) m/z 453 (M + H) +. 

^mm 3 5 9 I- (4-X^;i/ bT ^ ^ it >-i--f ;u>-3- 14- (N. N->* X-^ )Uy 7 ^ 
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N. N-yX^;k4- h U ^^^^^-^^Ot'yXJP^yyS K (1. 29g) t3-^n 
^E-l - (4-zc ^ )\, vz-l-'f ;P ) V^V 'J > (0- 5 5 g) £ * T h 7 4 X h 'J 7 x 

— ^ -r ^ (0) (0. !0g) <o#«ET. +->u>t^^f ffl^Ti:x, 

= 10t UXBtefcX^UT&fcii 10%jp?^^- h U O ATKSfK. fiS fP ^ ifi zK T? ft # 
flSBfb^tt© 10. 48g) Z&Tc. 

'H-NMR (400MHz. CDC) 3 ) ; 5 (ppm) 1. 17 (t. J=7. 2Hz. 610. 1. 18 U. J = 7. 2Hz. 3H) . 2. 5 
7 (q. J = 7. 2Hz. 2H) . 2. 77 (br-t. 4H) . 3. 28 (q, J = 7. 2Hz. 4H) . 3. 60 (br-t. 4H) . 7. 52 (br-t. 
IH) , 1. 63 (br-t. 1H) . 7. 76 is. IH) , 7. 83 (d. J = 8. 8Hz. 1H) . 7. 90 (d. J = 8. 4Hz. 2H) , 8. I 0 
(d. J=8. 4Hz. IH) . 8. 29 (d. J = 8. 4Hz. 2H) . 

» ; 210-2 1 2T: 
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'H-NMR (400MHz. DMS0-d6> ; <5 (ppm) J. 07 (t. J = 7. 2Hz. 6H) > 1. 34 (t. J=7. 2Hz. 3H) . 3. 
1 8-3. 26 (m. 6H) , 3. 32-3. 39 (id, 2H) . 3. 56 (br-t. 2H) . 3. 62 (br-d. 2H) . 4. 02 (br-d. 2H) . 
7. 67 (br-t, IH) . 7. 79 (br-t. 1H) . 7. 92 {d. J = 8. 8Hz. 2H) . 8. 04 <d. J = 8. OHz. 1H) > 8. 16 (d. 
J =8. 4Hz. IH). 8. 2 5 (s. IH). 8. 4 1 (d. J = 8. 8Hz, 2H). 1 1. 2 2 (br-s, JH) . 
MS (FAB) m/2 453 (M+H) +. 

& m m 3 6 0 1- M-X f Ji^K^ =7 is >-{-■<< JU)-3-l4-fN-M-* T)V?U)£)V) 7s 



N- (!->> ^ )\s Zf n -4- h U ^ 7. 5 >-tf > X ;P * > 7 5. F (0. 98g) 

<h 3-yo : E-)H4-j:f tT^^> ? >-l-"f )V) ^ y + y U > (0.42g) £ » ^ h ^ * X 
K U 7x-^^77-f >M7vC7A (0) (0J8g)O^^T, ^>-V>^^^^ffl^ 

h ^ ^ ? — (^DD^;i/A//^y-iH)T^J3lT, 

a« (3D«IHfc^«J0!)«BI# (0. 3 6g) 



1 H-NMR (400MHz, CDC) 3) ; (5 (ppm) 0. 8 3 (t. J = 7. 2Ilz. 3H) , I. 06 (d. J = 6. 4Hz. 3H) , L 1 




ifi! £8 4fc : 
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7 (t. J = 7. 2flz. 3H) . 1. 39-1. 47 (n. 2H) . 2. 56 (q. J = 7. 2Hz. 2H) . 2. 76 (br-t. 4H) , 3. 28-3. 
34 (m. IH) , 3. 59 (br-t. 4H) . 4. 75 (d. J = 8. OHz, IH). 7. 51 (br-t, 1H) . 7. 61 (br-t. 1H) . 7. 
76 (s. IH) . 7. 80 <d. J = 8. OHz. 1H) . 7. 98 (d. J=8. 8Hz. 2H) . 8. 09 (d, J = 8. OHz. IH) . 8. 31 (d. 
J = 8. 8Hz. 2H). 

6fc 

St* ; I 55-1 56X: 

'H-NMR (400MHz. DMS0-d«) ; 6 (pjjid) 0.V74 (t. J = 7. 2Hz. 3H) > 0. 90 (d, J = 6. 4Hz. 3H) . I. 
30- 1. 37 (o. 5H) . 3. 08-3. 27 (in. 3H) , 3. 3 3-3. 40 (m, 2H), 3. 54 (br-t. 2HK 3. 63 (br-d. 2H) . 
4. 04 (br-d. 2Hh 7. 62 (d. J = 7. 6Hz. IH). 7. 67 (br-t. IH) . 7. 79 (br-t. IH). 7. 93 (d. J = 8. 
4Hz. 2H) , 8. 03 (d. J = 8. 4Hz. IH) . 8. 15 (d. J = 8. OHz. HI) . 8. 25 (s. IH) % 8. 40 (d. J=8. 4Hz. 
2H) . 10. 95 (br-s. IH). 
MS (FAB) m/z 453 (M+H) +. 

mmm 3 6 1 1- h-zc^ )v br^c ^ v >-i— r ;to -3- ia- (n-* ^ ;u z? r ^ -f ju) 



T-^-4- h 'J y 3^7, ^ - JW^ >ir > X JU* > 7 £ K (I. 23g) £ 1-7 a qE-1 
-|4 : lf;H^^7-/>-|-'fiHr;^y 'J > (0. 73g) "r h z> 3~ 7* h V V x - )V 




o 



o 



NHMe 
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*X V 4 >/t7 "SOU (0) (0. 10g) corset, +->u> i l i il^lfTi:T, -ffc 
UDjftHSiEa 1**:. #3lg£. K J&ftfcflFKx^^TftR flSiab*:. a£&£2N*& 
&Tj&mb* *JH€:PBtX^;UT«£»U3t. 8N* ft <b ± h »J £ A ;* & ft T pH= 1 0 
tlt»KX?;i/Tiait» \0%§i&j- h »J £ A*&i&. fig fo ^ tt * T R » b , 

v ->■> at^h ufc. &&£&ee?s£u* -> y ^ A * D 

fc^^cD&Jti* (0. 38g) 

mm& : 

1 H-NMR {400MHz? CDC ] »} ; 3 (ppm) L 1 8 ( t . J = 7. 2Hz. 3H) . 2. 57 (q. J = 7. 2Hz. 2H) . 2.7 
1 (s. 1. 5H) . 2. 72 <s, 1. 5H) . 2. 77 (br-t. 4H) , 3. GO (br-t. 4H) . 4. 35 (br-q. 1H) . 7. 53 (br 
-t. 1H) , 7. 64 (br-t. 1H) , 7. 77 Is. IH) . 7. 83 (d. J = 8. 0Hz. 1HJ . 7. 95 (d. J«8. 4Hz. 2H) . 8. 
10 (d. J = 8. 0Hz. 2H) . 8. 32 <d, J = 8. 8Hz. 2H) . 

£i S£ & : 

Bfc£ : 170-172X: 

l H-NMR(400MHz. DMSO-d.) ; 6 (ppm) 1. 34 U. J*7. 2Hz. 3H) . 2. 46 <far-d. 3H) . 3. 20-3. 
27 (m. 2H) . 3. 32-3. 40 (m. 2H) , 3. 56 (br-t, 2H) . 3. 63 (br-d. 2H) . 4. 03 (br-d. 2H) * 7. 57 
(br-s. IH) , 7. 67 (br-t. IH) , 7. 79 (br-t. IH) , 7. 91 (d. J = 8. 4Hz, 2H) . 8. 04 <d, J = 8. 0Hz. 
1H> . 8. 16 (d. J = 8. OHz. 1 H) . 8. 24 (s. 1H> . 8. 4 2 (d. J = 8. 4Hz. 2H) . 1 1. 1 I (br-s. IH) . 
MS (FAB) m/z 411 (M+H) +. 

MS m 3 6 2 1- (4-X ^ )V bf ^ ^ V >- 1--T ;U)-3- (4 - (N. N-5?^f ;^Jl/7 7 t 



539 



WO 99/18077 



PCT/JP98/04465 




N. II- zs * ?-)V-A- h U Jl/Z * — JL"^ >-tf >7, Jlfc > T £ K (1. 2 Ig) £ 3-^ □ 
^E-l- (4-XfJl/ t^7y>-l-f;H-fV*y'J>(fl. 55g) fhn^h'j7x 
-J^X7>r / /^'/^A (0) (0. lOg) <Oh£&T, +yl'>^g^^iliTi:T t 

iSy^^y^ATlfciitJt. &ft££**EEig5* L, 5i 81 £r 1 J fJ *f )]/ jj z? 

g?Sfl:£4fcoi8Ef8# (0. 51b) 
2£ £1 fa : 

'H-NMR(400MHz. CDC] ,) ; 6 (ppm) 1. 18 (t. J = 7. 2Hz. 3H) . 2. 5 7 (q. J = 7. 2Hz. 2H) , 2. 7 
5 (s, 6H) , 2. 77 (br-t, 4H) . 3. 6 1 (b r- 1 . 4H) . 7. 53 (br-t, 1H) , 7. 64 (br- 1. 1H) , 7. 78 (s. I 
H) . 7. 87 (d. J = 8. 8Hz. 2H) .8.11 <br-d. IH) . 8. 34 (d. J = 8. 8Hz. 2H) . 

Sfe ; 155-1 56*0 

'H-NMR (400MHz. DMSO-d«) ; 6 (ppm) 1 . 34 <t. J =7. 2Hz. 3H) . 2. 66 (s. 6H) . 3. 2 I -3. 27 
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(m. 2H) . 3. 33-3. 40 (m. 2H) . 3. 54 (br-t. 2H) , 3. 63 <br-d. 2H) . 4. 03 (br-d. 2H) , 7. 68 (br 
-t. 2H) . 7. 80 (br-t. 2H) . 7. 88 id. J«8. 6Hz. 2H) . 8. 05 (d. J = 8. 4Hz. iH) > 8. 28 (s. IH) . 8. 
46 (d, J = 8. 6Hz. 2H) . 10. 97 (br-s. IH) . 
MS (FAB) d/z 425 (M+H) +. 

&mm 3 6 3 l- (4-x 7- jv e ^ ^ y > - i-r ju) -3- (4- (n— > # n d e )\, x )V y 




N-->^ D^D U ;PX^-;K>t*>X^^>75 H (1. OOg) £ 3- 

ynt-l- (4-Xf =r >-\-' i )V) -f V * y U > (0. 5 6g) £ , f* V ? *r7, h U 

7 xz:^** 7 //l7yOA (0) (0. 08g) ^>^^T, ^ y U > t^$i?igT I: 

fi^=&2NtlK-Cfflm tK® ^KSlxf 8 N h U V A zfc Jg i£ 

®<D^gi{fc^^|CDi5!?5E^ (0. 43g) 

m%&& : 

'H-NMR (400MHz, DMS0-d«) ; 6 (ppm) 0. 39-0. 52 (n. 411) . 1. 08 (t, J=7. 2Hz. 311) % 2. 15 
(br-s. IH) . 2. 68 (br-t, 4H) . 3. 4 7 (br-t. 4HK 7. 62 (br - 1, HI) . 7. 7 4 (br - 1. IH) . 7. 92 (d. 
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J = 8. 6Hz. 211) , 7. 96-7. 99 (d. 2H) > 7. 10 <d, J = 8. 0Hz. 1H) . 8. 13 (s. IH) . 8. 42 (d. J = 8. 6Hz, 
2H). 

ft & tl & iK B # £ # i* K D i&mmt: y-^/IPE3^e«tt*UT- K 

HjA ; 158-1 59. 5t: 

'H-NMR {400MHz. DMS0-d«) ; 6 (ppm) 0. 39-0. 53 (m. 4H) . I. 34 (t. J = 7. 2Hz, 3H) . 2. 16 
(br-s. IH) > 3. 20-3. 27 (n. 2H) . 3. 32-3. 40 (m. 2H) , 3. 56 (br-l. 2H) . 3. 63 (br-d. 2H) . 4. 
04 (br-d. 2M . 7. 67Ubr-t. IH) . 7. 80 (br-l. IH) . 7. 94 <d. J = 8. 4Hz. 2H) . 8j 00-8. 05 (a. 2 
H) . 8. 16 <d. J = 8. 6Hr. IH) t 8. 25 (s. IH) . 8. 43 (d. J = 8. 6Hz. 2H) .11.14 <br 7 s. IH) . 
MS (FAB) m/z 437 (M + H) +. 

m m m 3 6 4 i-(4-x^ju i^>-i— r JM-3- f4- (N-x^ ;u;a ji^^e^ )i) -y 



h 'J7f J^^ziK/X7^ K (I. 35g) <t 3-3/ □ €-l-IMf Jl' 
tT ^ ^ ^ >-I--f -f V * / U > (0. 82g) £ , fhnXh>j7x-Jl/^77^> 
/t ^ S? ■> A (0M0. I2g) ©fipfcT. * -> > *£IS5 f?ffl^T (CT, — nffl&SdS $ 
iffc. #£P&, EfSMfcWlSx^^-T?*!* BiSU/i. fiS m €r 2N*£ St T Ml £±i U , 
7K«£filFKX^jUTifcS*Lfc. %H*m<ti- MJ^Azfc&rfc-CpH^OiLT&t&X 



O 
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-(^dd*;i,a/^/-j^)t^eiit, &m&w^v>m&it$y)<Dmm& 

(0. 58g) £f§fc. 

1 H-NMR (400NHz. CDCla) ; 6 (ppm) 1. 18 (t. J = 7. 2Hz. 3H) > i. 29 (t. J = 7. 2Hz. 3H) . 2. 5 
6 (q, J =7. 2Hz. 2H) . 2. 77 (br-t, 4H) . 3. 54 (cJq. J = 5. 6, 7. 2Hz, 2H) . 3. 60 (br- t. 4H) , 6. 14 
(br-t, 1H) . 7. 50 (br-t. 1H) . 7. 6 1 (br- 1. 1H) . 7. 75 (s. IH) . 7. 82 (d. J =8. 0Hz. IH) . 7. 86 
ii(d. J =8. 8Hz, 2H) . 8. 09 (d. J = 8. 4Hz. 1H) . 8. 24 (d. J = 8£8Hz. 2H) . 

ft& -ft ; 1 60-1 60. 5"C 

MI-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 16 (t. J=7, 2Hz. 3H) , 1. 34 <t, J = 7. 2Hz. 3H> . 3. 
20-3. 27-(n. 2H) . 3. 29-3. 40 (n. 2H) , 3. 55 (br-t. 2H) , 3. 63 (br-d. 2H) . 4. 02 (br-d. 2H) % 
7. 64 (br-t. 1H) . 7. 77 (br-t. 1H) . 7. 99 (d, J = 8. 4Hz. 2H) . 8. 02 (d. J = 8. 0Hz. IH) . 8. 14 (d. 
J =8. 4Hz. IH) . 8. 21 (s. IH) . 8. 29 (d. J = 8. 4Hz. 2H) . 8. 59 (t . J = 5. 4Hz. IH) . 1 L 07 (br-s. 
IH). 

MS (FAB) n/z 389 (M+H) +. 

m 1& m 3 6 5 1- (4-X^;U 7 V >-l--f )V) -3- (4- ^ )Vi3 JWS^ -f )V) T7 
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NHMe 



^;U-4- V 'jyf^X^-)K>X7S K (I. 35g) t3-7D^-l- (4-X^;U < 
\H^=7 V> > -1--T < V *r y 1 J >■ (O. 82g) fh7^^h»J7x-J^77^> 
7 -V ^ A (0) (0. I2g) 0#£eT, 4- > l/V^^^^i^TlCt, — fifttOl&S SSI S 

?££>l£* £*frig£St&X? t ;i/-e^SRL* & SSL it- $«t*S^2H£i§STl$tij U * 
TKJSfcef&X^^Tifc^L*:- 8N*&<fc± h »J !)A7k8*TpH= IOt LT»Rl 

mm&MEEmikv. ^i^->'j^y;M pv k^7 7-< 

<0. 58g) £ 

'H-NMR (400MHz. CDC 1 3) ; 6 (ppn) 1. 18 (t. J =7. 2Hz. 3H) , 2. 5 7 <q. J = 7. 2Hz. 2H) . 2. 7 
7 (br-t. 4H) . 3. 05 (s. I. SH> . 3. 06 <s. I. 5H) . 3. 60 (br-t. 411) . 6. 2 1 (b r-o. 1H) . 7. 4 9 (br 
-t. 1H) . 7. 61 (br-t. HI) . 7. 7 5 (s. IH) . 7. 80 <d. J = 8. 4Hz. IH) . 7. 86 (d. J = 8. 4Hz. 2H) . 8. 
09 (d. J = 8. 4Hz. IH) . 8. 23 (d. J = 8. 4Hz. 2H) . 

« J& ; 161. 5-I63X: 
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'H-NMR (400MH2, DMSO-d») ; <5 (ppm) 1. 33 (I. J = 7. 2Hz. 3H) . 2. 82 is. ]. 5H) . 2. 83 (s. 
I 5H) 3 21-3. 27 (m. 2H) . 3. 32-3. 40 (m. 2H) . 3. 53 (br-t. 2H> , 3. 64 (br-d. 2H). 4. 02 (b 
r-d. 2H) , 7. 65 (br-t. IH) . 7. 77 (br-t. IH) . 7. 98 Id. J = 8. 4Hz. 2H) , 8. 02 (d. J*7. 6Hz. 1H) . 
8. 14 (d. J = 8. 4Hz. IH), 8. 21 (s. IH) . 8. 29 (d. J -8. 4H2. 2H) . 8. 55 (br-q. IH) .10-90 (br- 
s, IH). 

MS (FAB) m/% 375 (M+H) +. 

&WiM 3 6 6 fcf ^ 7 V JP) -3-(4-<X^^X^^-;U) 7 ji - 



(4- h U Jl^X ^ — 7 n JP) X > (I. 53s) t 3"^ D ■t-l- (4-x 

;i/ tf ^ ^ >-i--f ;u ) -f v + y u > (0. 7 1 g) £ » fh7^^MJ72-;i/*77^ 

C A (0) (0. 13g)<D#£E~F> -BJflS&iSgS 
L, Tfc/g ^ftixf Ufc. 8N7KKit:^- h 'J O A * & TpH= iot LTK 

iSStgltt (0. 68g) 
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'H-NMR (400MHz. CDC 1 3 ) ; 6 (ppb) 1. I8(t. J = 7. 2Hz. 3H) . J. 32 (t. J = 7. 2Hz. 3H). 2. 5 
7 (q, J =7. 2Hz. 2H) . 2. 77 (br-t. 4H). 3. 16 (q. J = 7. 2Hz. 2H) .3.61 (br-t. 4H) .7.53 (br-t, 
1H) , 7. 64 (br-t. 1H) , 7. 79 {s, 1HJ . 7. 84 (d. J = 8. OHz. 1H) . 7. 99 (d. J=8. 4Hz. 2H) . 8. I 1 
(d. J = 8. 4Hz. 1H) . 8. 36 (d. J = 8. 4Hz. 2H) . 

Bit IS 

Itt A ; 150-151. 5t; 

'H-NMR (400MHz. DMSO-de) ; 6 (ppu) 1. 14 (I. J?7. 2Hz, 3H) . 1. 34 (t. J = 7. 2Ilz. 3H) % 3. 
20-3. 27 (m. 2H) . 3. 32-3. 40 (m. 4H) . 3. 55 (br-t. 211) . 3. 63 (br-d. 2H) . 4. 04 (br-d. 2H) . 
7. 68 (br-t. 1H) . 7. 80 (br-t. 1HK 8. 01 (d. J = 8. 4Hz, 2H) > 8. 0 5 (d. J = 8. OHz. 1H) . 8. 16 (d. 
J = 8. 4Hz. 1H) . 8. 29(s. 1H). 8. 47 (d. J = 8. 4Jlz. 2HK 1 1. 07 (br-s. 1H). 
MS (FAB) m/z 4 10(M + H)f. 

m m m 3 6 7 1- (4-x-^u 1 ? v >-i->r jv) -3- 0-7 jv* a -4-* h =* >x h 



4-^ >yi^+y-3-7i^P7i-J^^I (1. 97g) t 3-^ D^-|-(Mf ^ 
e^7^>-l--OU)-fy=*y U > (2. 5 7g) -r h^^X MJ :7xXJU**:7>f > 
^ 7 v O A (0) (0. 09g) <D??#~F, h;UX>(2 50ml)^cfc^l0%^fiJ^-h'J^A7f<?§ 



F 




OMe 
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ffcUSOml)*, ^55f^@^T lz T 2&f ft\Mf&mm 2 it ft. C :i:4-^>v^t4 y 
-3-7 fr* a 7 x ~ O & (0. 99g) £ ii an IT, 30# t$ Id 1» jS SI £ "fr & . 

tz. &mm&tt&v* 2m&-e2i2imm b, *ju £»kx^^tr# t&. sntkk 

fbthU ■> A*i$i£TpH = IO£bTei£&X^;UT}fc£iib, IO%^&±MJ^Azfc 

&fB:ki&7KTSt# b. ttBT^*5">AT««Lfc. £MEEfS3?b, 
^jg £ I) # # ^ A 47 D ^7 V V 7 7 4 — K$UWfr)\,lx/*$J— 

in, isfe^si co i- (4-x^;u tr i 7 v >-i-< ;u) -3- (4-^ > i; )i*=± 

1-7 □7iZJH-fV+y 'J > £ (3. I9g) . 

^bnfci- (4-x^ju tf ^ ^ ^ >-i--f -3- <4-^ > d ? 

— ;P (200ml) C^iL, 10% -/^ A (0. 31g) £ AO*., ^ J£ "C 2£ B FsJ 
J£ftfejt7C b fc. Mi^itS^bv »fi£«:«ffiW*bfc. *£JbD;^, & lr> T ft Si « » 

*g&£&EEig^b*:. r«e& -> u a ^ a ^ d 

(4-Xf ^e^7V>-l-^fJH-3-(3-7JUD-4-h h'D*->7i-Jl'KV4y U 
> (I. Olg) €r»fc. 

**ffc* h 'J £ A (0. 03g) ^n-'s* it >T'ifc# b. NJ-y^^J^JU75 K 
(2ml) * -frT, **T«t*L&. c - «c JilB l- (4-x ^;nf * ^ 5; >-l--f ;n 

-3- (3-7 JU^- n -4-t K a + -> 7 a: x;U) V * y 'J > (0. 20g) £ N. N- :x ;* ^ ^ * 
A75 K (2Bl)l:ig*UTllD7l. ^ r& T* 50 ?* 13 IS # b fc . ?l & * # b , 2-*b*~> 

o S H (7 9m 1 ) 1J0 A * ^&#K^.T* 5 0*C T - K & ft b . K « ft tc * 
tfln*. KKi? ;PT*Uiii b 7c, TKift, &fu&«l*&#'t£. «t»Ty*->«>AT 
&&b* »fli£«EEiBS b fc. is U fttf to* 7 A ^ d V h V 7 7 4 ~ o 
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16g) £ f§£. 

mm& : 

'H-NMR (400MHz. CDC 1 >> ; 6 (ppm) 1. I7(t. J = 7. 2Hz. 3H) . 2. 55 (q. J=7. 2Hz. 2H>. 2. 7 
5 (br-t. 4H) . 3. 47 (s. 3H) . 3. 58 (br-t. 4H) . 3. 79-3. 82 (a. 2H) . 4. 24-4. 26 (m. 2H) . 7. 06 

(dd. J = 8. 6, 8. 6Hz. 1H) . 7. 45 (br-t. 1H) . 7. 57 (br-t. IH) . 7. 59 (s. 1H) . 7. 76 (d. J = 8. OH 
z. IH) . 7. 85-7. 8 8 On, IH) . 7. 95 (dd. J = 2. 0. 12. 8Hz. JH) . 8. 06 (d. J = 8. 4Hz. IH) . 

»&nfc*tt#*#»fc«fc d£»&£ j ipe^ mticm it, m 

Sf& » 
flftj& ; N2. 5-1 14*C 

1 H-NMR (400MHz. DMSO-ds) ; 6 (ppm) 1 . 33 (t. J = 7. 2Hz. 3H) . 3. 20-3. 2 7 (id. 2H) . 3. 3 1 
-3. 39 (m. 2H) . 3. 34 (s. 3H) . 3. 5 2 (br-t. 2H) . 3. 63 (br-d. 2H) . 3. 7 1-373 (n. 2H) . 4. 00 (b 
r-d. 2H) . 4. 24-4. 26 On. 2H) . 7. 3 1 (dd. J = 8. 8. 8. 8Hz, IH) . 7. 60 (br-t. JH) . 7. 74 (br-t. 
IH) , 7. 95-8. 06 (m. 3H) . 8. 08 (s, IH) . 8. I 1 (d. J = 8. 4Hz. 1HK 10. 96 (br-s, III). 
MS (FAB) m/z 410 (M+H) +. 

mmm 3 6 8 1- (4-X^JU e ^ ^ y >-l--f )V) -3- (3. 5-y Z? )V * P-4-* h * -> 



F 




4-^>yAt+/-3.5-i;7^tD7iz;^^K(l. 97g) d: 3-7 D t-|-(M 
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f ;pe^7i/>-i-<ju< v^y »j > (5. 20g) y- h ? * h u 7 jl -ji^x ? 

4 Wt7 -^O A (0) (0. 50g) (DW&T* b)l3L>2bQm\&JLlfi[Q%mm±b*)02** 
(150ml) tlCT. ^5fc#ffl§lT. l^FPp1Jial»jSfiS £ jfc. d £ tz4-^ >yJ^ 

**>-3. 5->?7;»/* d 7 x - (i. i5g) *iian iWBnao3»iafliid-&fc. n 

K4-^>v;i/t + ->-3, 5-5* 7 ;u 5*0 7 x - (i. i5g) £iianL, — efeaoSfc 

8NzK&{fc:h MJ£A*&&TpH=10£LT^&X^^T&li3L,. JOXdStt^- h U 

T ^ K l T , « *£ 51 rfc tt <E> 1 - (4- X ^ ^ If ^ 7 v> > - 1 - -f ^ ) - 3- (4- ^ > ^ * 
->-3. S-^^^U^a 7 x ~ JlO-T 7*7 'J >£^£ (6. 44g). 

Hb^fcl- (4-X ^ ? ¥ >-\-^ )U) -Z- (4-^ > iS Jl* * zs-Z.S-iS 7 

o^x-iH-f 7 + y 'JX6.44g)^^i£l:«);oTlK^tlfc. <?D *S & * > 

* / - )V (200ml) lOfc-Zt 7 ^C? A/e*3s&!& (0. 48g) £tJQ;L. EE T — 

U*:* te&£S8t5feb. *g ftS £ tt HI ffi * L, fc. * * J>D X , Jfct»TfflfD» 

^SET^^y^AT^^L, «K « ft # H R <0 I - (4-X ^ ^ tf ^ 

7 ->* >-l — f ^) -3- (3. 5—>* 7 ;U ^- D-4- t K D * •> 7 x x;P) -f V * / U > (3. 36g) 

* » fc . 

*&<fc^ h >J O A (0. 04g) £ n-^\^1t >T2fc# N. N->? > ^ ^ ^ A A 7 i K 
<2ml) »c!B«S it. 3k*frT«#U;fc. £ C K ± IS I - (4-x ^ ;u if ^ 7 ^>-l--f ;U) 
-3- (3. 5--/ 7 ;b * a-4- 1 H o * -> 7 x x;u) -f v * / 'J > (0. 30g) £ W. N->> ^ 
*^A7S K (2id1)»:IS»LT10A, M T 50# PhI JB # U fc * W « * # L , 2-*h 
^ylfjl/7D = K(ll5nl)£ftDA. S?^f?E£T. BOTC T - l& IB # L it . R f£ ffic 
ic*£J!jn;L, WKx^;UT«ias Ufc. *«fc. ttfo ft tt£ * ifc «. Jfc&^y^v"} 
A T £ b , fg&fc&ffiiS^L;*:. ?^^^'>'J^y;P^7A^DTh^77><- 
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(0. 26g) 

mmvf : 

'H-NMR (400MHz. CDCIj) ; <5 (pptn) 1. 17 <t. J = 7. 2Hz. 3H) % 2. 5 5 (q. J = 7. 2Hz. 2HK 2. 7 
5 (br-t. 4H) , 3. 46 (s. 3H) . 3. 56 (br-t. 4H) . 3. 74-3. 76 (m. 2H) . 4. 32-4. 34 (d. 2H) . 7. 47 
(br-t, 1H) , 7. 57 (s. 1HK 7. 59 (br-t. 1H) . 7. 69-7. 77 (m. 3H) , 8. 06 <d. J = 8. OHz. 1H) . 

m sftfcii* miz j: o mm & £ **y-;u/x--7^pa*sstt*u 

£1 8& & : 

Si* ; i 1 0- 1 i 2"C 

'H-NMR <400MHz. DMSO-de) ; 6 (ppm) 1 . 34 (t. J = 7. 2Hz. 3H) . 3. 1 9-3. 26 (m. 2H) . 3. 30 
-3. 37 (m, 2H) .3.31 <s. 3H) . 3. 55 (br-t. 2H) . 3. 62 (br-d. 2H) . 3. 65-3. 67 <o. 2H) . 4. 01 
(br-d. 2HK 4. 28-4. 30 (d. 2H) . 7. 64 (br-t. 1H). 7. 77 (br-t. 1H) . 7. 93-7. 80 (m. 3H) . 8. 
13 (d. J = 8. 4Hz. 1H) . 8. 18 (s. 1H) . 11. 20 (br-s. 1H) . 
MS (FAB) n/2 428 (M+H) +. 

^ m m 3 6 9 1- (4-X^;i/ \± ^ ^ *J >-!-- i )V) -3- f3-^ u -4- (2-b K □ 4 *> 



TK^ft^" h U 0 Zx (0. 08g) ^rn-^^-tf >Tifc# L , N. N- S> > ^ ;U * Z» 7 ^ K 



F 




N 



OH 
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(o. son \zmm £ i*\ *ftT«»Lfc. c z iznmww tmm\zi,T&it\-(4-jL 

fJUf^^y >-l--f ^)-3-(3-7^tD-4-t KD+->7xr;H< U > (0. 

50g) $N ( N-^^?^^;PA7 5 H (2ml)l:g«LT3!)P^, ^ & T 3 0# R8 tt# L fc. 
IS&2kttL> 2- tlexi-?* V * 7 )V > V )U* * zs) X.7 )), 7 a * H (0. 51g)£N. 
N-y/fJ^^AZa H ( 1ml) \Z mm L T JO X. & Sfc » IS « T 50*0 T — ft jft # bfc. 

tT ^ ^ V Jl>) -3- I3-7 )V* d -4- [2- (tert-y f ;f y x y ;**><) x 

h^*»7injH^y^/'J>(0. 62g) 
^ 6 n ) - U-JZ^)\, tf ^ 5 >-l— f -3- 1 3- 7 u -4- (2- (tert-^5 1 )V 

> -> 'J ;i^^-=^ ->) x h * is) 7 x - ;n v * / u > (o. 62g) ^7h7tFP7 

^ > (6m)) K iS# L ^Co C Z \Z 1. h 7^^J17>^-^A7 JUyt V H / 5r h 

^ t K a 7 7 (I. 46ml) £ *0 2^fKm#L<Jt. *S & £ # BE iS 2r L- , 

^KXf^lC^jSl.T, 7Kfcfc(3lHl), iSK^y'^y^AT^^ 
£ #8 3; L fc. U ti >f )l>1i 7 2x2 D-e h 7^ - □ a* 

1 H-NMR (400MHz. CDCls) ; 5 (ppm) 1. 18 U. J = 7. 2Hz. 3H) % 2. 56 <q, J=7. 2Hz. 2H> . 2. 7 
6 (br-t. 4H) . 3. 58 (br-t. 4H) . 4. 02 (t. J -4. 4Hz. 2H) . 4. 22 (I. J =4. 4Hz. 2H) . 7. 07 (dd. J 
= 8. 6. 8. 6Hz. IH> . 7. 46 (br-t. 1H) . 7. 59 (br-t. IHK 7. 6 1 (s t 1HK 7. 7 8 (d. J = 8. 4Hz. 1H) . 
7. 87-7. 90 (n. 1H) . 7. 96 (dd. J=2. 2. 13. 0Hz, III) . 8. 07 (d, J = 8. 4Hz. 1H). 

iff fift jfr 

EH *ju * 

Si * ; I 1 9- 1 2 0 *C 
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'H-NMR (400MHz, DMS0-d») ; 6 (ppo) 1 . 33 (t, J = 7. 2Hz. 3H) . 3. 20-3. 27 (m. 2H) > 3. 3 1 
-3. 38 (d. 2H) . 3. 52 (br-t. 2H) , 3. 63 (br-d. 2H) . 3. 77 (t. J = 5. 0Hz. 2H) . 4. 00 (br-d. 2H) . 
4. 15 (t. J = 5. 0Hz. 2H) . 7. 31 (dd. J =8. 8. 8. 8Hz. iH) . 7. 60 (br-t. 1H) . 7. 74 (br-t. I H> . 7. 
96 (d. J = 8. OHz. 1H). 7. 97-8. 00 On. 1H) . 8. 04 (dd. J = 2. 0. 13. 2Hz, IH) . 8. 07 Is. 1H). 8. I 
1 (d. J = 8. 4Hz. IH). 10. 93(br-s. IB). 
MS (FAB) m/z 396 (M+H) +. 

jfefiftSil 3 7 0 1- (4-X^Jl^ ^ 5 is >-\-<i )V) -3- 13. 5-5? 7 )l * d -4- (2- b K P 



Tkmitj- h 'J A (0. 07g) £ n-'N ^ it > Tft# L, N, N-y ^ f^* Jl'A 7 i H 
(0. 5ml) \Z»® *?&T«#U/t. £ £ IC*Ste^ 368 t # lc UTW&I-U-X 

f JUi ^ v ^ >-!-< ;l/)-3- (3, 7 D-4- t HD^y7i-M-f V * V U 
> (0. 52 g) ^N.N-y/f i^Jl^AT ^ F (2 ml) tCiSft? LTlJDA, ^i&T50#P.3m# 

g) =&N. N-v* > 7 a H (lnl) lz mm l/TJO A, ^^^ffl^tT, 50*CT-f& 

£tei£lC7K£tja;i* 6f&x^;UTffitii Ufc. * ft % fij fa & « * ft # & * 

7h^7 7>f-(irDo*i^/^^y-;i'8)T«8i/T, ^feffi«yi^^(oi-(4 

•lfJI/t^7V/-l-'fJU-3- 13. 5-5^ "7 D -4- (2- (tert-^^ is * ^ )V is 'J 



F 




552 



WO 99/1 8077 PCT/JP98/04465 

*>) x h * «>j ? x - ;H vt;'J> (0. 62g) 
» S tifc I- (4-x^;U tf ^ ^ ^ >-I— f ;U) -3- 13. 5-^ 7^^- n -4- [2- (ter 
JPS* X ^)l> -> U JU:** ~>) x h * v) y x XJM *f V * y »J > (O. 62g) £ -r h ^ t K 
D7^>6milCS«Lfc. uCCl. OM-t- h 7 JI/7 >^ - ^ A U K/t 

h7k HD77>i8«(l.4lal)*llDA, 75#fflfft#L*:. « « £ tt ffi » £ L, . £S 
«E*BBEX^JKcB»UT, **(3I3), fi ft tK ft » ft, fifc tt ^ y * £> a t 

o«mu ^%)-ett»LT* &ra&&*<9&tl<fc^&<z)igi&a: (o. 4 6g> 

J& Site : 

'H-NMR (400MHz, CDCl*) ; <5 (ppm) 1. 18 (t. J = 7. 2Hz. 3H) . 2. 56 (q. J=7. 2Hz. 2H) . 2. 7 
6 (br-t. 411) . 3. 5 8 (br-t. 4H) > 3. 93 (t, J =4. 4Hz. 2H) , 4. 31 U. J =4. 4Hz. 2H) , 7. 49 (br-t. 
1H) . 1. 60 (s. 1H) . 7. 61 (br-t. 1H) . 7. 72-7. 80 (m. 3H) . 8. 08 (d. J = 8. 4Hz. IH) . 

6£i 4£& 

SKA ; 112. 5-114X; 

'H-NMR (400MHz. DMSO-ds) ; 6 (ppm) 1. 33 (t. J=7. 2Hz. 3H) , 3. 20-3. 27 <m. 2fl) , 3. 30 
-3. 38 (d. 2H) . 3. 52 (br-t. 2H0. 3. 63 (br-d. 2H) . 3. 71 (d, J = 5. 0Hz. 2H) . 4. 20 (d. J = 5. OH 
z, 211) . 7. 64 (br-t. IH) . 7. 77 (br-t. IH) . 7. 92-7. 99 (n. 3H) . 8. 13 (d. J = 8. 0Hz, IH) , 8. 1 
8 (s. IH) . 10. 97 (br-s. IH). 
MS (FAB) n/z 4 14 (M+H) +. 

m m m 3 7 1 1- u-x tr ^ 5 >* >-i— r ;u -3- 13. 5-^ 7 ju*- 0-4 - (2- 7 ;u a- 
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F 




zKIMb:*- h 'J A (0. 05g) £ n-'v * > T ft L , N,f y^^^*;^7S K 
(0. 5ml) \zmm £ U . *»T*» U fc. C C tcH;&g#J 3 68 £ K UT^fc 1- (4-X 
^ JHf ^ ^ >- J--f -3- (3. 5-^ 7 Jl'tf- n-4-h K □4 : ->7xr;W>f y^y »j 
> (0. 31g) £N. N-:x * 7 ^ K<2ml)K:«»UTAD^.. S iSL T 35# 03 & # 

i^fc. mmfr&L, 2-y o x^-^y d ^ k (95mi) £ mx. m$k&wm.T* so 

*C L*:. KJCSSfczk £JbD*. HFBEX^jU-pfflffi Lfc. *ft* 

j^ST^^y^ATS^l, ig&£«IE?3^U*:. S fit £ -> U # ^ ;U 

mvtw&mit-s®) (omm^ <o. 2 0g) ^r^^, 

'H-NMR (400MHz. CDCl*) ; <5 (ppn) J. 18 (t. J = 7. 2H2. 3H) . 2. 56 (q. J = 7. 2Hz. 2H), 2. 7 
5 (br-t. 4H) . 3. 57 (br-t. 4H) . 4. 4 3 (dt. J=4. 0, 28. 4Hz. 2H) . 4. 75 (dt. J = 4. 0. 47. 2Hz. 2 
H) . 7. 48 (br-t. 1H) , 7. 58 (s. 1H) . 7. 60 (br-t. 1H) . 7. 70-7. 78 (m. 3H) . 8. 07 (d. J = 8. 8flz. 
IH). 

; 105. 0-105. 5t: 
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'H-NMR (400MHz. DMS0-d«) ; 5 (ppn) 1. 32 <t. J = 7. 2Hz. 3H) , 3. 2 1 -3. 28 (n, 2HK 3. 3 1 
-3. 39 to, 2H) . 3. 48 (br-t. 2H) > 3. 64 (br-d. 2H) , 4. 03 (br-d. 2H) . 4. 43 {dt, J = 3. 8. 30. 4 
Hz. 2H) , 4. 73 (dt. J = 3. 8. 48. OHz, 2H) . 7. 65 (br-t. 1H). 7. 78 (br-t. IH) . 7. 96-8. 02 (n, 
3H) . 8. 13 (d. J = 8. 4Hz. 1H) . 8. 20 (s. 1H) . 10. 57 (br-s. 1H) . 
MS (FAB) o/z 416 (M+H) +. 

3 7 2 1- (4- (2-b K a 4- y X ^ JU) tf ^ 3 V >-\-*f )l> ) -3- (4- (N-X^JU 



N-If U ^5 : ^7 l ^-;^>t'>^;^>7^ H (i. 42 g) <h 3-:/ D 

- <4-*Jl/ S Jl/f^7 >-l--f JP) *f V 4- y U > (0. 82g) rh7^Xh'J7xz 

X 7 W >/t ? i?0 A (0) (0. 12g) <D?y#T. * v U > + ^ « 3? ffi ^ T IC T , - 
*ttli8feaSgS-&Zt:. E«»S:»Kxf^T«Rt» agiSLfc. ft ffi £ 5N 

10t LT^ix^;bTifflt, IO%0*&±hU^A7Ki8i5. fig *P 

7h^77^-(hJH>/7th>^)T8S3LT, I- (4-* Jl^ i M: ^ 7 v > - 

i-'f ;H -3- [4- (Mf ;i/7, 77t-fW7i;jH-fV4; u > (0. 45g) £ ^ ft. 
m b n/c i- (4-*;u a ji^e^7 >-i-< ;h -3- u- (N-x ;u ? 7 ^ -f jd 7 

x-;H-fV*y »J > (0. 4 5gHc x* y -;M2 0ail} £8NtK h 'J A *fc 8£ 
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<65 1ml) £ m&* 2Lm&W%.T* 1. 5B£ ffl 1X\ WL 2 1* & . *g & £ iitlE iS * L , 3£ 
£»«x7"JU£Ud*. **JH «r»« Lfc. fiS *n ^ S * T ft & L , feSE^^ 
^•>-)AT^ISLfc. ISfit^^EfiliLT, I- ( bf 7 > - l--f JP) -3- [4- (N-X 
fJ^JP77t-fiH7i = JU<Vt; 'J > (0. 49g) !Sft»*tLT«t. 

±12 1- ( tf ^ ^ V >-l--f ;H -3- [4- (N-XT-^X ;u 37 7 qe -f ;v ) 37 x x ;i,J -f V =jp 
J U > (0. 49g) £N, N-y^^J^;l.A 75 K (IOdI) Cff h'Jlf^7^> 
(290ml) £ U >7d * t K U > (185ml) $UDA; £S$3£HJaT> SOTCT-lft/x 
SJSiSEtczk A, Wttx^^TtttB bfc. » HS x JHH £ * MO) . 

&&&5tm<££jHffc-£4&tD^&#: (0. 20g) 

mm» : 

' H-NMR (400MHz. CDC1.) ; (5 (ppm) 1. 1 4 < L. J = 7. 2Hz, 3H) > 2. 71 (t. J=5. 4Hz. 2H) . 2. 8 
4 (br-t, 4H) > 3. 07 (dq. J = 6. 2. 7. 2Hz. 2H) . 3. 59 (br-s, 4H) . 3. 7 I (t , J = 5. 4Hz. 2H) . 4. 30 
(t. J = 6. 2Hz. 1H) , 7. 54 Ibr-t. 1H> . 7. 65 (br-t. 1H), 7. 79 (s. 1H) . 7. 84 (d, J = 8. 0Hz. 1H) > 
7. 96 (d. J = 8. 6Hz. 2H) .8. 10 <d. J = 8. 4Hz. 1H) , 8. 31 (d. J = 8. 6Hz. 2H) . 

Bt£ ; 172-174^ 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 00 (t, J = 7. 2Hz. 3H) . 2. 79-2. 86 to. 2H) . 2. 92 
(br-s. 2H) .3.15 (br-s. 4H) .3.61 (br-s. 4H) . 3. 70 ( t. J = 7. 2Hz. 2H) , 7. 6 1-7. 67 (m. 2H) . 
7. 77 (br-t. IH) . 7. 91 (d. J = 8. 6Hz. 211) . 8. 01 (d. J =8. Oilz. Ill) . 8. 1 2 (d. J =8. 4Hz. IH) . 8. 
I8(s. IH), 8. 40 (d. J = 8. 6Hz. 2H). 
MS (FAB) m/i 441 (M+H) +. 

nmm 3 7 3 1- [4- (2-fc K d4^>x^;U) fcf^7y>-l->f;i/]-3- 14- 17 d b' ;u 
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O O 




yDt'Jk(4-h , J^fJ^^r^7 :n ~ ;U) X > (I. 59g) t 3-^ □ t-l - (4- 
*^5^t!^7 >-l — f JW) < V + y >J > (0. 93g) fh7^7h'j7ir;^ 
X 37 W > A ^ £ A (0) (0. 13g) <D??£ET. VtSSUHftTtT, —*in 

T'fc&fciJb, *BSMlfJI/Tft»bfc. 8N7K»fb^ h U £ A*BS£T?pH== 10£ 

b -cwBtx.^^-caaj b, io%^&^ h >j ^ a*&j£* fiafo^^TKT^fe^ eg 

h^77>f — <h^X>/y-t h > ^) SI IT, I - <4-* A > JHf^ 7 y>-l- 
^M-3-N-(^Dtj^j^z;H7xz;H^y^; »j > (0. 76g)*^fc. 

^ £> n/t l- (4-*ju ^ ;u tr^ ^ is -3- [4- (:/ □ t*;^;^-;H7xz 

JH -f V * J 'J > (0. 7 2g) \Z X * y — )V (25m 1) £ 8N*BMb^ h U r> A7k*gf£ (I. 06a 

tttmm-jizm^* *- « b £ # * l & . &faJt&*Tifc#b. &fo^#*iso 

AT^^U/c. *§IJ££teI£$5fcb, l-(tf ^7 is >-\-<1 )V)-Z-[4-{->*u M )V s\ )V 
^-iH7xrj|/Kv^y u > (0. 6lg) £ £ b T«fc. 

> (0.6lg)^K, N-y>f ;i/^;l/A75 H { 1 On 1 ) \z & M b , h D X ^ Jl 7 3. > (40 1 u 
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I) t U >7 o * t H U > (255 /* 1) S^SIgT, SOT:"? — 

E&fclCTK SriffJ A, BSif^TltlBLt. 6* & x ;P JS £ * (4® ) . &fa 



fi»5|cflD«IB ft (0. 59g) 

l H-NMR(400MHz. CDCN) ; 6 (ppm) I. 02 (t. J = 7. 2Hz, 3H) . 1. 74- I. 83 (d. 2H) . 2. 7 1 (t. 
J = 5. 4Hz. 2H) . 2. 85 (br-t. 4H) . 3. 09-3. 13 (m. 2H) ,3. 59 (br-s. 4H) . 3. 71 (t. J = 5. 4Hz, 2 
H) . 7. 55 (br-t. 1H) . 7. 65 (br-t. IK) . 7. 8 1 (s. 1H) ,7. 85 (d. J = 8. OHz. 1H) . 7. 99 <d. J = 8. 
4Hz. 2H) . 8. 10 (d. J = 8. 4Hz. 1H) . 8. ,35 (d. J = 8. 4Hz. 2H) . 

-> C & £i : 
Bt£ : 127-129T: 

'H-NMR (400MHz. DMSO-ds) ; 6 (ppm) 0. 94 (t. J = 7. 2Hz. 3H) . 1. 55-1. 64 (m. 2H) , 3. 04 
(br-s. 2H) . 3. 27 (br-s. 4H) . 3. 31-3. 35 (d. 2H) . 3. 66 (br-s. 4H) . 3. 73 (t. J = 5. 6Hz, 2HK 
7. 66 (br-t. IH) . 7. 78 (br-t. 1H) . 8. 0 1 (d. J = 8. 4Hz, 2H) . 8. 03 (br-d. 1H) . 8. 14 (d. J = 8. 
4Hz. 1H) . 8. 24 (s, 1H) . 8. 46 <d, J = 8. 4Hz. 2H) . 
MS (FAB) m/z 440 (M+H) f. 

tfeM 3 7 4 I - (4-X )l> b* ^ 7 i? >-l--i ;U>-3- \7 x x *f y» J 'J > 
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!7 ^ > (20ml) L, g^^i^T, -78tC^^ljrc. Z C\Z2. 5M- ^ )l) 

'J ^ A/^^if >*S& (0. 73m 1) &MT £ 6 K 1 Wr ffi & W . iS 7 

jL-)Vi/7.)\,7~< K (0. 40g) $r f h 7 t H D^y > < 1 0m 1 ) IC L T JO >L , 2 & 

± h 'J S Azfc*£i££"Cifc# b (30) . fi&fcJ^J&TKTift?* 

misfr. &&&m&fa3kv, mm & -> u # ^ a ^ d v k ^ ^ 7 - ibjux. 

>/7th >*) -C«Sa LT, tt&tt»»tR08H<bd«®a^*(O. 35g) £ * 

'H-NMR (400MHz. CDC1 >) ; 6 (ppm) I. 14 (I. J = 7. 2Hz. 3H) . 2. 51 (q. J = 7. 2Hz. 2H) . 2. 6 
5 (br-l. 4H) . 3. 46 (br-t. 4H) . 6. 87 (s. Ill) . 7. 34-7. 66 (m. 8H) , 7. 96 <d. J=8. 0Hz. 1H) . 

zl S£ : 
lt£ ; 181- 5-183*C 

1 H-NMR (400WHz. DMSO-ds) ; <5 (ppm) I. 22 (t. J = 7. 2Hz, 3H) . 3. 02-3. 09 (d. 2H) . 3. 22 
(br-s. 4H) . 3. 53 (br-s. 4H) . 7. 44-7. 79 (m. 9H) , 8. 02 (d. J = 8. 4Hz. IH) . 
MS (FAB) m/z 350 (M+II) 

3 7 5 l-(4-X^JPfcf^7^ >-l--f JH-3-f4-<2-*-* V ^ D K JH 7 m - 
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7'>'>-l-^fJU-f V^y U > (I. 41g) £ . ^ h ^ 4- X K •J^x-^^X^H' > a* ^ 
A (0) (0. 2lg) +->U>4 J ^^Hi^Tt:T, — ftJuRiS » S -ttfc. 

S^^^i^KX^^T^^l/, £ 2NJ&& "Cffllfc L * 

JUT* Hi MJ &*Ofc:&7f<Tifc# *»^^*->-^ 

ATltiSlfc. &&£«£i§35fcL* B«*->'J 7 D? ^ 7 ^ - 

ihjn>/7-feh>#)T«aLT. «*-&^sso«ia<b^«ioai«i# <o. 97g) 

jSI^^ : 

1 H-NMR (400MHz. CDC 1 3) ; 6 (ppm) 1. 18 (I. J=7. 2Hz. 3H) . 2. 19(s. 3H) . 2. 56<q. J=7. 
2Hz. 2H) . 2. 76 <br-t. 4H) , 3. 59 (br-t. 4H) . 3. 75 is. 2H) , 7. 31 (d. J = 8. 4Hz. 2H) . 7. 4 7 (b 
r-t. 1H) . 7. 59 (br-t. 1H) . 7. 69 (s. 1H) . 7. 79 <d. J = 8. 0Hz. 1H) , 8. 08 (d. J = 8. 0Hz. 1H) . 8. 
15 (d. J = 7. 2Hz. 211). 

6S 

Bfe,& ; 1 25- 1 26*C 

1 H-NMR (400MHz. DMS0-d«) ; 5 (ppm) I. 32 (t, J = 7. 2Hz. 3H) . 2. 17 (s, 3H) , 3. 2J-3. 28 
(m. 2H) , 3. 31-3. 40 (m. 2H) . 3. 4 9 (br- 1 . 2H) . 3. 63 (br-d, 2H) . 3. 84 <s. 2H) . 4. 01 (br-d, 

2H) . 7. 33 <d. J = 8. 4Hz. 2H) . 7. 6 1 (br-t. Ill) . 7. 75 (br-t. 1H) > 7. 99 (d. J=7. 6H2. 1H) , 8. 

0 8 (s. IH) . 8. 13-8. 16 (m. 3H) . 10. 59 (br-s. 1H) . 

MS (FAB) m/z 374 (N + H) +. 

mmm 3 7 6 l-(4-X^;U h'^ 5> y >-l--f JU) -3- H- (2-fc HP»->^DlfJM7 
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mmmw^ntz i-u-x^u tf ^ ^ >-i--r ;n-3- [4- (2-2-* yyDh , jW7i 

.z;H<V*; U > (0. 27g) £: ;* * / — ^ (40nl) iC&fcSL. C C CTlc^ft^ 
*£flnAT. B^KX^^T^aJL, ffi *□ ^ & tK T ft & . m & T ^ * 5> O A "C $£ 

mujz. mm&mEEis&isX* m&temtevt<D&m <t^^<omm^ <o. 25g) 

1 H-NMR (400MHz. CDC1 3 ) ; 6 (ppm) 1. !8 (t. J = 7. 0Hz. 3H) . 1. 29 (d. J = 6. 0Hz. 3H) . 2. 5 
7 (q. 1=7. 2Hz. 2H> . 2. 73-2. 78 (in. 5H) . 2. 86 (dd. 1=4. 6. 13. 4Hz. IH) . 3. GO (br-t. 4H) . 4. 
04-4. 13 (n. iH) . 7. 32 (d. J=8. 4Hz, 2H) . 7. 46 (br-t. IH) . 7. 59 (br-t. 1H) > 7. 68 (s. 1H) , 
7. 79 <d. J = 8. 0Hz. IH) . 8. 08 (d. J = 8. 4Hz. IH) > 8. 13 (d. J = 8. 4Hz. 2H) . 

&t?ntzi&mft$:i$&iz£.K) -> zlo&&£i*. j — ipe^ Pittas b t, 

fiSt 

fifc,£ ; 1 74-17610 

'H-NMR (400MHz. DMS0-d») ; <5 (ppm) I. 07 (d. J = 6. 4Hz. 3H) . 1. 26 (t. J = 7. 2Hz. 3H) . 2. 
63 (dd. J = 6. 2. 13. 4IIz. 1HK 2. 76 (dd. J = 6. 6. 13. 4Hz. IH) . 3. 15 (br-q. 2H) . 3. 39 (br-s. 
4H) . 3. 67 (br-s. 4H) . 3. 83-3. 9 I (id. 1H) > 7. 33 (d. J = 8. 4Hz, 2H) , 7. 5 9 (br-t, IH) . 7. 73 
(br-t. IH) . 7. 97 (d. J = 8. OHz. IH) . 8. 0 3 (s. 1HK 8. 09-8. 12 (m. 311) . 
MS (FAB) ro/z 376 (M+H) +. 
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3 7 7 l-(4-X*JUe^ y >- l-f JU)-3-f4-(2-b 



x-M-f V^y 'J > (0. 27g) $ t- h ^ t KD7 7>(10b1)I:»*L, ##Tlft# 

u rc. c c 13 3. om->* ^ji^ tr* -> ■> a zf d a k/x — <o. 44mi) ^ jo 

5 <b> (C20#f53&# Ufc* fig*Pm^T>^exO ATK^fK. g*&x^;H£l]n*Tie# 

&&£&f£ig?^ LT* ^^fe^^®c0^f§{b^^<Di2l88«: (0. 25g)^^^i. 

: 

'H-NMR (400MHz. CDCIa) ; <5 (ppn) 1. I 8 < t . J = 7. 2Hz. 3H> > 1. 28 (s, 6H) . 2. 56 (q. J = 7. 
2Hz. 2H>. 2. 77 (br-t. 4H). 2. 84 (s. 2H) . 3. 60 (br-t. 4H) . 7. 32 (d. J = 8. 2Hz. 2H) . 7. 46 (b 
r-t. IH). 7. 59 (br-t. IH), 7. 69 (s. IH) . 1. 7 9 (d. J = 8. 4Hz. 1H) . 8. 08 (d, J = 8. 4Hz. JHK 8. 
!3 (d. J = 8. 2Hz. 2H>. 

:> 3. ^ g£ : 

; I84-I86X; (#») 

'H-NMR (400MHz. DMSO-d*) ; a (ppn) I. 10 is. 6H) . 1. 26 (t. J = 7. 2Hz. 3H) . 2. 17 <s, 2H) , 
3. 12-3. 18 (a. 2H), 3. 39 (br-s. 4H) . 3. 67 (br-s. 4H) . 7. 34 (d. J = 8. 0Hz. 2H) . 7. 59 (br-t, 





N 
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III) . 7. 73 (br-t. 1H) . 7. 97 (d. J = 7. 6H2. 1H) . 8. 04 (s. 1H) . 8. 08-8. 12 (d. 3H). 
MS (FAB) m/z 390 (M+H) +. 

m m m 3 7 8 1- u-if ji/ ^ >-i — r ;u) -3- (2-e u *) < v * j 'J 



(4-if ;u tr ^ ^ >-i--r )\>) >r v * y u > (o. 4 4g) £ ^ h t k u 

7 ^ > (20ml) g^^S^T, -78t: IZtt&l, fc. C C K 2. 5M- (n- ^ ^ 

U ^9 A/'x*-* >i&& (0. 57ol) €iTU $ £ IzZOftffimft Ufc. # <^ T\ 
(2- tf U 5^^) 5? -f F (0. 31g) €r ^ h ^ t V uy ? > (5m 1) Ic 18 & b T JP , 

$ 6 tC-Bfe«^ bOO£ia£T-#2& 2 tK £ *TD A T fit & X ^ ;U T#! U U , 2N 

tk^^± h u o i±7kmmT~m& u (3®) , ^^-cfisio^^TKT^^ e&Bfc-r^* 

/^AT^fill^, £flS5flE*3^ g| & * *> U # ^* ^ t> z> A ^ □ h y ^ 7 

05g) 

jBE*S# : 

1 H-NMR (400MHz. CDC la) ; 5 (ppm) 1. 14 (t. J=7. 2Hz. 3H) * 2. 5 I (q. J = 7. 2H2. 211) . 2. 6 
5 (br-t. 4H) , 3. 4 6 (br-l. 4H) . 7. 0 9 (ddd, J = 1 . I. 4. 9, 7. 5Hz. 1 H) , 7. 39-7. 41 (m. IH) . 7. 
46-7. 61 (a. 4H) . 7. 66 (d, J = 8. 0Hz. IH) . 8. 03 (d. J = 8. 4Hz, IH) . 8. 49-8. 51 (in. 1H) . 

~> 3. O & 2i : 





N 



• (COOH) 2 
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HK& ; 178-181T: l&M) 

1 H-NMR (400MHz. DMS0-d») ; <5 (ppn) 1. 20 (t. J = 7. 2Hz. 3N) . 3. 02 (br-s. 2H) > 3. 20 (b 
r-s. 4HK 3. 51 (br-s. 4H) . 7. 25 (ddd. J = 0. 8. 4. 9. 7. 4Hz. 1H) . 7. 34 (ddd. J=0. 8. 0. 8. 7. 
4Hz. 1H) , 7. 65 (br-t. 1H) . 7. 70-7. 78 <m. 2H) . 7. 7J (s. 1H) . 7. 90 (d. J = 8. 8Hz. Iff). 7. 10 
(d. J = 8. OHz. 1H) . 8. 47-8. 49 (a. 1H) . 
MS (FAB) ra/z 351 (M+H) +. 

m m m 3 7 9 i- (4-x r ;i/ g ^ ^ >-i--r no -3- (4-7^ u ji- 7 x )V) 4 v * 



(n-y a tr;H [(4-h»J^5 : i^^Ji')7x-M^h> (1. 5 7g) £ 3-7 □ ^fc-l- 

(4-x^;i- tr ^ ^ >-i— r ;w) y ^ y u > (0. 99g) t ^7+^ h »J7jc-^ 

^^7>< >/^7y^A (0) (0. I4g) <Z> #*ET, ^yU>4>^^#i^Tf:T, — 1ft 

ISTjafflUfc. TkJi SSKXfil'T^if L fc. 8N* & <fc -f b 'J ^ * jg & T pH = 
IOtUTB*xf ;^»tiiLfc. * H £ 1 0% m S ^ b "J ^ A ?K S iS , &*a£:ig 

/U* 7 A £ □ V hi/77^-(h;i/X>/7i!h>^)TffiKbT, jKffifil^ AB 
?)&ig<fc^4$50&gt# (0. 84g) 
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'H-NMR (400MHz, CDC] 3 ) ; 6 (ppn) 1. 04 (t, J=7. 2Hz. 3H) . !. 18 (t, J = 7. 2Hz. 3H) . 1. 8 
1 (ia. J = 7. 2. 7. 2Hz. 2H). 2. 56 (q. J =7. 2Hz. 2H) . 2. 77 (br-t. 4H) . 3. 00 it, J = 7. 2Hz. 2H) , 
3. 61 <br-t. 4H) . 7. 51 (br-t. IH). 7. 62 (br-t. IH). 7. 78 is. IH) » 7. 83 (d. J = 8. OHz. IH). 
8. 06 <d, J = 8. 4Hz. 2H) > 8. 10 <d. J = 8. 4Hz. IH) . 8. 26 <d, J = 8. 4Hz. 2H) . 

5^ ^£ 

Jtt^ ; 110-112. 5t: 

l H-NMR (400MHz. DMSO-de) ; 5 (ppm) 0. 96 (t. J = 7. 2 Hz. 3H) * 1. 34 (L J = 7. 2 Hz. 3H) . I. 
68 (tQ. J = 7. 2. 7. 2Hz. 2H) . 3. 06 (t. J = 7. 2Hz. 2H) . 3. 20-3. 29 (m, 2H) . 3. 32-3. 40 (m. 2H) , 
3. 55 (br-t, 2H) > 3. 63 <br-d. 2H) . 4. 03 (br-d. J=7. 2Hz. 211) . 7. 66 (br-t. 1 H) > 7. 79 (br- 
t. IH) . 8. 04 (d. J = 8. OHz. IH) . 8. 10 (d. J = 8. 4Hz. 2H) . 8. 1 5 (d. J = 8. 4Hz. IH) . 8. 25 (s. IH) , 
8. 35 (d. J-8. 4Hz. 2H) . 11.03 (br-s. IH) . 
MS (FAB) m/t 388 (M+H) +. 

mmm 3 8 0 I - [4-x.^)i^ fcT^ ^ *J >-!-- f )V) -3- (4- (1-h Hn^y-f 5 / 7* 



^yj> (0. 27g) £ y (40ml) tc i& # L . t H d ^ y Jl'T 5 >li 

» (0. Mg) t »K-^ h U A (0. 22g) (JOnlMcBlW LfclSiff SrJn A. flD&ffldl 



N— OH 
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&X^;U/*W-;U^)T*3&LT. &1£fc#ll©<^&<fc^^<32§!&#(0. 23 
g) 

: 

'H-NMR (400MHz. CDCW) ; 6 (ppm) I. 00 (t. J =7. 2Hz. 3H) . 1. I 9 ( t . J =7. 2H2. 3H) . J. 6 
0-1. 67 (m, 4H) , 2. 59 (q. J = 7. 2Hz. 2H) . 2. 79-2. 85 (a. 6H) . 3. 63 (br-t. 4H) . 7. 47 (br-t. 
IH) . 7. 60 (Br- 1 , IH) > 7. 72-7. 75 (m. 2H) . 7. 80 (br-d. 1H) . 8. 08 (br-d, IH). 8. 18-8. 21 
<m. 2H). 8. 32 (br-s. 1H). 

M A ; 1 79. 5-180*0 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 0. 94 (t. J = 7. 2Hz. 3H) . 1. 26 it. J = 7. 2IIz. 3H) . 1. 
47-1. 57 (n. 2H) . 2. 76(br-t. 2H) . 3. 11 (br-Q. 2H). 3. 35 (br-s, 4H) . 3. 67 (br-s.4H). 7. 
62 (br-t. IH) . 7. 75 (br-t. 1H) . 7. 78 (d. J = 8. 4Hz. 2H) . 8. 00 (d. J = 8. OHz. 1H) . 8. 1 1 Is. 1 
H) » 8. 12 (d. J = 8. 4Hz. IH) . 8. 22 (d, J = 8. 4Hz; 211) .11.19 (br-s. IH). 
MS (FAB) m/z 403 (M+H)+. 

^mm 3 8 1 l-(4-lf Ji/b'^7y>-l-f JM -3- f4- ^JU-K-^a )V 



o 
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n-j* ^;u-N-y d t:;i/-4- h u 7?j^^-jk>X7 ^ h (2. 36g) is-yp^- 

l-(4-X^;i/ tf^7x>-l-<M'f U > (I. 02g) fh7^^h'J7iZ 

Jl/** 7 ^ >/t ^ v ^ A (0) (0. 15g) <0£f£ET\ +vU>4'S^^iSTtT, — 

torn ilk mm 2 -e- &. s rsi££Bf &x^;u-e#& asiau*:. i«f8£2N 

IKTittlL, fcM & g^^If Jl^Ttt^ U fc. 8N*&te:>- H 'J ^ A 7*c ^ SS!TpH = 
lOt LT^Kx^^Tiiil 10%^&;J- h 'J O ATKJSiS, & fa :fc Jg * T ft » L , 

~> ^ AT&& Lfc. mm* ^ee^^l, ssfig £ > »j * y^* ^ a ^ a 

^h^^7^-(^aD^JUA/^^y-^^)TfS$SibT, ^3l-SI»^<D^@{b 
(0, 72g) zmtz. 

m&ft : 

1 H-NMR (400MHz. CDC)») ; d (ppm) 0. 8 0 (br-t. 1. 5H) . 1- 01 (br-t. 1 . 5H) . 1 . 1 8 (t. J = 
7. 2Hz. 3H) . 1. 56-1. 75 (a. 2H) . 2. 56 (q. J=7. 2Hz. 2H) . 2. 77 (br-t, 4H) > 3. 00-3. 54 (m. 5 
H) . 3. 60 (br-t. 4H) . 7. 4 8 (br-t. 1H) . 7. 60 (br-t. 1H) . 7. 73 (s. 1H) , 7. 80 (d. J =8. 4Hz, 1 
H) . 8. 09 (d. J=7. 6Hz. 1HK 8. 21 (d. J = 8. 4Hz. 2H) . 

y a ^ Sc ^ : 

; 1 31-132-C 

1 H-NMR (400MHz. DMSO-de) ; 6 (ppm) 0. 71 (br-s. 1. 5H) . 0. 93 (br-s. 1. 5H) . 1. 26 (t. 
J = 7. 2Hz. 3H) . 1. 51-1. 67 (br-d, 2H) , 2. 94-3. 66 <m. I5H) . 7. 50 (br-t. t. 1H> . 7. 7 6 (br- 
t. 1H) , 8. 01 (d, J = 7. 6Hz, 1H) . 8. I 2-8. 15 (ra. 2HJ . 8. 2 6 <d. J = 8. 4Hz. 211) . 
MS (FAB) tn/z 4 1 7 (M+H) +. 

3 8 2 I - (4-X^ )V fcT^ =? i> >-l->f m -3- 14- IN- (2-b K D^yXf JM 

^ ji^a A^-f jui 7 x - ;u v * j u > ■ ^ ^ sg&cD^EE 
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0 




93g) £ 3-y n ^-1- <4-X^ f ^ ^ i? > - I— f *f V * y U > (0. 93g) £ , h ^ 
*X h'J^x — > z> is O 2x (0) (0, I 3s> (D^EET, ^->P>4 J ?g^^ 
HfeTtCT, — «fe »l J» 3S 8S 3 £ £tt £ » & X 5 1 ^ b , 2£ ifi 

b fc. 2SflK$r2N«IK-C«&ttJ TKS^e^SlXf ^-C^^t^. 8N*Kfl:^hU^ 

A?jc^fSTpH= lot bT^^x^>iu-e^m b. io%^^t h«jo^*i§i, &fn 

^tSTKT'iSfe^ > ^ b fc. ^ JBE » ^ L. S&£~>'J 

CO 1- (4-X^;^ tf ^ ^ >-i— r )V) -3- 14- [N- (2-^ > 5^=* * ~>x ^ 
JW-N-y fj^JW^^^^i-^KV*/ 'J > (0. 69g) &n fc. 

^ b n 7t i - (4-x ^ ^ tr ^ ^ v > - 1— r ;u ) -3- 14- [n- (2-^ > ;u ~> 
x^ -N-y ;u ;tt -r ;H 7 ^ x jh -f v * y 'J > (0. 69g) &&m\-£^Tm 

K^ltU. y * y - ;P (50ml) & ft? b *l . Z c \z 1 0 % -n^ *s O A / m m tt K (0. 
20g)^»0A, #BETKT--i!fete«5i5cbfc. fc&£iS:£b, *gftS£*fcJEiS:£L, 

£ ~> U # y ^ A £ o "7 h^77><-(i7Da^AA/>5'y — )V %k) T IS 
Sl/T, j»«e#fiB<O«Hffc-&tt©ttBflM0. 4 1 g) £ # . 

'H-NNR (400MHz. CDCi ,) ; 6 (ppm) I. 1 8 (t, J = 7. 2 Hz. 311) , 2. 57 (a. J =7. 2 Hz. 2H) . 2. 7 
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7 (br-U 4H), 3. 13 (br-s. 3H) • 3. 60 (br-t. 4H) . 3. 77 (br-s. 211) . 3. 94 (br-s. 2HK 7. 4 9 
(br-t. 1H) . 7. 57 (br-d. 2H) > 7. 61 (br-t, IH) . 7. 74 (s. IH) . 7. 81 (d. J=8. OHz. !H) . 8. 09 
(d. J = 8. 4llz. IH). 8. 22 (d. J = 8. OHz. 2H> . 

g& « fi » * « to « a it s m & » *t . 

S/ ^ : 
B£ : 116-11 8-C 

1 H-NMR (400MHz. DMSO-ds) ; <5 (ppm) I. 26 (t. J = 7. 2Hz. 3H) ,3.01 (s. 311) , 3. 12 (br-q. 
2H) » 3. 36 (br-s. 611) . 3. 52 (br-s. 2H) . 3. 67 (br-s. 4H) . 7. 54 (d. J = 8. 4Bz. 2H) . 7. 63 (br 
-t, IH) . 7. 76 (br-t. IH) . 8. 00 (d. J = 8. OHz. 1H>. 8. 12-8. 14 (m. 2H) . 8. 24 (br-d. 2H) . 
MS (FAB) tn/z 419 (M+H) +. 

&mm 3 8 3 l- (4-x^;u e ^ ^ >-i— f ;u) -3- f4- (3-b k p3p->-i-*^n^ 



3 _ ;^^z^7i-JHBRxf ;K5.46g)t3-yD^-I - (4-X^Jk 

hr ^ 7 > - l-'f -f v ^ y u > u. 3 3g) ^ b ^> * * h u 7izji/*^7^ > 

At 5 isO Ix (0) (0. 19g) <D&&T* U > ^^f^^SSLTtZT, — JB 8ft £ 

■Sit. RBKSBKif^TttRl, «»Lfc. « iK £r 2N8 & "C M ffi L 

fc. */g£gf&X^JUTJ5fei$&, 8N*«<fc* h U ^ A*S»TpH= 10£ LTIIpS 




OH 
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x^;UT*fitii L &m®& \Q%&&1- h U 0 A*i$*GE, fiS ID ^ lg * T ft # U , 
tt»"7y*->5 A-Ctt»L£. &aE*SS SI £ -> U ;*) V )\> * 7 A £ o 

(4-X^;P tf ^ is >-l— f ^)-3-[4-(l-X h + ->^Jl/^-i^DA >-2--f 7 

xz;i/Kv + y 'JXi. 34g) zmtz. 

il^nfc 1- (4-X^;U tf ^ ^ >-!-- f ;M-3- 14 - U-X h^y^Jl/^z 
;^D/^ >-2--f ;U) 7 x x;H -f V * / ! J > (0. 69g) £ 5 1 H ^ t Fn77> ( 10m 1) 

^ > (20ml) tc. ^£-*&#J?S£PT{Cfcn*_, $ £> tc 20# M M # L Ac, R & 

(120mlK 5N*&{fc:)- h U £ ATKJSiK (I20ol) , tK (360ml) £ HP 2jo A * ftK 

JUX>/7-feh>^)-Tr&38LT, &^fe&$8ft&#^^^*fc^4fc<Di&l5lfc:<0. 32g) 
£ Ac . 

: 

1 H-NMR (400MHz. CDC1 3) ; 6 (ppm) 1. 18 (t, J = 7. 2Hz. 3H) . 1. 33 (d. J = 7. 2Hz. 3H) , 1. 9 
1 (dt, J = 7. 2. 7. 2Hz. 2H) . 2. 56 (q. J = 7. 2Hz. 2H) . 2. 76 (br-l. 4H) > 2. 96 (to. J = 7. 2. 7. 2H 
z. IH) . 3. 5 5-3. 6 6 (n. 6H) . 7. 31 (d. J = 8. 2Hz. 2H) . 7. 4 5 (b r- 1. 1 H) . 7. 58 (br-t, 1H) . 7. 6 
7 (s. IH) . 7. 79 (d. J = 8. 0Hz. 1H) . 8. 08 (d. J = 8. 4Hz. IH) . 9. 06 (d. J = 8. 2Hz. 2H) . 

*> ^ O K 1§ : 

; 106-I08*C 

*H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) J. 24 (d. J = 6. 8Hz. 3H) . I. 25 (t. J = 7. 2Hz. 3H) . 1. 
74 (br-q. 2H) . 2. 86-2. 95 On. IH) . 3. 11 (br-s. 2H). 3. 28-3. 38 (m. 6H) . 3. 65 (br-s. 4H) . 
7. 34 (d. J =8. 4Hz. 2H) , 7. 59 (br-t. I H) . 7. 7 3 (br-l. 1HK 7. 97 (d. J = 8. 0Hz. 1HK 8. 03 (s. 
IH) , 8. 11 (br-d. 3H) . 
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MS (FAB) n/z 390 <M+H>+. 

% fli fll 3 8 4 1- U-JL7)\, fcf ^ =7 -J >-!--< )V\ -3- f4- tN-T/ P fcT JWft ^ W >l) 



t:A-3-7;^D-4-h'J^f ;i/7^zi^>X7S F (2. 2 3g) £ 3-^ o q& 
-1- (4-X ^ ;U e ^ 7 & >-l"f )V) -f y * > D > (0. 96g) r h 7 + ^ h 'J 7x - 

7s V 4 >n zr 5? A (0) (0. Hg) <D#fcT, *->U->*^5fcfSe3^TKT, — 
eft tin & S3 iff 2 -e-fc. s^i«^ftKx^;VT*«?L, tt&l&. &S»££r2N 

ISSTlttilfc. *JB )VX~$t&Vk* 8NtK St ± h U r> -A tK i§ &£ T? pll = 

t0*<9&JS<b6 4*!Oi8*i# (0. 83g) 



' H-NMR (4 00MHz. CDC1 ,) ; 6 (ppm) I. 02 <t. J =7. 2Hz. 311) . 1. 18 (t, J =7. 2Hz. 3H) .1.6 
8 (tq. J = 7. 2. 7. 2Hz. 2H) . 2. 5 6 (q. J =7. 2Hz. 2H) . 2. 77 (br-t. 4H) . 3. 4 6-3. 51 (tn. 2H) . 3. 
60 [br-t. 411) . 6. 80-6. 86 (n. IH) . 7. 52 (br-t. IH). 7. 63 (br-t, IH) . 7. 75 (s. IHh 7. 82 
(d. J = 8. OHz. IH), 7. 98-8. 02 (m. 2HJ . 8. 09 (d. J = 8. OHz, III) . 8. 1 9 (d t . J=8. 2Hz, IH). 
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5lt 4fi 

Si/£ ; 1 24-125'C (#*?) 

l H-NMR (400MHz. DMSO-do) ; <5 (ppm) 0. 92 (t. J = 7. 6Hz. 3H) > J. 33 (t. J = 7. 2Hz, 311) , I. 
5 5 (Iq. J = 7. 2Hz. 2H) . 3. 21-3. 27 <m. 4H) . 3. 32-3. 39 (in. 211) , 3. 53 (b r- 1, 2H) . 3. 6 4 <br- 
d. 2H) . 4. 03 (br-d. 2H) . 7. 67 (br-t. )H) . 7. 7 3 (dd. J = 7. 8Hz, 1H) . 7. 79 (br- t. 1H) , 8. 02 
(d. J = 7. 6Hz. 1H) . 8. 07 (br-d. IH) . 8. 10 (dd. J - 1. 8/8. 2Hz. 1 H) . 8. I 5 (d. J = 8. OHz. 1H) . 
8. 26 (s. IB) . 8. 36 (br-t. IH>. JO. 89 (br-s. 1H). 

MS (FAB) m/z 42 1 (M+fl) + J ■ 

m m m 3 8 5 1- (4-x g ^ ^ v >-\— < jd -3- [3-y )i * d -4- n-b h q ^ f> 



S£ §£ 2- [2-7 D-4- h 'J ^f;^^-il/7i-JHXf^ (2. 77g) £ 3-7" D ^ 
-I- (4-X ^ JUtf^ 5^>-l-f iH-f V* / 'JXl.l9g)S» xh74^hU7x- 
7 -f ^ £ A (0) (0. I7g) (Dff&T* l/V^S^HI^TCT, - 

fti«i»jadasi*-fe. K&m £e*&x^ji,-r^«R u, assure. a&t££2N 

ttKTtttBLfc. *fi£tf&x^;UTifc#Lfc. 8N* BMC ^ MJ 9 A * « « T pH 
**T«c»L. ^&*?^*>C7 AT^tsL*:. £fc*JBE©3: ft 6 tt 39 tt 




N 



OH 
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<D 1- (4-X ^ )V t: ^ 5 v ^) -3- [2-7 )\,Jr a -4- (2-7 -fc h :> x ^ ;P ) ^ jl 

+ ; >J >£H»G>iBfi'«l<]. 44g) 
*V^T. IS 6 tl/i±IB?g^^ (I. 44g> £ * * / (30ml) \Zl$ffi L . :CI;5 

a«fc*$*i^ilF»x^;u-r«iUJ 10% ^ B ^- h 'J ^ a * sft. &*n:& 
^TKTiSfe^U. as?y*->!?Ate«LAw. &&£&EEiS^ L, ^ ft * v 'J 

v>&m<t'£y)<Dmm& <o. 9ig) «r»fc. 

1 H-NHR (400MHz. C DC 1 a > ; <5 (ppo) 1. 1 8 (t. J = 7. 2Hz. 3H) , 2. 56 (q. J = 7. 2Hz. 2H) . 3. 7 
6 (br-t. 4H) . 2. 98 (t. J = 6. 6Hz. 2H) . 3. 59 (br-t. 411) . 3. 91 (t. J = 6. 6Hz. 2H) . 7. 33 (dd. J 
= 8. 0Hz. IH) . 7. 48 (br-t. IH) . 7. 60 (br-t. IH) , 7. 66 (s. IH) . 7. 79 (d. J =8. 0Hz. IH) . 7. 8 
6-7. 91 (id. 2H) . 8. 08 (d. J = 8. 4Hz. 1H) . 

% ZtitcMm&Zft&lzJ: O <h X * J - )V / IPE^ 6 ¥5 ft & b T , gfc 

: 

■ti&-; 2 13-2 1 5T: <#S¥) 

1 H-NMR (400WHz. DMS0-d*> ; 6 (ppm) 1. 33 (t. J = 7. 2Hz. 3H) . 2. 82 (t. J = 6. 8Hz. 2H) . 3. 
20-3. 27 2H) . 3. 31-3. 39 (m. 2H) ,3.51 (br-t. 2H) . 3. 63 (br-d. 2H) . 3. 65 (t. J = 6. 8Hz. 
2H) ,4.01 (br-d. 2H) > 7. 45 (dd. J = 8. 0Hz. IH) . 7. 63 (br-t. JHK 7. 76 (br-t. IH) , 7. 93-8. 
00 (d. 3H) . 8. 12-8. 13 (in. 2H) . 10. 78 (br-s. IH). 
MS (FAB) m/z 380 (M+H) + . 

m m m 3 8 6 1- u-x^ji br^ ^ ^ >-i--f jp> -3- u- n- t k 
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2.^^ ^_3_ JP7^z;|/7xZ^)yD >m * (2. 69g) £ 3- 

y a qe - 1- (4-X ? )V bf^ 7 f ^) -f V * -/ 'J > (1. 16g) ^ h ^ ^ 7^ h 1 J 

7xZi^X7>f >/X ^ >? O A (0) (0. 17g) <Z>#SET, * -> U > ^Ifc^iBJaT CC 

j-(4-x^;v t:^ 7 s> >-i— f -3- 14- <2-* h =*■ *> # ;u # ~ :/ d e ;u) 7 x — ;H 

-f V * y 'J > <l. 34g) 

^ ^ T', ^^n^i-(4-x5 L ;ut:^^s/>-i--rju)-3-(4-(2-^ b ^ ^ # - 

jl^/D t:jH7xr;H^ V * y U > (l. 34g) £r* h 7 t H d 7 7 > (IObI) Jc b 
fc. COiSfiS*. TK^fbTJ^-^AUf^AlO.ngl^r h7 t HD77X20 
ml)SB»i«* ir, ^^-Mc^^J^^Ttz fiD X. £ <& lw 30# Pp11S# U . SfSSKlCzK 
(130ml). SNTfc&lfc^ h U A tK i§ ( 1 30m 1 ) , tK (390m 1) £ M \Z 1m A. , ifcflBfci©^ 

/7t h>i)T>ss!UT, m&&&mt6ivt<ofcm<t'£to<DT&mft 62g» £?t 

'H-NMR (400MHz. CDC 1 3) ; 6 (ppn) 0. 96 (d. J = 6. 81iz. 3H) .1.18 U. J=7. 2Hz. 3H) . 1. 9 
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6-2. 05 (m. 1H) . 2. 49 (dd, J = 8. 0. 13. 6Hz. IH) . 2. 56 <q. J = 7. 2Hz. 2H) . 2. 7 6 (br-t. 4H) , 2. 
82 (dd. J = 6. 4. 13. 6Hz. IH) . 3. 52 (dd. J = 6. 0. 10. 8Hz. IH) . 3. 58 (dd. J=6. 0. 10. 8Hz, 1H) . 
3. 59 (br-t. 4HK 7. 28 (d. J = 8. 2Hz. 2H) . 7. 45 (br-l. IH) . 7. 58 (br-t. IH) . 7. 68 (s. IH) . 
7. 78 (d. J=7. 6Hz. IH). 8. 07 (br-d. IH) . 8. 10 (d. J = 8. 2Hz. 2H) . 

~> $ & #1 : 
Hi& ; I95-I96X: 

'H-NMR (400MHz. DMSO-de) ; 6 (ppm) 0. 82 (d. J=6. 8Hz. 3H) > I. 26 (t. J -.7. 2Hz. 3H) , 1. 
79-1. 88 (a. 2H). 2. 35 (dd. J = 8. 6. 13. 2Hz. 1HK 2. 78 (dd. J = 5. 6. 13. 2Hz. IH). 3. 12(br- 
q. 2H) , 3. 26 (dd. J = 6. 0. 10. 4Hz. IH) .3.31 (dd. J = 6_ 0. 10. 4Hz. IH) . 3. 36 (br-s. 4H) . 3. 
66 (br-s. 411) . 7. 30 (d. J = 8- OHz. 2H) . 7. 59 (br-t, IH) . 7. 73 (br-l. IH). 7. 97 (d, J = 8. OH 
z. IH) . 8. 04 (s, IH) . 8. 1 1 (d. J = 8. OHz. 2H) . 
MS (FAB) m/z 390 (M+H)+. 

&mm 3 8 7 i-(4-x^;u * ^ v >-i-< ju) -3- 14- <t. n k n =e -> x ^ ju i 

7 x = JUW V * y IF > • 2*fci£i£cp^fifc 



2. I- -J * ?)V-A- (4- h U ?f ;M^-^7x = M-l.3-^* + y7> (3. 64g) <h 

3-y a 1- u-x^ju t:^ ? & >-i--r ;u) *r y * y u > (i. 05g) ^ h 7 * h 
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•J V xX^** V 4 >K7 W A (0) (0. J5g) (O&tET s * ~> Is > * & « # ES S T 
iti- b 'J ■> A*?S&TpH = lOilTW^Xf^tatllL, 10%g$^^h'J^A7K 

2£&# (0. 73g) «r»fc. 

!«-NMR (400MHz. CDCl*) ; <5 (ppm) ] . 1 8 U . J = 7. 2Hz-3H) . 2, 56 (q. J = 7. 2Hz, 2H) . 2. 7 
6 (br-t. 4H) ,3. 58 (br-t. 4H) . 3. 72 tdd. J=8. 0. 11. 2Hz. IH) . 3. 82 (dd. J-3. 6. I 1. 2Hz. 1 
)I) t 4. 90 (dd. J = 3. 6/8. 0Hz. JH) , 7. 45-7. 49 (n. 3H) . 7. 59 (br-t. IH) . 7. 69 (s. 1H) . 7. 80 
(d. J = 8. 0Hz. JH) . 8. 08 (d. J = 8. 4Hz. IH) , 8. 17 <d. J = 8. 4Hz. 2H) . 

4li 

H£ ; 1 32-1 33X: 

1 H-NMR (400MHz. DMSO-do) ; (5 (ppm) I. 33 (t. J =7. 2Hz. 3H) , 3. 20-3. 27 (id. 2 H) . 3. 3 1 
-3. 39 (n. 2Hh 3. 48 (d, J = 6. 0Hz. 2H) . 3. 53 (br-t. 2H) . 3. 63 (br-d. 2H) . 4. 00 (br-d. 2H) . 
4. 61 (t. J = 6. 0Hz. IH) > 7. 47 (d. J = 8. 4Hz. 2H) . 7. 61 (br-t. IH) . 7. 74 (br-t. IH) , 7. 99 (d. 
J = 7. 6Hz. IH). 8. 07 (s. IH). 8. 11-8. 15 (o. 3H) . 10. 94 (br-s. IH). 
MS (FAB) m/z 378 (M+H) +. 

% Jfc W 3 8 8 1- (4-X ^ )l tf ^ -7 >-l-*f -3- 14- (3-b K d 4- > -3-* f 



576 



WO 99/18077 



PCT/JP98/04465 




. A- (A- h U 2 7 x^XJU) -1-7 9 J > (2. 46g) £ Z-Zf D ^E-l-U-X^ 

^e^7y>-HM-fV + / U > (1. 41g> ^-K^^X h U x x x Z7 
>v'i ^ V s O a (0) (0. 22g) <d W&T. ^^uv^S^Hi^TCT. -8ftjba»iad5 

ef&x^;uT#& assure, at» * 2N^^T«iai 

L. *« £#Rx?;UTtti* Lfc. Wykmiti- h 'J ^ A7k^^T-pH- 10£ U Tit 
KXf JPTjaHiL, 10% K^- h U Cr Azfc&&. fiS IP *fe J& tK "C i& # U , t/ 
* ->^A T?t£«Ljfc. igfifc 3£H£ > 'J )Vt> A 9 n-7 h 7^ 

is >-l-< ;U) -3- I4- 7f^)7xrjl/]>f V^ / U > (I. 07g) &&ft. 

— ;UW V y U > (0. 50g) *7-F5fcKn:77> (50ml) tcfi^^b. *?&TJg# L, 
C C K3. 3^*7^* Ay D a K/x-^;U*gfi£ (860u l) «rU0A. 3 

(860 u I) £ i£*JU 2<5fSit£# L fi&fOififcT >^ X r> ATfciSte^AuA, g*&X 

&£M£iS£L, ^^^>-'J^yjU^^A^D^h^^^^-(h^X>/T-t:h 
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'H-NMR (400MHz. CDC],) ; 6 (ppm) I. 18 (t. J = 7. 2Hz. 3fl) . I. 32 is. 6H) . 1. 82-1. 86 (m. 
2H) . 2. 56 (q. J = 7. 2Hz. 2H) . 2. 75-2. 79 (m. 6H) . 3. 59 (br-t. 4H) > 7. 3 1 (d. J=8. OH*. 2HK 

7. 45 (br-t. 1H) . 7. 58 (br-t, 111) . 7. 67 <s. 1H) . 7. 78<d. J=8. OHz. 1H) . 8. 07 (br-d. 1H0. 

8. 09 (d. J = 8. OHz. 2H). 

; 205-206^ 

'H-NMR (400MHz. DMSO-ds) ; 6 (ppm) I. I7 (s, 6H) . I. 26 {t, J =7. 2Hz. 3H) , J. 6 6-1. 70 
(o. 2H) . 2. 66-2. 70 (m. 2H) .3.12 (br-Q. 2H) . 3. 36 (br-s. 4H) . 3. 66 (br-s. 4H) . 7. 33 (d. 

J = 8. OHz. 2H) . 7. 59 (br-t, IH) % 7. 73 (br-t. 1H) . 7. 97 (d. J = 8. OHz. IH) . 8. 03 (s. 1H) . 8. 

09-8. 12 <m. 3H). 

MS (FAB) m/z 404 (M+H) +. 

&mm 3 8 9 ]-(4-X^JP b'^ 3 5? >-l — f -3- U- (3- fc H o =fc «>-2. 2-^ X ^ 



2. 2-^ * ^Jl>-Z- (4- h 'J 7 ^ 9 X 7 i - ;t,) 7 D tT * >f& * (2. 81 g) 
t 3-y D * -1- (4-X3 1 JU fcT'S 7 >-l--f < V * y »J > (I. I8g) ^ h ^ ^ X 

h >j :7xx;u**:7^ >n?i?oj* (0) (0. i7g)<o?¥i£T, ^->u>^^^??s^ 





• (COOH) 2 
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£ im&X-Mft L, TKSfctf&x^JUTft^b/i. 8N*&ft?- h 'J ^ * 
f&Tpll = 10^ LTfif &X^;UT*&ai 10%#&;r- h 'J ATKSSffc. 

^7Ai7D-7 H^77>f-(h^X>/7t h>^)T*S$3llT, *B & «i 18 ft& # <D 

i - (4-x^;u t; ^ 7 >-i— f ;H -3- [4- (2-* h * ->* - ;u-2-> fj^o 
7iz;i/Hv^y 'J > o. 5ig) 

# U T, # S> ^l/w 1- (4-X^JU tf ^ ^ >-]-- f ;U)-3- [4- (2-* b * ->t> ~ 
^ )V7 D t:jl/)7xzM^f V^; "J>{l.51g)*r h7 t HD77>ilOm 
1) tc*g£? bfc. Z.<Dmm&, Tic^ffcTJ^-^AUf (0. 14g)CDf h7 t HD 
7 5 > UOnDSffiffi <P fcl. &£-*^8»JJ1*aJT£an*., 5 £ K 30# R3 $tW L &. R 
tK (140ml) , SNtKK^^" h U ^ ATKSffle (140ml) , (420ml) £: fll 1C AO x * fct 

(hJU>/7th>^)T*lf»LT, i^^fi^|E9^^O^jS(b-&^^)j2iet^:(0. 9 
Og) £?#/t. 

1 H-NMR (400MHz. CDC1 3) ; 6 (ppm) 0. 93 (s. 6H) . 1. 18 (t. J = 7. 2Hz. 3H) . 2. 56 (q. J=7. 
2Hz. 2H) . 2. 64 (s. 2H) , 2. 76 <br-l. 4H) . 3. 36 (s. 211) . 3. 60 (br-t. 4H) . 7. 27 (d. J = 8. 0Hz. 
2H) . 7. 45 (br-t. 1H) . 7. 5 8 (br-t. 1H) , 7. 68 is. 1H) , 7. 79 (d. J = 8. OHz, 1H) . 8. 08 (bi-d, 
1H) . 8. 09 (d. J = 8. OHz. 2H). 

& Z n?Z&MW&1$&tZ & Q ~> ^ V & & tL * x * y — PE^ ^^ISfi LT, 

-> a. ^ St £i : 
M£ ; 194-195X: 

1 H-NMR (400MHz. DMS0-d«) ; 5 (ppm) 0. 80 (s. 6H) , 1. 26 (t. J=7. 2Hz. 3H) . 2. 56 (s. 2H) . 
3. 10-3. 16 (n. 2H) . 3. 12 is. 2H) . 3. 38 (br-s. 4H) , 3. 68 (br-s. 4H) . 7. 28 (d. J =8. OHz. 2H) . 
7. 59 (br-t. 1H) . 7. 73 (br-l. 1H) . 7. 97 (d. J = 8. OHz. 1H) . 8. 04 is, 1H) , 8. 10 (d. J = 8. OHz. 
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2H) .8.11 (br-d. 1H). 



MS (FAB) m/z 404 (H+H) +. 



mmm3 9 o 1- u-x e ^ v >-\ --t n,) -3- f4- o- b k p*^-i. i-^**- 



g^^3-^ (4- h "J y^-fr* ? r: ;P 7 jl ~? 3~ )V (4. 05g) £: ^-1 

-(4-if ^e^7y>-i^M-f v 4 y u > u. jog) ^ h ^ 4 x h'j7i-^ 

7 w >^ 7 W A (0) (0. 16g) co^&T, U >^^^^S^TtCT, — 

<bbT§*&X^;i,Tjati5b. ]0%£*&^MJ^A?icigi&, &fo£:*£*-eife#b. 
fiSKT^^y^AT^j^l/:. IS J£ £ fc£EE iS £ b , ft ft *4 m Ml *K © 1 - <4-x ;Hf 
^ ^ >- 1--T ;U) -3- (4- (3-T ir h4 v-l. V )l) 7 xx;i/W V 4- 

yU>fclS§C»©B£tt(l. 32g) £»*t. 

* V* "C. »f&nfc±l2jg*'»(J.32g)*^^y-;U (30ml) tcigfl? b fc. z<o&m 
«c5N*»ffc± MJ ^AtKB« (3. 00ml) S iBT 1. BPS IH « # b fc. & £ & 

ffifS^b* «Si;:*£iwARfcx^;UT«aSLfc. worn £ I0KRB;*- h 'J ^ A 
ffiln b. BBR-7 0 r *->'>AT«*bJt. Jg4& £ MEE@3c b , 




OH 




N 
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&m&m&<D&mit'S®i<omm# to. 74g) tmti. 
mnw : 

'H-NMR (400MHz. CDC 1 3 > ; 6 (ppm) 1. 18 <t. J =7. 2Hz. 3H) , 1. 40 is. 6HK 2. 01 (t. J = 7. 
4Hz. 2H) . 2. 5 6 (q. J = 7. 2Hz. 2H) . 2. 76 {br-t. 4H) . 3- 55 it. J = 7. 2Hz. 2H) > 3. 59 (br-t. 4H) . 
7. 43-7. 47 (n. 3H) . 7. 58 (br-t. 1H) > 7. 68 is. 1H) . 7. 79 (d, J = 8. 0Hz. IH) . 8. 07 Id. J = 8. 0 
Hz. 1H) . 8. 12 (d. J = 8. 4Hz. 2H). 

»Stifc»«i»€:flffeCJ;D->a.^K«ti:L, x * y - Jl/ / x - £ IS & 

tt^ : I34-J.35TC 

'H-NMR (400MHz. DMSO-de) ; 6 (ppm) 1 . 26 (t. J = 7. 2Hz. 3H) . 1. 32 (s. 6H) v 1. 85 U. J = 
7. 6Hz. 2H) > 3. 12 (br-q, 2H) . 3. 23 (d. J = 7. 6Hz. 2H) . 3. 36(br-s. 4H) , 3. 67 (br-s. 4H) . 7. 
48 (d. J = 8. 4Hz. 2H) . 7. 60 (br-t. IH) . 7. 73 (br-t. 1H) . 7. 98 (d. J=8. 0Hz. 1 H) . 8. 03 (s. 1 
H) . 8. II (br-d. IH) . 8. 12 (d. J=8. 4Hz. 2H) - 
MS (FAB) m/z 404 (M+H) +. 

mmw 3 9 i i-(4-x^;u tf ^ 3 *j >-\— < ;io -3- f4- <i. t= k p=e s/-2. i-^ 
* r )v f u b' )V ) y 3L - )i ) * v * j u > - 2m & m <d 



2. 2. 5. h 7 *T)V-4- (4- h «J7f ^7^-^7xZJH-i. 3-v**1f> (3. 



OH 




OH 
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22g) (h3-yn : t-l-(4-X5 : ^e^7y >-l--f J * J U > ( 1 . 27 g) £ , ^ K ^ 

h tj 7x-J«X7-< >^7*>*0^ (01 (0. 18g)©^ftT, **>l/>tg^S 

mit&w commit {Q. 92g) & ft tz. 
mm<* : 

1 H-NMR (400MHz. CDC1>) ; 6 (ppm) 0. 91 (s, 3H) , 0. 94 (s. 3H) . 1. 18 (t. J=7. 2Hz. 3H) . 

2. 56 (q. J = 7. 2Hz. 2H) . 2. 75 (br-t. 4H> . 3. 54-3. 65 (m. 6H> . 4. 73 (s. 1H) . 7. 44 (d. J = 8. 4 
Hz. 2H). 7. 46 (br-t. IH) . 7. 59 (br-t. 1H) . 7. 69 is. 1H) . 7. 79 (d. J = 8. 4Hz. Ill), 8. 07 Id, 
J = 8. 4Hz. 1H) . 8. 15 <d, 1 = 8. 4Hz, 2H) . 

4il §^ 

» A ; 150. 5-151. 5*C 

'H-NMR (400MHz. DMSO-d.) ; <5 (ppm) 0. 70 (s. 3H) . 0. 84 (s. 3H) . I. 33 < t. J = 7. 2Hz. 3H) , 

3. 16 (d t J = 10. 2Hz. I H) > 3. 21-3. 27 (m. 2H) . 3. 34 (d. J = 10. 2Hz. IH) . 3. 32-3. 39 (n. 2H) . 
3. 51 (br-t. 2H) . 3. 63 (br-d. 2H) . 4. 01 (br-d. 2H) , 4. 56 (s. IH) . 1. 42 (d. J = 8. 4Hz. 2H) . 

7. 60 (br-t. I HO. 7. 74 (br-t, IH) . 7. 99 (d. J = 8. 0Hz. 1 H) . 8. 0 8 (s. 1 H) . 8. I 1 (br-d. 1H0. 

8. I 3 <d. J=8. 4Hz. 2Hh 10. 79 (br-s. IH) . 
MS (FAB) m/z 420 (M+HM. 

mmm 3 9 2 1- t4-x^;u h' ^ => v >-\--t ju> -3- 14- f4- (2- 1 h q * > x^ )U) 
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> (2.20g) t3-^ r D^-j-(4-x5 1 Jue^^^>-i— r M^y + ;'j> (o. 83g> 

f h'J7jrjl*^7^>/t7^9A(0) (0.12g)OSaT» * v U > * 

ffiiSLfc. «i££2Ni&B£Tlfctt5 7km £6t&X^;UT L 8N*BMfc*h 

£&fd;it>M*T-ifc# fiSKT^^i/^AT^^Lfc. « M £ ^ JE *9 5fc U , 

SBlfft tto 1- (4-x ^ )VM^ 7 >-l--f -3-14- 14- (2-7 ir h * ->x^;U) -jr h ^ 

tHDt'7 >-4— f ;H7i-;H< V^y U >tl^^fcOfg-&#i (1. 14g) 

^l^T, f# £ tlfc ± K*g-&4fc (1. 14g) £ > ^ J -)U <30ml) lr *g b fc. d £D & 
tc5N7KK<b^- h 'J O JxTfamm (2. 35ml) £ M A, ^ tSi T 5» Tel ffl # U & . &&£i£EE 
flu Ag^fig x^;i/T^ttJ L, 10% & h »J O A * m ft. fiSfD 

<*<n&m<t'£yi<oi&m& to. 83g) * 

'H-NMR (400MHz. CDC 1 3) ; a (ppra) i. I8(t. J = 7. 2Hz. 3H) . I. 92-1. 99 (m. 2H) . L 98 (t. 
J=7. 2Hz. 2H) . 2. 25 (br-d. 2H) , 2. 57 (0. J = 7. 2Ilz. 2H) . 2. 77 (br-t. 411) . 3. 46 (t. J=7. 2H 
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z. 2H) . 3. 59-3. 65 On. 6H) . 3. 80-3. 85 On. 2H) .7.4! (d. J = 8. 4Hz, 2H) . 7, 47 (br-t. 1H) . 7. 
60 (br-t. 1H) . 7. 70 (s. 1H) . 7. 80 (d. J = 8. 0Hz. IH) . 8. 08 (d. J = 8. 0Hz, IH) . 8. 1 7 (d, J = 8. 
4Hz. 211). 

^fi S^t 

R£ ; 1 38- 139^ 

Ml-NMR (400MHz. DMSO-d.) ; 5 (ppd) 1. 34 (t . J=7. 2Hz. 3H) . 1 . 82- 1. 88 (d. 4H) > 2. 10 
(br-d. 2H) .".3. 08-3. 16 (m. 2H) .3. 18-3. 2 6 On. 2H> , 3. 31-3. 39 (d. 2H) . 3. 4 5 (br- 1 . 2H) . 
3. 53-3. 63 (d. 4H) , 3. 68-3. 74 (id. 2H) , 4. 00 (br-d. 2H) > 7. 47 (d. J?8. 4Hz. 2H) . 7. 61 (br 
-t. IH) . 7. 75 (br-t. IH) . 8. 00 (d. J = 8. 0Hz. IH) . 8. 08 is. IH) . 8. 12 (d. J =8. 4Hz. IH) , 8. 
17 (d. J = 8. 4Hz. 2H) . 11. 11 (br-s. IH) . 
MS (FAB) m/z 446 (M+H)+. 

m m M 3 9 3 I- (4-X^JP ¥^ =y zs > - 1 — f JU ) -3- (2- t: FP^y / fJl^-f > ^ > 



2-x V* is* x;U-5- ( h 'J X 9 — JU) > ^ > (3. 04g) <h 3-^D ^-1 

-<4-x^;u tr ^ 5 >-i— f ju) -f v * y 'J > (0. 87g) ^h^^xh'J^i — ;i/ 

* X V 4 >n 7 "J V A (0) (0. 12g) (D&tET. U>*£*»fflSTfcT, - «fe 




OH 
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K-CH&mU. tKJS £#&x^;l/TifeJi> b fc. 8N7K & ft: h U ^ A TpH = 10 

Bf£K^y^^>^ ig*££fl£JEiS£b, *Sfett*S»#0>l-<4-X^JUt* 

^ ^ ^ >-j->f )),) -3- (2-x h ^ ^*r;U#x;K >y >-5--Y JU ) V * V 'J > (K 0 
6g) 

^ vi-c, # £ tifc l- tr-^ ^ ^ >-t--r ;u) -3- (2-X h *r i/ tl jurt -ju-i 

> y >-5— f Jl'K V^; 'J > (1.06g)^f t HP77>(6iil)l:ig»lAc. & 

. Kd77>(10b 1)®®^* iZlmX* 2 *> lc20#B!1fc# b Tz* £J&i£lC7k UOOul) , 
5Np*c|£^^ h 'J ^ jUtK*§?£ (100ml) , tK ,{300ml ) £ m l~ *U A , fct 38 £ iffi * b „ 23 

£ i& EE iS 5£ b , Si^v'J^yj^^A^D^ h^77^ - (h^X>/7t h 
>fc)T?mmisTs &^fe#Jl ( ®O&Jil<fc^&<Di2l8l#(0. 35g) 
iBftttt : 

"H-NMR (400MHz. CDC 1 >) ; 6 (ppn) 1. 1 8 (t. J =7. 2Hz. 3H) . 2. 56 (a. J =7. 2Hz. 2H) , 2. 7 
2-2. 86 <m. 7HK 3. 09-3. 20 (o. 2H) . 3. 58 (br-t. 4B) . 3. 70 (d. J = 6. 8Hz. 2H) . 7. 29 (d. J = 8. 
0Hz. IH). 7. 44 (br-t. 1HK 7. 57 (br-t. 1H) . 7. 66 (s. 1H) . 7. 78 (d. J = 8. 4Hz. IH) . 7. 95 (b 
r-d. 1HK 8. 01 (s, 111). 8. 07 (d. J=8. 4Hz. 1H). 

*§SnfciEtt4*£*ftl;:«fc »5*Hfctt£ b, X * / - )V / IPE*> S & it m b T . ^ 

^fl St ^£ 

; 1 36. 5- 1 38*0 

1 H-NMR (400MHz. DMSO-de) ; 6 (ppm) 1. 33 U. J=7. 2Hi. 3H) . 2. 57-2. 65 (m. IH) . 2. 70 
-2. 80 (n. 2H) . 2. 96-3. 07 (id. 2H) . 3. 21-3. 27 (n. 2H) . 3. 31-3. 40 (in. 2H) .3.41 (d. J-6. 8 
Hz. 211) . 3. 4 9 (br-t. 2H) . 3. 64 (br-d. 2H) , 3. 98 (br-d. 2H) , 7. 3 2 (d. J = 8. 0Hz. 2H) . 7. 59 
(br-t. IH) . 7. 7 3 (br-t. IH) . 7. 97 (d. J = 8. 0Hz. 2HL 8. 03 (br-d. IH) . 8. 04 Is. IH) . 8. II 
(d. J=8. 0Hz t IH) , 10. 79 (br-s. IH) . 
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MS (FAB) 0/2 388 (M+H) +. 

3 9 4 1-(4-x^ JU ^ V JU)-3-f (3. 4-y b K □ * f> * ^ ^) 7 



i - (4-x ^ ji^ t: ^ ^ ^ >-i--r ^) < v ^ y u > (i. oog) ^ h ^ x hu^^- 

37 A >rt V O A (0) (0. 14 g) <D£F3eT, ^ i/ U V^g^^i^TCT, — 

^ >-l--f ;i/)-3- 13, 4-t: * <7-fe h > ^ ^ 7 31 ~ JV) -f >J > £ ^ 14 

<Djg£4& (1. 36g) 

*c*-c\ ^ * n/t±^fg^^ (i. 36g) £ * # j —)v {30bd \zmm l, fc. 

KSNTKKft*- h U (7. 22ml) £ JD *. * £ & Tl H ® * U . & * 8 EE 

^fc J£ * T ife ?f> L , «§g^*:>^ATr««Lfc. *£&£«l£iS:£L* H » * ■> U 
{*Ot£Jli<fc£&<9)£8i#(0. 79g) 

1 H-NMR (400MHz. CDC1*> ; 6 (ppro) 1. 17 (I. J = 7. 2Hz. 3H) . 2. 55 (q. J = 7. 2Hz. 2H) . 2. 7 
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6 (br-t. 4H) , 3. 58 (br-t. 4H) .4.81 (s. 2H) . 4. 87 (s. 2H) . 7. 46 (d. J = 7. 6Hz. 1H) . 7. 48 (b 
r-t. IH) . 7. 60 (br-t. IH) .7. 70 (s. 1H) . 7. 79 (d. J = 8. OHz. 1H) . 8. 07-8. 1 1 (a. 2H) , 8. 17 
(d. J=l. 6Hz. IH). 



, H-NMR(400MH2. DMSO-d.) ; 6 (ppm) 1 . 34 ( t. J=7. 2Hz. 3H) . 3. (m. 2H) , 3. 32-3. 40 (n, 
2H), 3. 54 (br-t. 2H0. 3. 64 (br-d. 2H) . 3. 99<br-d. 2H) . 4. 61 <s, 2N) , 4. 64 (s. 2H) . 7. 53 
<d. J«8. 2Hz. IH) . 7. 61 (br-t. IH) . 7. 74 (br-t. IH) . 8. 02 (q. J = 8. OHz. IH) . 8. 07 is. IH) . 
8. 08 !dd. J = 2. 0. 8. 2Hz. IH) , 8. 12 (d. J =8. 8Hz. IH) . 8. 23 (d. J = 2. OHz. IH) . 11. 11 (br-s. 
IH) . 

MS (FAB) b/z 378 (M+H) +. 
Sfe.& ; 1 30. 5- 1 32'C 

m m m 3 9 5 1- u-x^;u ^ ^ *j >-i— r jh -3- [4- 0. 4- 5? a-^-t*- >-2--r n.) 



2- (4- h U y * - jl 7 i — ;U> -1. > (2. 6 3g) t3-?D^-|-(4- 

Xf JHf^7-/>-l--f M-f V + y U > (1. 15g) ^ . T" h ^ * 7. h 'J 7 a: X 7, 
7 A i> O A (0) (0. 16g) CD ^ SET, * -> U > * 3? M » ® » T <c T , — 0feiD.« 



i^A §S -tfi 




,o 
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itui,, 7km&m&^ : ? fr-ei&& bfc. 8N*&*b^ h 'j r> ^*&&"cph= lot l 

^«I©lfi^(0. 4 1g> 

: 

l H-NMR (400MHz, CDC1 1) ; 6 (ppm) 1. 1 8 ( t. J = 7. 2 Hz. 3H) , 2. 56 (q. J =7. 2Hz. 2H) > 2. 7 
6 (br-t, 4H) , 3. 03 (d. J=4. 8Hz. 2H) . 3. 59 (br-t. 4H) , 3. 84-3. 90 (d. 2H). 3. 93-3. 99 (o. 
2H). 5. 12 U, J = 4. 8Hz. 1H) . 7. 38 (d. J = 8.;,2Hz. 2HK 7. 45 (br-t. 1H) . 7. 58 (br-t. 1HK 7. 
67 (s. 1H) . 7. 78 <d. J = 8. OHz. 1H) . 8. 07 (d. J = 7. 6Hz. 1H) ,8.11 (d. J = 8. 2Hz. 2H) . 

Si J££ 

MA ; 163-166T: i&m) 

'H-NMR (400MHz. DMSO-d«) ; 6 (ppm) I. 33(t, J = 7. 2Hz. 3H) . 3. 21-3. 28 (d. 2H) . 3. 31 
-3. 39 (m. 2H) . 3. 39 (d, J=0. 4Hz. 2H) . 3. 50 (br-t. 2H) , 3. 63 (br-d. 2H) . 3. 76-3. 92 (m. 4 
H) . 4. 01 (br-d. 2H) . 5. 03 <t. J = 0. 4Hz. 1H) , 7. 38-7. 41 (d. IH) > 7. 58-7. 63 (m. 1H) . 7. 72 
-7. 7 8 (id. HO. 7. 99 (br-d. IH). 8. 07-8. 16 Cm. 5H) . 
MS (FAB) m/z 404 (M+H) +. 

mmm 3 9 6 1- u-x e ^ 5 v >-i — f ;u> -3- (4- & b ? t h'n77 >-2-^ 
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.2-(4-h«J^f;^?-^7xZJHrh7b FD77X1. 88g) £ 3-^d^-|- 
hf ^ ^ f>' >-,l--f ;U) -f V * y >J > (1. 18g) t + X h U 7x"JP 
3^X7^ >y^-7 ^ A (0) (0. 1 7g) CD # & T\ * v- U > * ^^^l^T JC T. — (fe 

&T#iffll^ &X^JUTtft# L>t. 8N*gMfc-±- h U A tK 13 T p H = 10 

SSffc'&^CD (0. 78g) fc. 

: 

'H-NMR (400MHz. CDC1») ; 6 (ppe) 1. 18 (I. J = 7. 2Hz, 3H) , 1. 81-1. 90 (m. 1H) . 1.99-2. 
07 (m. 2H) . 2. 32-2. 40 <m, IH) . 2. 56 (q. J = 7. 2Hz. 2H) . 2. 76 (br-t. 4H) . 3. 59 (br-t. 4H) . 
3. 97 (dt. J = 6. 4. 8. 0Hz, 1HK 4. 14 (dt. J = 6. 8. 8. 4Hz. 1 H) . 4. 97 { t . J = 7. 0Hz. 1H) . 7. 43 
(d. J = 8. 2Hz. 2H) . 7. 45 <br-t. IH) . 7. 58 (br-t. IHh 7. 69 (s. JH) . 7. 79 <d. J = 8. 4Hz. 1H) , 
8. 08 (d. J=8. 8Hz. 1H). 8. 14 (d. J = 8. 2Hz. 2H) . 
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; 129- 1 30"C 

'H-NMR (400MHz. DMSO-d«) ; 6 (ppo) I. 33 (t. J=7. 2Hz. 3H) . I. 66-i. 75 (m. 1H) . I. 93 
-2. 01 (in. 2H) . 2. 30-2. 38 (o. Ill) . 3. 20-3. 27 <m. 2H) . 3. 31-3. 39 (id. 2H) . 3. 52 (br-t. 2H) . 
3. 63 (br-d. 211) . 3. 81-3. 87 (n. Ill) . 3. 98-4. 05 (m. 3H) . 4. 87 (t, J = 7. 2Hz. 1H). 7. 45 (d. 
J = 8. 4Hz. 2HL 7. 61 (br-t. IH) . 7. 75 (br-t. IH) . 7. 99 (d. J = 8. 4Hz. IH) . 8. 08 Is. IH) . 8. 
12 (d. J = 8. 8Hz. Ill) . 8. 16 (d, J = 8. 4Hz, 2H) . 10. 92 (br-s. IH) . 
MS (FAB) ra/z 388 (M+H) +. 

& m m 3 9 7 I - (4-^9- Jl tf ^ ^ >-l — f ;U) -3- [4- (ci s-4-fc K P ^ ^ > ^ Q 
^\*. ->JU ~J x_JUW V * / 'J > - 2iflB$iS<P£*iK 



cis-4-(h ij ;i,7^-^7xz;Hy^ D^^yJI/ - 7 -fc *r — h (I. 37g) L 3 

U 7 x~;^** 7 4 iSO A (0) (0. 16g) CD#ftT, + v 1/ > l t ] S^^i^T 

i©f££2Ni£i&T*fitf'. X^*;p-Cifc# L 8N7K^ib^" h U £ A tK & 

*STpH = 10<h LTfifc&x^n'Tfibiii I 0 % m ft h 'J O A 7* iS i£ . ffifU&S* 
Tife&L, ttB7J/*yCri,Ttt«Lfc. & £ & HE *S :£ L . « tt IS ffl 4* to 1 - 
<4-x ^ ;U e ^ ^ V >-l-*f Jl/) -3- (4- (c is-4-7 ir h ^ > >- £ da^->JH7xzjH 




OH 
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-TV* / U > hMn<Di%&to (1. 24g) &VktL. 

^^T. f§ 6 n/t ±E8«* (I. 24g) £ > ^ / - >U (20ml) KigflS L fc. Cco^flg 
(C 5N7K ^Yt ^~ h U ^X.Tfcfcifc (2. 72al) £ Jfl * , ^ © T 3. 5($ M S3 # L, &. &fit£M 

#«»©«ffl{t$tt©ittB#(0. 52g) zmtz. 

'H-NMR (400MHz. CDC J 3 > ; 6 (ppm) 1. 18U. J = 7. 2Hz. 3H) , I. 17(br-t.4HK 1. 94 <br- 
t. 4H) . 2. 56 <Q. J =7. 2Hz. 2H) .2.61 (brrt. 1H) . 2. 76 (br-t. 4H) , 3. 5 9 (br-t, 4HK 4. 16 
is. 1H) . 7. 3 5 <d. J = 8. 4Hz. 2H) . 7. 45 (br-t. 1 H) . 7. 5 8 (br- 1. IH) . 7. 67 ts. 1H) . 7. 78 (d. 
J = 8. 0Hz. IH). 8. 07 (br-d. III). 8. 10(d. J = 8. 4Hz. 2H) . 

: 

tt£ ; 1 52- 1 53*0 

'H-NMR (400MHz. DMSO-ds) ; a (ppn) 1. 32 (t, J =7. 2Hz. 3H) , 1. 57 <br-t. 4H) , I. 77 (b 
r-d. 2H) . 1. 84-1. 94 (d. 2H) . 2. 58 (br-t. IH) . 3. 21-3. 2 8 (m. 2H) . 3. 31-3. 39 (d. 2H) , 3. 
47 (br-t. 2H) . 3. 64 (br-d, 2H) . 3. 92 (br-s. 1H) . 4. 00 (br-d. 2H) . 7. 36 (d. J = 8. 6Hz. 2H) . 
7. 60 (br-t. IH) , 7. 74 (br-t. IH) . 7. 98 (br-d. I H) . 8. 05 (s. 1H) , 8. II (d. J =8. 6Hz. 2H) , 
10. 56 (br-s. IH) . 
MS (FAB) m/z 416 (M+H) +. 

m m &\ 3 9 8 I - (4-X 7)1 hT ^ =? *J )V) -3- (4- (trans-4-b K P * > -> 

o ~>;u) y x v * J 'J > • 2mm tews ee 
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OH 



• 2HC1 

6* & trans-4- ( h » ? ^ JU 7. $ — )V Z7 jl — )V) v ? ~>)U (0. 5 6g) t3-^D^e 

-]- <4-X ^ )V\±^^y ? >-l--T ;U) *Y V y 'J > (0. 46g) fh7^Xh'j7x' 
7 W > V A (0) (0. 06g) <D?¥3ET, * S- U > * £ 31 3? S » T T , — 

me$T«aiu, tk^ £Bt6£x^;i,-cife# b?t. 8 Meant-*- h u ^^*i§&T-pH= 

I0t LT^^X^;i/T«£ii 10%^^*- h U & ft ^ *l * T 2fc * b . 

^ ^ JU) -3- [4- (trans-4-T -fe h ^ y y ^ □ a + y M 7 z r Jl/K y ^ y 

»J > £W>n <OUG<to (0. 44g) fc. 

^^t, ^e.n^±^ig^^j(o. 44g) & * y - ;M8mn ic b c <z> 

tc5N*§5ft^ K U A**g& m7ml) £ JJOA, £ & T 3B$ ffl JS # b )t. *§&£$SEE 
fS^b, ^jt»C7K^j!iPAKKx^;UT*ft&mb. 10% h U O A7K&i£. ®fo 

;&jfcg7kTift#b, ^K7^^yC?ATK:Jilf;. fig«££iBJEiS£;b. SS^^U 
^yj^7A^D7h^7 7^-(h;H>/7th>^)Tl§5E(LT, 81 « & 
aR<0Sfflft:fr«lO8B(* <0. 13g) 

1 H-NMR (400MHz. CDC) 3) ; <5 (ppm) 1. 17 (t, J = 7. 2Hz. 311) . 1. 40-1. 50 (m. 2H) . 1. 53- I. 
63 (ra. 211) ,1.97 (br-d. 211) , 2. 12 (br-d. 2H) . 2. 52-2. 59 (in. 1H) » 2. 55 (q. J =7. 2Hz. 2H) . 
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2. 75 (br-t. 4H) . 3. 58 <br-t. 411) . 3. 67-3. 74 (m. IH) . 7. 30 (d. J=8. 4Hz. 2H). 7. 44 (br-t. 
IH). 7. 57 (br-t. 1H). 7. 66 <s. 1H). 7. 77 <d. J = 8. OHz, IH) » 8. 06-8. 10 (m. 3H) . 

MA ; 157-I58-C i»m) 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 27-1. 37 (a. 2H> . L 33 (1, J = 7. 2Hz, 3H) , 1. 47 
-1. 58 (n. 2H) . 1. 82 (br-d. 2HK I. 95 (br-d. 2H) . 3. 20-3. 27 (a, 2H) > 3. 31-3. 38 (n. 2H) , 
31 46-3. 53 (a. 3H) . 3. 63 (br-d. 2H) . 3. 99 (br-d.'2H) . 7! 36 (d. J = 8. 4Hz. 2H) . 7. 60 (br-t. 
IH) . 7. 74 (br-t. IH) . 7. 98 <d. J = 8. OHz. IH) . 8. 04 (s. IH) . 8. 09-8. 12 (m. 3H) , 10. 77 (br 
-s. IH) . 

MS (FAB) m/z 416(M+H)+. 

3 9 9 i- (4-x^;u k ^ ^ =J >- i->r ;u) -3- [4- (ir h ^ b k p V ? >4— f 
JIM *^;U^ x ~;UW / U > ■ 2i& SS ifi (P £ *ft 



Mfh7hHD77 >-4--f J*^JU h 'J ^^^T.^-;U^>-fe'> (0. 67g) t 
3-^ D ^-l-(4-x^;P t* ^ ^ >-l--T ;U) -f V * 7 'J > (0. 59g) h ^ ^ ^ h 

•j7x-J^^7-<>A7> ? ^A(0) (0. 08g> <Z>??3ET. *->U>*£^#lffi^T 

aS$0t£2Ni£&TJfcii! L. * « £ fit » x M/Ttt » b fc. 8NtK & it ± h U A tK « 
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^?att<0&S<fc^&O&e#<0. 30g) 



'H-NNR (400MHz. CDCI 3) ; 5 (ppn) 1. 1 8 il . J = 7. 2Hz. 3H) . 1. 32- I. 43 in. 2H) , 1. 6 ] (b 
r-d. 2H) , 1. 75-1. 86 <m. IH) > 2. 56 (q. J = 7. 2Hz. 2HK 2. 61 (d. J = 6. 8Hz. 2H) . 2. 76 (br-t. 
4H) . 3. 35 (br-t. 2H) . 3. 59 (br-t. 4H) . 3. 96 (br-q. 2H) . 7. 24-7. 26 (b. 2H) . 7. 45 (br-t. 
IH) . 7. 58 (br-t, IH) . 7. 68 (s. IH) . 7. 79 (d. J=8. OHz. IH) . 8. 07-8. 1 1 (m. 3H) . 

fijt 

fit A : 182-184«C 

'H-NMR (400MHz, DMSO-da) ; 6 (ppm) 1 . 19-1. 30 (m. 211) . 1. 33 (t. J = 7. 2Hz. 3H) . 1. 51 
(br-d, 2HK 1. 72-1. 84 (b. IH) . 2. 58 (d. J = 7. 2Hz. 2H) , 3. 20-3. 28 (m. 4H) . 3. 31-3. 39 (m. 
2H) . 3. 53 (br-t. 2H) . 3. 62 (br-d. 2H) . 3. 82 (br-q, 2H) . 3. 99 (br-d. 2H) . 7. 31 (d. J = 8. 4 
Hz. 2H) . 7. 60 (br-t. IH) , 7. 74 (br-t. IH) . 7. 98 (d. J = 7. 6Hz. IH) . 8. 06 (s. IH) . 8. 12 (br 
-d, 3HK II. 00(br-s. IH). 
MS (FAB) b/z 416 (N+H) +. 

m m m 4 0 0 p a-i-H-x^;ubf^^ i> >-i--r ju) -3- (4-> h -> 7 x _ 




OMe 
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HffiM\0-\-?®tz 3- (4-;* h^->7x- )V)-\ % 2- is fc K □ -f V / U >-2-*> 

(5. 03g) iw 2£ ttfb y > (1 2. sog) ^ j&n Mor-e — k^^jctk^jqx., 

n _^^^ >^ bI^^L/TI,4-y^ n a - 3- (4-* h i/ 7 — )U) < V * / 'J > 
(2. I7g) 

^b^fcl, 4->?^ o a -3- (4-* h4>7x-;M^f 7 + y »J > (0. 30g) \z. m m 
ijiJDA (0. Mg) , N-X^ )V tf ^ 7 > (126m») . N. N-S? Jl/.* JW-k 75 F (10m 
D&flJA, — vkfeW b fc. c: c tcN-x^;u tr^< ^ > (126d1) Sriiira $ 

e» t-4^f Pa^^ia Tts^bfe . 2 e kn-x^u > (378m n ad l- 5» m 

50*c-ete#Lfc. & ir zic £ in*., #&x^;u-c#iifi viz. Jfi m*£ (40) * 

SieJte»l«!*<OSH^fc'&tt©i8jB»: (0. lOg) 
38E&t# : 

'H-NMR (400MHz. CDCI.) ; 6 (ppo) 1. 16 U. J = 7. 2Hz. 3H) , 2. 54 (q. J = 7. 2Hz. 2H) . 2. 7 
2 (br-t. 4H). 3. 52 (br-t. 4H) . 3. 88 (s. 3H) .7-01 (d, J = 9. 0Hz. 2H) .7.53 (br-t. IH) > 7. 7 
2 (br-t, IH) . 7. 88 (d. J = 9. 0Hz. 2H) . 8. 09 (d, J = 8. 0Hz, IH) . 8. 27 (d. J = 8. OHz. IH) . 

m *> nfcisst#£# fete «fc 0 mm& t x* y-;p/iPEA^^fef B tT, ft 

Sit 4££ 

gfc & : 200. 5-20 L st: (#8?) 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) I. 31 (t. J = 7. 2Hz. 3H) . 3. 18-3. 25 (m. 2H) , 3. 28 
-3. 36 (n. 2H) . 3. 50 (br-t. 2H) , 3. 58 (br-d. 2H) . 3. 84 (s. 3H) . 3. 95 (br-d. 211) . 7. 08 (d. 
J =9. 0Hz. 211) . 7. 74 (br-t. Ill) , 7. 8 I (d. J = 9. 0Hz. 2H) . 7. 93 (b r- t. I H) . 8. 2 0 (d. J = 8. OH 
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z. 1H) . 8. 26 <d, J = 8. OHz. 1H) . 10. 95 (br-s t !H) . 
MS (FAB) m/z 382. 384 (M+H) +. 

mmm 4 0 1 l-U-X^JU^^ S*>-l-f JU-3-t4-<cis-4-b Ka^yf^ 



cis-4-Z ir h * ;> -2- ( h >J :/ ^ ;U 7. 9 x Jl/ 7 x x ;U) 5r h ^ t K a tf ^ > (1. 81 

g) l 3-yo (4-x^;u tr ^ ^ £✓ >-i--f ;m -r v + y u > (o. 98g) x h ^ * 

^ h'J7i-;^77-f >^7y^A (0) (0. 14g) 0?¥3ET. *^U>*^3£3?ffl 
fc. iftSK^2N^K-e«&m *Jl£fifc&X^Jl,Tifc# Lfc. 8N*B£ffc}- MJ £ A 

CO 1- (4-X5 1 )if V' >-l~f ;U) -3- (4- (c is-4-7 -fe h+yf h7t Fd^7> 

-2--f ;u> ? ix;H-r v*/ 'J >£i££lc7>/g^£#£:. 

^ bn^±Srg^^^^ ^ > (20ml) Idg^L^c. r O&fclcSN* 
&{b* h U AzkSfc (3. Onl) tflD*. SaT-tt*#L&. & £ i3 3; L , 

&&£&)E?3£L, Sifi 5: > U * v A ^ D -? h 7 4 - (2 a 




OH 




N 



- 2HC1 v 
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*H-NMR (400MHz. CDC]*) ; 6 (ppm) I. 18 (t. J = 7. 2Hz. 3H) , 1. 55-1. 72 (m. 2H) . 1. 97-2. 
03 (m. 1H). 2. 21-2. 27 (n. 1H). 2. 56 (q. J=7. 2Hz. 2Hh 2. 76 <br-t. 4H) . 3. 59-3. 65 <n. 5HK 
3. 94-4. 02 (b. 1H) % 4. 19-4. 24 (d. 1H) , 4. 39 (dd. J = 2. 0. 11. 4Hz. 1H) , 7. 42-7. 48 (m. 1H)> 

7. 45 (d. J = 8. 4Hz. 2H) . 7. 58 (br-t. 1H) . 7. 69 (s, IF!) . 7. 79 (d. J = 8. OHz, 1H) , 8. 08 (d. J = 

8. OHz. 1H) . 8. 15 (d. J=8. 4Hz, 2H) . 

ftt&*4£<a&lli ft 
; 148-149. 5*C 

l H-NMR (400MHz. DMSO-de) ; 6 (ppm) 1. 28-1. 36<m. IH). 1. 34 (t. J = 7. 2Hz. 3H) . 1. 39 
-I. 49 (m. 1H) . 1. 81-1. 86 (m. 1H) . 2. 06-2. 11 (m. 1H) . 3. 20-3. 26 (id. 2H) . 3. 31-3. 39 (m. 
2H) . 3. 48-3. 64 (m. 5H) , 3. 74-3. 82 (m. 1H) , 3. 99 (br-d. 2H) . 4. 02-4. 07 (m. 1H) . 4. 38 (d 
d. J=l. 6. 1 1. 2Hz. 1HK 7. 46 (d, J = 8. 4Hz. 2H) » 7. 61 (br-t. 1H) . 7. 75 (br-t. 1H) . 7. 99 (d. 
J = 8. 4Hz. 1HK 8. 09 (s. 1H). 8. 12(d. J = 8. 4Hz. 1H) , 8. 16(d. J = 8. 4Hz. 2H) . 1 1. 09(br-s. 
IH). 

MS (FAB) m/z 4 18(M+H) +. 

m m m 4 0 2 1- (4-X^;U If ^ ^ >? >-l-*f JP)-3-f4-(trans-4-b H d^vt F 
^ b h'Dh'7 >-2--f jM7i-JU-fV^y U > ■ 2j£&iS(0'&fiE 




OH 
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trans-4-T-fe h=^y-Mh 'J ;^^^7i-;Ht h7 t F D tT^ >(3. 
35g) t 2-7 □ ^-1- (4-x^;U tf * i? >-\--f )l) <i V * J 'J > (1. 36 g) r* h 5 
* * h U 7 x — )V * 7. V > /t 7 V O A (0) (0. i 9g) <D & £ T ♦ 5/ U > * g 35$ # 

A*J&f£TpH = I0t LTfi^KJf ;PTiIU fiS *0 ^ tK "C ft #• L , 
y^A-C^^bfc. *g&£«i£i3* « fittiBI* tt © 1- (4-X ;y fcT ^ 7 >- 
l-< JW) -3- [4- (trans-4-T -fc h^yfh7t h*Dlf7 >-2— f JH7r-JH-f 7 + 

* t»T. » € * * > - (20ml) IC^^L^c. d <D *g i£ tc 5 N 7k 

K U AtK&>£ (3. On!) £/JP*., £ £ T - M IS # l> & . & £ M JE *S i£ U . 

£MEE*3^ b, SIS £ > »J ^ A ^ d -7 h ^ ^ ? -< - (^ a 

D^^A/^^y-i^itfisiT, «fi#&H<o«a^'&^<ojasNi^(i.06g) 

1 H-NMR (4 00MHz. CDC1 ») ; 5 (ppm) 1. 18 (t, J = 7. 2Hz. 3H) > I. 64-1. 70 (n. I UK L 88-2. 
06 (m. 3H) • 2. 56 (q. J=7. 2Hz. 2H) . 2. 76 (br-t, 4H) . 3. 59 (br-t, 4H) . 3. 95-4. 00 (m. 1H) . 
4. 07-4. 13 (m. IH), 4. 34-4. 37 (m. IH> . 4. 89 (dd. J=4. 8. 9. 2Hz. IH) . 7. 45 (br-t. 1H) , 7. 
46 (d. J = 8. 4Hz. 2H) . 7. 58 (br-t. IH) . 7. 69 (s. 1H) , 7. 79 (d. J = 8. 0Hz. IH) . 8. 07 (d, J = 8. 
4Hz. IH) . 8. 14 (d. J = 8. 4Hz. 2H). 

n%t\T^mmw*ism\z& vmmmt x* y -jv/ipe** &««»bT, lit 

» j& ; 151-152. 5t; (»») 

1 H-NMR (400MHz. DMSO-d.) ; <5 (ppm) I. 34 (t. J = 7. 2Hz. 3H) , 1. 55 (br-d. IH) , L 68 (b 
r-t. 1H> . 1. 75- 1. 86 (m. 2H) . 3. 19-3. 26 (m. 2H) . 3. 31-3. 39 (m. 2H) , 3. 53-3. 64 (o. 41!) . 
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3. 82 (dd. J = 4. 6. 10. 6Hz. IH) . 3. 92-4. 00 (m. 4H) . 4. 79 (dd. J = 2. 0, 1 1. 2Hj. 1H) . 7. 44 (d. 
J = 8. 2Hz. 2H>. 7. 61 (br-t. IH). 7. 75 (br-t. 1H> • 7. 99 Id. J = 8. OHz. IH) , 8.08(s. 1H)> 8. 
12 (d. J = 8. 4Hz, IH) , 8. 16 (d. J = 8. 2Hz. 2H) . 11.29 (br-s. IH). 
MS (FAB) m/z 418 (M+H) +. 

gttffl4 0 3 1 - (4-X )V ^ =7 5? > - 1 — f )V) -3- 14- \l~ (R) - b: K D * -> -f P 



OH 




j 

mi&M7<DJj & I - (4-x^;U fc! ^ 5 ;U) -3-(4-k Fd^->7x 

-X^;l/ t! ^ ^ >-l— f )V) -3- 14- (2- (R) - (tert-y ^ ;U ^ S' H * * ) 7 
D^ + y)7x-JH-f 7^^ 'J > (0. 4 3g) £^Xt. 

6 n/t l-(4-X^;Hf ^ ^ zs >-l-*f -3-14- [2- (R) - (ter ^ ^ ^ ;U 

y'JJ^^yiyn^^y^x-JH-fV^ / 'J > (0. 43g) tc, > * J - JMIObI) » 
2N&BSM50ml) £ J»AT*3*?b. ^ Z& X 4. 5f$ Pel Jft # U fc. & £ M IE i® 2s U . 8NtK 

^KT^^y^AT^^lfc. i§4££ri£EEi2I^L, B £ > »J * y ;U # ^ A £ n 

OiSSItt (0. 22g) 

: 
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1 H-NMR (400MHz. CDC1W ; a (ppm) 1. 18 (t. J=7. 2Hz. 311). I. 32 (d. J = 6. 4Hz, 3H) . 2. 5 

6 (q. J = 7. 2Hz. 2H> . 2. 76 (br-t. 4H) . 3. 59 (br-t. 4H) . 3. 87 (dd. J = 8. 0. 9. 2Hz. 1H) . 4. 02 
(dd. J = 2. 8. 8. 21Iz. Ill) . 4. 20-4. 28 (m. IH) ♦ 7. 01 (d. J = 8. 8Hz. 2H) . 7. 44 (br-t, 1H) . 7. 5 

7 (br-t. IH) . 7. 62 Is. 1H). 7. 77 (d. J = 8. OHz. IH). 8. 06 (d. J = 8. 4Hz. IH) . 8. 12 (d, J = 8. 8 
Hz. 2H>. 

m&m : 

; 112-114*0 - : 
1 H-NMR (400MHz. DMSQ-d*> ; . 6 (ppm) J. 18 (d. 1 = 6. 0Hz, 3H) . I. 33 (t. J = 7. 2Hz. 3H) . 3. 
21-3. 28 (m. 2H) . 3. 31-3. 39 (id. 2H) . 3. 48 (br-t. 2H) . 3. 63 (br-d. 2H) . 3. 85-4. 02 On. 5H) . 
7. 07 (d. J = 8. 8Hz, 211) , 7. 58 (br-t. IH) . 7. 72 (br-t. IH) . 7. 96 (d. J = 8. 4Hz. IH) , 8. 00 (s. 
IH) . 8. 10 (d. J = 8. 0Hz. IH) . 8. 15 (d. J = 8. 8Hz. 2H) . 10. 68 (br-s. IH) . 
MS (FAB) m/z 392 (M+H) +. 

mmm 4 o 4 1- (4-x^;u g ^ ^ v >-\-<< )\>) -3- u- f2-h Ko^->-i-(S)-^f 



**S0iJ7<D*«fe lCfi£t». )-(4-X5 L t*^ 7 ^ >-l-*f ^) -3- (4-k K D * -> 7 x 
= V*y'J>*Sfc. *^Tf*H6« 287 tig«»Z UT. ft 83 Ml * <0 I - (4 

-x?^f-<7 ^ >-i--r ju) -3- (4- [2- h U ^;u** ~>-i- (S)-* jux h*->) 7 




o. 
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x — ;U -f V 4=- y U > (I. 2lg) £ w/z. 

m nit l- (4-x^;p tf ^ ^ >-* >-i--r ;i/)-3- 14- 12- h 0^)1**^-1- (S) ^ 

X h^y|7i-JI/K V ^ y U > ( 1 . 2 1 g) ic. ^ >-t?> (10ml) , ;* * y - )V (50 
Dl>43£tf2N&g£ <IOn)l)£j&0;LTig#L, £ & T 45# Nl » # L . ^K^^BEfS^ 
8N7KKIk^- h U O AtK^^TpH= JOt bTftSif^Ti ttJ V, £S frJ i?£ J£ tK 

itti®<omn& (0. 36g) 
iSISttf* : 

*H-NMR (400MHz. CDC) 3 ) ; 5 (ppm) 1. 18 <t. J = 7.' 2Hz, 3H) . I. 32 (d. J-6. OHz. 3H) . 2. 5 
6 (q, J = 7. 2Hz, 2H) . 2. 76 (br-t. 4H) . 3. 59 (br-t. 4H)\ 3. 75 (dd, J = 6. 4. I 1. GHz. 1H) . 3. 8 
0 (dd. J = 3. 6. II. 6Hz. 1H) . 4. 55-4. 62 (m. 1H) . 7. 03 (d. J = 8. 8Hz. 2H) . 7. 44ibr-t. 1H) . 7. 
57 (br-t. 1H) . 7. 62 (s. 1H) . 7. 77 (d. J-8. OHz. 1 H> , 8. 06 (d, J = 7. 2Hz. 1H) . 8. 1 2 (d, J=8. 
8IIz. 2H>. 

"1^1 6£t ^EQ2 

IBK* ; 1 28- 129X: 

1 H-NMR (400MHz. DMSO-ds) ; 6 (ppm) 1. 25 (d. J = 6. OHz. 3H) . 1. 33 (t. J = 7. 2Hz. 3H) . 3. 
20-3. 26 (m. 2H) . 3. 31-3. 38 (a. 2H) . 3. 48-3. 63 (m. 6H) . 4. 48-4. 56 On. 1H) , 7. 07 (d. J=9. 
OHz. 2H) . 7. 5 7 (br-t. IH) . 7. 72 (br-t. 1H) . 7. 95 {d. J = 8. OHz. 1H) . 7. 99 is. III) . 8. 10 (d. 
J = 8. 4Hz. 1H), 8. 13 (d. J=9. OHz. 2H) .11.03 (br-s. 1H). 
MS (FAB) m/z 392 (M+H) +. 

mmm 4 o s i- <4-x^;u tf ^ =j *j >-i-< )[,) -3- (2-* b * > hf y *j >-4— f 
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10- lO^ ft T, *)U-o- V)V7 S H (2. 90g) t 4-*> 7 / -2-> h 

* 5/ tr y > (2. 60g) ^s^^-tt r^fe3- (2-^ h * ~> tr >j 5; >-4— r ;u) < + ; 

»J (1. 22g) fc, ^ *ft 'J > (25. 7g) £ An X. 100TC T MiDl* U fc. 

S*aE€:«JE»»L, »fclztt»x^^ ft flfc X B & 7k * 

•^0>3; £N-X^;Utf ^ ^ S J > (2 0ml) t l20nCT8«rraJE*Sli:fc. &&&&&&& 

Ai^PV h^77^- <Ifb/f l^>//^y-J^)T^HUT, ft ttl 4* (D 
&®<t&®<DMmft (0. 62g) (4X35 ; 9. 2%) 

'H-NMR (400MHz. DMSO-do) ; (5 (ppra) 1. 32 (t. J = 7. 2Hz. 3H) . 3. 18-3. 28 (a. 2H) . 3. 28 

-3.4 1 (n. 2H> . 3. 4 8-3. 67 (n. 4H) > 3. 94 is. 3H) . 3. 9 9-4. 08 (a. 2H) . 7. 62 (br-s. 1H). 7. 6 

6-7. 73 (d. 1H) . 7. 77-7. 84 (a. 2H) . 8. 04 (br-d, 1H) . 8. 16 (br-d, 1H) . 8. 28-8. 33 (m. 2H) . 

10. 98 (o. 1H) . 

MS ; 174-I76TC 

MS (FAB) m/z 349 (N+H) +. 
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mmm 4 0 6 1- h-x^;u v >-i--f ;t/> -3- <2-^< > i/ji** -> e y ^ > - 
>-4--r y * y y ><p^ia 



^ J6fl?y 10- 1^>^ &tc^ o N-^f ^-o-hJP7= H (3, 00g) t4->7 y -2-^ > 
V )\,-**r v tf U > (4. 20g) it T^fc 3- (2-^ > i?^^- * 5> fcf U >-4~f 

;W) V ^ > U >-l-* > (2. 84g) (Z. ->&ffc U > (37. 7g) £: tJQ*.. lOOr T2^ 

is >-4--r ;n-fv*;'j>*, -t o £ £N-x^;i/ tr ^ ^ v > (20mi) <t nor-essf 

^)TH5KbX, &^£n&# CD I- (4-X^;U hf ^ ^ >-) — r -3- (2-^ 

4 1 -> fcf 'J 5* >-4-< ;u) -f V 4- / 'J > (0. 2Ig) t 1- (4-X^jU 7 V s >-i-< ;U)-3 

-(2-^7 □ d tr y >> >-4-f ;u) -f v * y y > io. 32g) tmtz. 

i- (4-x t: ^ ^ >-i--r ;h -3- (2-^ > ~> tr y >-4-*r ;u) -r y ^ / 




CI 
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MI-NMR (400MHz. DNSO-dJ ; 6 (ppm) I. 32 U. J = 7. 2Hz. 3H) > 3. 18-3. 40 (id. 4H) . 3. 4 1 
-3. 53 (n. 211) . 3. 58-3. 66 <m. 21!) , 3. 95-4. 07 (ra. 211) . 5. 42 is. 2H) . 
MS (FAB) m/2 425 (M+H)+. 

I-M-Xf jl/h!^7y >-l-f;M-3-(2-^ n a fcT > J i> >-4--f ^) -f V =* / 'J >ig& 

a <« e i» * ) 

■H-NMR <400MHz. DMS0-d«) : 6 (ppra) 1. 32 (t. J = 7. 2Hz. 3H) . 3. 18-3. 4 J (id. 4H> . 3. 44 
-3. 56 (m. 2H) . 3. 58-3. 66 (m. 2H) . 4. 00-4. 08 (id. 2H) . 7. 68-7. 75 (id. 1HL 7. 79-7. 85 (m. 
1H). 8. 05 (br-d. IH). 8. 15-8. 21 (n. 2H) . 8. 24 (s. 1HK 8. 42 (s. IHK 8. 55 (d. J = 5. 6Hz. 1 
H) , 

m& \ igs-w'c : 

mmm 4 0 7 1- (4-X ^ )V fcf I ^ >-l-*f )V) -3- [2- (2-* h^yX ^->) e»j 
y > -4— f JU\ % J J 'J >tp a fiE 



2-* h * ->X ^ y -JW (50ml) tc, 60Xfft&7K5SMfc::*- h 'J V A (0. 20g) £ * mT K 

'> e r uo a £ . z <D®m\zm$zmwT~'&tz\- (4-x^u tr ^ ^ >? >-i--r m -3- 

(2-^7 p p t* U >-4--f -f V * / 'J > (0. 20g) £ 8sta 3Braia»j§^L/c. 
>U*y;U^5A^D^h^^7^-(^ft^^U>/^^> r --JU^)T«l©LT, 

»»fe**©sa{k*» (0- i2g) 
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fi^t * 

'fl-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 34 (t. J = 7. 2Hz. 3H) . 3. 17-3. 27 (m. 2H) . 3. 27 
-3. 4 J (n>. 2H) . 3. 50-3. 67 On. 4H) . 3. 69-3. 74 On. 2H) . 3. 97-4. 07 On. 2H) . 4. 44-4. 49 <m. 
2H) . 7. 64 (br-s. IH) . 7. 66-7. 75 Ob. IH) . 7. 76-7. 85 On, IH) . 8. 01-8. 06 Cm. 1H) , 8. 14-8. 
20<n. IH) . 8. 29 (d. J = 5. 6Hz. 1HK 8. 34 (s. IH). II. 52 On, IH). 

; 139-140*0 
MS (FAB) m/z 393 (M+H) +. 

$zmm 4 o 8 i- (4-x ^ ;u 5 s j >-\--i )V) -3- <4-t> -r >v y ^ ~ )U) -r 

V * 7 ' J ><» & fi£ 



Hlffi^J62-e^ Ac i- (4-x^;u tr ^ 7 i? >-l-*f JP)-3- (4--> 7 J Z7 m -x v ^ 

yUXl.Og)*, (40ml) + , 60t;-C5P*raKJfc£i*-fc. JEJS«£»ai«* + 

8N7K^<b^" h U S A*J£iBtTpH£8~-9lCSB& Lfc. #r tiJ L 6 -fe «t JS £ 
ttffiL. TkTSfcffK LTgCgHfc^^ (0. 25g) Z&fz. ( «K * ; 23. 8SS) 

:n^^tet:tt)TJ&SIil. ISfet8 3fc£ifl (0. 21g) £ fSfc. 



1 H-NMR (400MHz, DMSO-d.) ; 5 (ppm) 1. 34 (I. J = 7. 2Hz. 3H) . 3. 18-3. 28 On, 2H) . 3. 30 
-3. 4 1 On. 2H) . 3. 5 1-3. 67 On. 4H) . 3. 98-4. 06 On. 2H) . 7. 43 On. 1 Hh 7. 62-7. 67 (n. IH) . 7. 
75-7. 80 On. IH) . 8. 02 (d. J = 8. 4Hz. 2H) > 8. 05-8. 12 On. IH) .8.14 (d. J = 8. 4IIz. Ill) , 8. 2 I 




CONH 2 
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(s. 1HL 8. 28 (d. J = 8. 4Hz. 2H) , II. 14 (n. 1H). 

; I97-199*C 
MS (FAB) hi/z 361 (M+H)+. 

mmm 4 o 9 i- u-x ^;i/ ^ >-i— < ji/)-3-f4-<~>^ da^vj^fd^ 



*K*917TfB#tLT»& l-(4-XfJHf^7 ^ ;M -3- (4-* jus ;u 7 

iZJM^f 74; 'J > (0. 35g) (D7h7t FD77> (5ml) ^ ?S (C, 2M-->^ + 
y^-ey^^^A^nU H /x- -7-;U*« ( la 1 ) £ £ffi"Cfin ft. 0. S&mSJC 2 

tarn. >o &-c?t8k b &. &&&t&m%i&i,* nrntis*) t>v )v% 
©«infc*« to. 2ig> 



'H-NUR (400MHz. DMS0-dO ; 5 (ppm) I. 34 (t, J = 7. 2Hz. 3H) . 0. 90- 1. 90 (n. i IH), 3. 1 
7-3. 28 (oi. 2H) . 3. 29-3. 41 Go. 2H) . 3. 50-3. 66 (in. 4H) . 3. 96-4. 05 (tn. 2H) , 4. 32 (d. J = 6. 
4Hz. 1H) . 7. 40 (d. J = 8. 4Hz. 2H) t 7. 58-7. 64 (n. 1H) , 7. 72-7. 77 (n. IH) . 7. 99 <d. J=8. 4H 
z. IH) . 8. 07 (s. IHL 8. 10-8. 1 6 (m. 3H) . I 1. 2 8 (oi. IH) . 




ifi 6S ££l 
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m.6 ; 153-I55TC 

MS (FAB) m/z 430 (M+H) +. 

$ffi^!4 1 0 l-M-Xf^ K^^s; Jb)-3-f4-<4-fc: K D * -> ^ K ^ t: H 

P tf ^ >-4— f JU7x^Jl/U V^y 'J XD^Bt 



l£$£#J10-lcO#i£IC&^>T, N->f ^-o-h^75 H (7. 50g) o =£ ^ > V 

- h U )V (9. lOg) £:K&£-t*-T#Jt3-<4-:/ U =E 7 ilXJPW V >/ U > (3. 

86g) fc, * * fb U > (3 8. 6g) €: JJO , 1 00*C R5J Jin L/i. ^ f£ £: M BE ?£ 

^AtK*§?Bu fSlO^^TKTiSt^ 5SII7i/^->»)At%^lt. ^ *K * » flE @ 
2s ^ b n 1-^ □ P - 3- (4- ^ □ ^ 7 x ' JH < V ^ / U >^r. £N-X^ 
^ tT^^ V > (30ml) £ !20t:-C8P£P<fiS&$ S # & EE &*£ U , &m\z& 

& tmrnxzwAtz. ^kx^jh^tk, fi&*Dfc*£*TSfc*iH-<, sssvy 

- JP) .|_ (4 - If ^tX^yV-l-fjH-f V^y U > (1.62g) €r«fc. 

# nfc 3- (4-y p^yxzju-i- (4-x^ ji/ 1*^ ^ > - I— f *r v =*■ -/ 'J > 

(0.61gl©fh7t HD77> (30ml) -78 1; l:^^lb, 1. 6M n-BuLi (1. Ira!) 

^r^^^ffl^T-CfiST Lfe. I5#&. h ^ t H o tT 5 > -4-* > (0. 1 7g) <D =r h 





N, 



• 2HC1 
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StKT«£^L, iftfi^^^x^ ATR^L^c. fc&*iai£@3c « £ £ -> U # 
Y)i,j}7/±2a^b#yy'<-i*&it*3 L l>>/*2S~)l'&) "CfSS LT, »S 
fitttt©SHfl;## (0. 2 1 g) (UK* : 32. IX) 



'H-NMR (400MHz. CDCI 0 ; 6 (ppm) i. 17 (t. J=7. 2Hz. 3H) . 1. 76 (br-d. 2H) . 2. 20-2. 3 
0 (d. 2H) . 2. 55 (a. J = 7. 2Hz. 2H) . 2. 76 (n. 4H) , 3. 58 On. 411). 3. 89-4. 02 (m. 4H) , 7. 43-7. 
48 (d. 1H) . 7. 56-7. 62 (d. 1H) . 7. 59 (d. J-8. 4Hz. 2H) , 7. 68 (s. 1H) , 7. 77 (d. J = 8. 0Hz. 1H) , 
8. 08 (d. J = 8. 0Hz. 1H) . 8. 16 (d. J = 8. 4Hz. 2H) . 
MS (FAB) m/z 418 (M+H) +. 

mmm 4 1 1 i-u-x^;u k^ =y t jn-s-u-fk* (i. 3-^7 -7-^-2- 



^ 7 */— (0. 75g) co-r h ^ k K D 7 ^ > (40m I ) & ffi £ -7 8"C 2. 5M n 

-BuLi (3. 8m!) £ ifc T Lfc. I5#«, % tfi « 1 7T * ffi # £ b T » 1- (4-X ^ ;P k 
^ 7 S? >-l-*f ;^)-3- (4-* i ^7iZiHi' 'J > (l.0g)<DTh7b K D y 

? > (20ml) & £ $f T L fc. K^iaSTI^i&Lvt. x 
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4 - mit*3 L \'> / J T*ft§2 LT^Sfe^ttcoSSft:^^ (0. 27g) £ 

'H-NMR (400MHz. CDC ) ») ; 6 (ppm) I. 1 6 (t . J = 7. 2Hz. 3H) . 2. 55 (d. J = 7. 2Hz, 2H) . 2. 7 
4 On. 4H), 3. 57 (n. 4H) . 5. 75 (br-s. 1H) . 7. 37 (d, J = 3. 2Hz. 2n) . 7. 45 <br-t. IHK 7. 56 (b 
r-t. iH) . 7. 65 <s. 1H) . 7. 73-7. 80 (m. 3H) . 7. 82 (d. J = 3. 2Hz. 2H) , 8. 05 (d. J = 8. 0Hz, IH) > 
8. 14 (d, J = 8. 0Hz, 2H>. 

C^^SlCtOailtl, m&W* <0. 18g) 

1 H-NMR (400MHz. DMSO-d*) ; 5 (ppm) 1. 37 (t. J = 7. 2Hz. 3H) . 3. 1.7-3. 62 (id, 8H) . 5. 96 

-4. 03 <m. 2H) . 7. 70-7. 76 (m. 511) , 7. 80 (d. J = 3. 2Hz. 2H) . 7. 96 (br-d. IH) . 8. 05 <s. IH) . 

8. 09 (br-d. 1H) . 8. 14 <d. 1=8. 0Hz. 2H) . 

mOL ; 157-158T: 

MS (FAB) n/z 514<M+H)+. 

g»J£j£42!]£LTI- (4-X^;W tf^7y>-l-fM-3-[4-(1.3-5 L 7 7- ;U-2--f ;W 
t> )\,t£ n )V7 I -;H-f V^y U > (0. 18g) £?§Xr. 

$ttW4 1 2 I- (4-X^JP K ^ ^ ^ >-l — f JtO -3 - f4- (1. 3-^7 */-;i/-2--f JU) 



OH 
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- ;H -f y ^ y 'J > (0. I8g) £ * * y -~;M10ml) fcSfl? L. ?K SSffc* h u 

(0. 02g) £E*S-ttfc. SfSflfc^SISL. 8££»&X^JU <50ml) £ * (20ml) 

U > / * *? J -J^K^SLt, i&^fiil&tfO&gHb^#M0. 12g) 



'H-NMR (400MHz. CDC1*> ; 5 <PPm> 1. 1« (t. J=7. 2Hz. 3H) . 2. 58 (d. J = 7. 2Hz, 2H) , 2. 7 
7 (m. 4H) . 3. 60 (m. 4H) . 6. 15 (s. IH) . 7. 29 (bfr-s. 1H) . 7. 44 (t. J = 8. 0Hz. IH) . 7. 55-7. 60 
(n. 1H) . 7. 58 (d. J = 8. 0Hz. 2H) . 7. 66 (s. IH) ; 7. 72 (d. J = 2. 8Hz. 2H) . 7. 77 <d. 1=8. 0Hz. 1 
H) . 8. 04 (d. J = 8. 0Hz. IH). 8. 16 (d. J=8. 0Hz. 2H) . 
MS (FAB) m/z 431 (M+H) +. 

z.n&i£&\z±?)&mmi:v. n^mm (o. iog» 

4 13 l-(4-Xf;^/<7y> -I^JV)-M(3-e'J -^JH kp*->*^ 

w v * y 'J > (o % & 



*»W28-2T»fcl-l4-lf;Hf^7y >-l-^f V * y 'J > (0. 3 

9g)O r >-^h^tHD7^>(10niI)ig^^-7 8t:ir?^^)b, 2. 5M n-BuLi (0. 6ml) £ rft 
T LTt. I5#&. ^ t: >J y>(0.2g»fl)f h7t KD77> (3m ! ) « £ 
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& £ & E @ 5fe L * ^jf* -> >J ^^J^ D7 h^77>< - (iglk/f 

*y-;U3U-C*3SiLT. fi?l!l#CD«Sl<fc£<& (0. 15g) Sr^fc. 

: 

1 H-NMR (400NHz. CDC 1 1) ; 6 (ppm) 1. 1 7 (t . J = 7. 2Hz. 3H) . 2. 57 (d. J = 7. 2Hz. 2H) , 2. 7 
4 (m. 4H) . 3. 55 (m. 4H) . 5. 80 is. 1H) . 7. 00 (s. 1H) . 7. 23-7. 28 (m. 1H) . 7. 46 Ibr-t. 1H) . 7. 
57 (br-t. IH) . 7. 65 (br-d. 1H) . 7. 7 5 (br-d. 1H) . 8. 04 (br-d. 2H) . 8. 52 (br-d. IH) • 8. 72 
(s. IH) . 

itii*ttl:J:0->a!>»«t i&me.&* (0. 17g) 
yaOKS : 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 25 (t. J = 7. 2Hz. 3H) , 3. 14 (q. J=7. 2Hz. 2H) , 3. 

21-3. 70 (m. 8HK 7. 33 (dd. J = 8. 0. 1. 2Hz. IH) . 7. 58 (t. J = 7. 6Hz. iH) , 7. 6 8 (s. 1 H) . 7. 72 

(t. J=7. 6Hz. IH) . 7. 83 <d. J=7. 6Hz. IH) . 7. 95 (d. J = 8. 0Hz. IH) . 7. 95 <d ( J = 8. 0Hz. 1HK 

8. 43 (dd. J = 4. 8. 1. 6Hz. IH) , 8. 71 <d. J = l. 6Hz. IH). 

Hfc£ ; 174-1 75'C 

MS (FAB) m/z 349 (M+H) +. 

$»«4 i 4 l- (4-if ii/e^7 is >-i— f )V)-z- (i--r > ^ y >-5--f ;u -fv^ 
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5- 3/ o - >9 J > (3. Og) t^JrVJJ-frit^y (8. 2g) ^ ^ > U > (50al) + • 
5^ h MJ7irj^^7^ > ^ 7 v !) A (0) (0. 3g) <D W *E T , I40TZ T 2*3 ffi 

RJ£i£££i&tCBS b* it ~> U * ¥ )U ts ? A 2 u ^ V tf ? ~? -f - (H? 

> y y > (1. 20g) cn^sstci- a ^ >-i— r )V)~z-y u 

V + ; U > (0. 6g> t * zs V > (50ml) 4> C Tv T" h ^ *■ * h »J ^ a: — JPt*;* 7 
-< ^ A (0) (0. 3g) <D#&T, 140*0 T 4Kf WE«$ -frfc. S 

(20ml) -C«&m KKth'J^ATTi^UttClLT, ^Kx^ATitli b 

& EE ^ 3c b , ^il^y'J^^J^^A^PV h^7 7><- (^{b^^u>/^^y 
-J^)T»SSLt, mn&tiift<0&&<tn ! toW. 4 1 g) £ ^ . 

'H-NMR (400MHz, CDC1,) ; 6 (ppm) 1 . 18 (L J = 7. 2Hz. 3H) , 2. 56 (d. J = 7. 2Hz. 2H) . 2. 7 
3-2. 81 (n. 611) . 3. 20-3. 26 <m. 2H) , 3. 60 (□. 4H) . 7. 50 (t. J = 7. 6Hz. 1H) , 7. 62 (t. J = 7. 6H 
z. 1H) . 7. 79 (s. 1H) > 7. 81-7. 86 (m. 2H) . 8. 09 (br-d, 1H) . 8. 15 (br-d. 1H), 8. 29 (s, 1H). 

«mt-&* (0. 21 g) Zftmiz «fc O J£S£i£ <h b* H £ Efr 5fc (0. 1 9g) * # fc . 
•Ifi St ^fi 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 32 (t. J = 7. 2Hz. 3H) . 2. 68-2. 74 <m. 2H) . 3. 19 
-3. 52 (n. 6H) , 3. 63 (br-d. 2H) , 4. 02 (br-d. 2H) . 7. 68 (br-t. 1H) . 7. 75-7. 83 (n. 2H) . 8. 
04 (d. J = 8. 0Hz. IH). 8. 16 (d. J=8. 0Hz. 1H) . 8. 26-8. 30 (n. 1H) . 8. 29 (s. 1H). 8. 40 (s. 1H) . 
MA ; 233*C i»m) 
MS (FAB) m/z 372 (M+HH. 

m m m a i 5 1- (4-x^;u m ^ ^ ^ >-i--f ;n -3- d-b Hn^-x > y > -5--r 

JU ) V 7 'J > (0 a* fi£ 
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OH 




aanasey ~e%it i- <4-x^- >v t? ^ ^ >? >-i-< ;u) -3- n--r > ^ y >-5— r -r v 
'j > (0. 20g) * (20mi) tcigfc? *5$t<fc*^&:»- h »j a (o. log) 

Et/5:, g*&x ? £#151 Ttc, ft ft ^^tK T Vi& Wim W * is 1* ~t* 

nm^tc mmz&&w3kis* nm& isv xvjux ? j*# n-v h 7 * - imit 

'H-NMR (400MHz. CDC 1 3 ) ; 3 (ppm) 1. 16(1. J = 7. 2Hz, 3H) . 1. 96-2. 07 <n. 1H) > 2. 50-2. 
60 (m. 3H) . 2. 75 (d. 4H) . 2. 86-2. 96 (a. 1H) . 3. 10-3. 2 I (d. IH) . 3. 58 (id. 4H>> 5. 29-5. 33 
(m. 1H) . 1. 46 (br-t. IH) . 7. 51 (d. J = 8. 0Hz. 1H) , 7. 58 (br-t. 1H) . 7. 67 (s. 1H) , 7. 77 <d, 
J = 8. 0Hz. IH) , 8. 03-8. 09 (b. 2H) . 8. 05 <s. IH) . 

is zl O St & : 

1 H-NMR (4 00MHz. DMS0-d 6 ) ; <5 (ppm) 1. 25 (I. J = 7. 2Hz. 3H) . 1. 7 8-1. 88 (n. IH) . 2. 35 
-2. 43 (d. IH) . 2. 75-2. 86 (o. IH) , 2. 94-3. 08 (m. IH) . 3. 09-3. 70 (m. I0H) . 5. 10 (br-t. 1 
H) , 7. 45 (d. J = 8. 4Hz. IH). 7. 60 (br-t. IH). 7- 73 (br-t. IH) , 7. 97 (d. 1=8. 4Hz. IH) . 8. 0 
4 (s. IH) , 8. 05 (s. IH) . 8. I I <d. J = 8. 8Hz. IH). 
MjSL : 1 93- 1 95"C 
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MS (FAB) m/2 374 (M+H) 

&m&\ 4 i 6 i-M-iyj^ ^7s;>-H )V) -3- m- o-t pp»->-3->y^ 
^ jm -3-7 ju^ p 7 3i - )V\ -< v * y u > comfit: 



60X-i*tt#*ft:>- h'i^AlO.IHg)Ofh7tKo77> (25ml) fi Affile MJ 
x^Jl/*X* y §^Kx^-r (1- Og) *#TfciJD 7*3* TSfc* w 

<DK JSiS lC^*6#J28-3T^fc I - (4-x^ Jl/ hT * ^ S> > - l--f ;U) -3- (3- 7 )\> * □ -4- 
il.;K;i.7x-^My4 : y 'J > (0. 65g)co^h^t: K o 7 ^ > (1 0ml ) *S £ AS T 

^iUBft*, *ffllPft**T-i*^- €£g£-7^^">^ AT$£^Lfc. 

gsgtfcx* y -;K10b1) fc»»L, SUb 6& (0. 05g) <DW&T* TfctiUDLt, ft 

mzm&is. x ^ y -jut?ft». asts^sssLfc. j^skdtt h ^ t h n ? ^ > u 

0nl)^®lc3M-/f ^-7^^v">^^a5 H / x — v~ )V ( I in 1 > £: jbO A , mr&T 
1 1$ ffi £ 3 t»- ♦ RjSffiK*<t7>^ = £A*£JlD*-, ffKl^^Taffl. fit K 
X ^ ;W Jg £ ?K , ©fa^JgTKT^fcf^. 5S^7y^ ->^M?^^L/fc, & £ & BE © 

TISSU, «SStft«l«cro«Hft$i|* (0. 28g> 

1 H-NMR (400MHz. CDC),) ; 6 (ppm) ]. 16 (t. J=7. 2Hz. 3H) . 1. 31 (s. 6H) . I. 77-L 85 (m. 




OH 
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2H) . 2. 55 (a. J = 7. 2Hz. 3H) . 2. 73-2. 81 (n. 6H) . 3. 57 On. 4H> . 7. 27 (t. J=8. 0Hz. 1H) . 7. 4 

5 (br-t. IH) . 7. 58 <br-t . 1H) . 7. 6 5 (s. 1H) . 7. 77 (d, J=8. 4Hz. 1H), 7. 82-7. 79 (m. 2H) . 8. 

06 id, J = 8. 0Hz. 1 H> . 

mm{t&y)*:#m\z£ o & mt&£is* ^ss^ta* <o. 20g) 

fify . 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 18 (s. 6H) . I. 33 (t. J=7. 2Hz. 3H) . I. 62-1. 69 
(m. 2H) > 2. 66-2. 75 (n. 2H) , 3. 18-3. 29 (m. 2H) . 3. 36 (br-Q. 2H) . 3. 5 J (br-t. 2H) > 3. 63 
(br-d. 2H) , 4. 00 (br-d. 2H) . 7. 4 1 U. J = 8. OHz. IH) . 7. 63 (br-t. IH) . 7. 76 (br-t. 1H>. 7. 
.91-8. 00 (n. 3H) . 8. 10-8. 15 (q. 2H) . 1 0. 8 6 (m. IH) . 
HL& ; 206-207t: 
MS (FAB) m/z 422 (M+H) 4. 

mm&\4 1 7 l-(4-x^;W \f ^ =y *J >-l— T )V) -3-13-->T J -4- il-\L K D * ->x 



2- >i;;u^^ ->x h * is) -s-7 d^e-;> V- h »J ;u (2. oig) t'N*-*:/^ 

Jl, y > (3. 84g) £ . * -> U > (50ml) ^ ICT, 7 h h U 7 x-J^^ 7 ^ > 

^ 7 y ^ A (0) (0. 20g) <0#*f 140*C T 1. 5B* IB E *S 2 1* . J£ $ £ U \Z M 
il^y>J^yj^7A^D7 h^7 7^-(KS!Xf Jl,/A + 1t>^)^Il 
T, mm&te\Vt<D2- (2-^ > i? *> X h * •>) -5- h U 7 ^ )V 7s *? X ;U ^ > »/ - 

h U Jl* (I. 70g) fc. 1- (4-X^JW ^ 7 V >-l--T 





N 



• 2HC1 
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d ^-f V +■ J >J > (0. 48g) * -> U > (50ml) * K T * r h 7 ^ X h 'J 7 i 
- Jl/** 7 ^ >n=y W A (0) (0. 21g) <D#£ET- 140TC it 1t. 

i££2Ni£g£7K (20ml) Tjt&m KKt h 'J ») At U feCI UT, #&X^ 

^ufe. ^^^^es^l, s& & ~> u # ^ a * d h ^ 7 ? *<■ - m<t* 

^ V >/ * 9 J Tffi® U, &S££tatt O I - (4-X J- )l> VI s ? V>-\-<1 )l) 

-3- [3--> 7 y -4- (2-^> is * is X. h4y)7x^M^7^y U > (0. 52 g) £ 16 

l- (4-x^;nf ^ v >-j~f ;i>>-3- [3--> 7 y -4- (2-^ > >?;u *>X h * ->) , 
7x^JH-f 7^/UXO. 50g) £ ;* ^ y (20ml) \zm & b , 1 0 % ^ ■> A / . 
j^^teiai (0. 05g) CD^^ET, ^^T?ic m&titt L fc. 8£a££fcf2;U* >^y-;i^T^ 

1 H-NMR (400MHz. CDCI s) ; 6 (ppm) 1- 18 (t, J = 7. 2Hz. 3H) . 2. 56 (q. J=7. 2Hz. 3H) > 2. 7 
7 (m. 4H) . 3. 58 (m. 411) > 4. 05 (m. 3H) . 4. 24 <m. 3H) . 7. 08 (d. J = 8. OHz. 1H) . 7. 47 (br-t, 1H) . 
7. 60 (s. 1-H) . 7. 58-7. 63 (n. 1H) . 7. 78 (d. J = 8. OHz. IH) . 8. 06 (d. J = 8. OHz, 1H) . 8. 35 (d, 
J = 8. OHz. IH) . 8. 39 (s. 1H). 

^ nzft&izj: o t. b> n&mm (o. 25g) &mtz. 

4£l BIS 

1 H-NMR (400MHz. DMSO-do) ; 5 (ppm) I- 33 U. J=7. 2Hz. 3H) . 3. 20-3. 29 (m. 2H) . 3. 36 

(br-q. 2H) . 3. 5 1 (br-t. 2H) . 3. 64 (br-d. 2H) . 3. 7 8-3. 8 3 (m. 12H) . 4. 0 2 (br-d. 2H) . 7. 4 

3 (br-d. IH) . 7. 62 (br-t. IH) .7. 76 (b r- 1 , I H) , 7. 96 (d. J = 8. 4Hz. IH) . 8. 13 (d. J = 8. 4Hz. 

IH) . 8. 16 <s, IH) . 8. 46-8. 53 (n. 2H) . 10. 76 (m, 111) . 

Rfc& ; 162-I64*C 

MS (FAB) m/z 403 (M+HH. 

mmm 4 i 8 i-i4-xf ;^e^7 y >-i--r ;u» -3- (3- (3-tr h Dt->yoejU7 
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3- (3-^ a ^ 7 x xjl<) y □ tT * >KxfJl' (3. 3g) t *\ * *t* 7 * )V * > (7. 5g) 
* > U > (50ml) 4>tCT. f h7^X h 'J 7i" A / /\' 7 y O A (0) 
(0. 50g) CD^^ET, MOTCTI.SBSraRJSS-frfc. j£ WL & ^ £ IC M b , iE^v'J^r 

ay !_ (2-x h * z/f3 x;i,X ^ JP) -3- h U -ff-fr* * >M > (2. 70g) S ^ 

$ bi:-n^^(o^$, i- (4-x^n> tr < 7 v?>-i— r ;h -3-:/ o^-f v * v 

y > (I. 13g) +v UX30ml)^l:T 4 7 b 7*X h U 7 x-;U^ 7^f >/t 7 
v •> A (0) (0. 3g) O^SET. 140TC T?4^ M Rl6 S E * * £:2N:£& (20ml) *Z? fib 

;u /g £ * . eafa&igzKT'ifci£&> ^&^^*vOA-c3£*&b;t. & & £ & jbe © 5& 

b > 8fit'>'J*^i^7A^D^hy7 7-f- {*-fk^^v>/^^y — A*) 
Tt#£! b ft ^&feJ#G9 I - (4-X^JU tT ^ 7 f ;U) -3- [3- (2-X h * > # 

y^zMf JH7iz;H< / 'J > (0. 85g) & %1t. 

Mm it y ^ o a 7 s x o a (o. ig) co-r h 7 t k d 7 7 > (30mi) m.mm \Z, 1- 

(4-xf;i/t:^7 y >"I--(iH-3-|3- (2-x h*y*i^-iHf )H 7xzjH^f 
V + y y > (0. 85g)^^h^t KD77>(IOml)ieffi?:^ITiKTb, 305rP P im^ 
Lfc. j£fSrg^#J£&ai b. #Uml), 5N*»ft:T h y A *J6tt UmlK * (3ml) 
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tc j: o mm& t u, (o. sog> 



1 H-NMR (400MHz. DNSO-d«) ; 6 (ppm) I- 33 (t. J = 7. 2Hz. 3H) . !. 76-1. 85 <n, 2H) . 2. 75 
(br-l. 2H) . 3. 19-3. 2 8 (m. 2H) . 3. 30-3. 41 On, 2H) . 3. 47 (t. J = 7. 2Hz. 3H) . 3. 52 (br-t. 2 
fl) % 3. 64 (br-d. 2HK 4. 00 (br-d. 2H) . 7. 2 6 (d. J =8. OHz. 1H) . 7. 42 (I. J =8. GHz. 1H) . 7. 6 
1 (br-t. 1H) . 7. 75 (br-t. 1H) > 7. 98-8. 04 (d. 3H) . 8. 10 (s. 1H) . 7. 99 (d. J = 8. OHz. 1H) , 8. 
12 (br-d. 1H). V 

:■; 1O1-103T: 
MS (FAB) m/z 376 (M+H) +. 



ox: \z ism l*i i- (4-x^;u tf ^ ^ >-i--f ;H-3-:/o ^e-f v v u > (d. 7ig> 

£ , [1, (y7xz;i/*7 7>< y)yDA>]v?i7DDZ7^r;KlI) (O.OSg) 

CD i^x^JUx-T-^ (20ml) rg^flSIL &3S#ffl^T. JM-^c > V )l> v * -> A ^ 
n <J K / x - JUS « (4. 5ml) ^ffiT b SlSfi & « * S ifi T L fc. S 

ffi«£x---r;M30nl) fiSfa-ftffl*Ttti»«. iS7^^->OAT 

L*io »«*iil/T»fca«*>'U*y^*7i»^D , 7h^7 7^-(»« 
x^;U/7-b: h >SU T«H U, «jRft«l#<0«H<b'S« (0. 44g. 59.5%)£f#fc. 
: 



&£ §£ & 
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'H-NMR (400MHz. CDC1,) ; <5 (ppm) 1. 16 (t. J = 7. 2Hz. 3H) . 2. 54 (q. J = 7. 2Hz. 2H) . 2. 7 
3 (o. 4H) . 3. 49(0. 4H) . 4. 12 (s. 2H) . 6. 98 <s. JH> . 7. 19 (l. J«8. OHz. 1H) . 7. 24-7. 30 <b. 
2H>. 7. 36 (d. J = 8. OHz. 211) . 7. 40 (d. J =8. OHz. IH), 7. 51 (t. J = 8. OHz. 1H) . 7. 61 (d. J = 8. 
OHz. IH) . 8. 00 <d. J=8. OHz. 1H). 

0&&i&t L. (0.49g> 



1 H-NMR (400MHz, DMSO-d*) : <5 (ppm) 1. 36 (t. J = 7. 2Hz. 3H> . 3. 35 (q. J=7. 2Hz. 2H) . 3. 

50 (br-t. 2H). 3. 77-3. 88 (d. 6H) . 4. 26-4. 34 <m. 4H) . 4. 31 (s. 2H) . 7. 26-7. 40 (n. 6H) . 7. 

74 (dt. J = 8. 4. 1. 2Hz. 1H) . 7. 61 (d. J = 8..<0Hz. 1H) , 7. 74 (dt. J = 8. 0. 0. 8Hz. 1H) . 8. 15 (d. 

J = 8. OHz. IH). 

Bt£ ; 118-11 9X: 

US (FAB) m/z 3 32 (N+H) +. 

*fi ffJ 4 2 0 l-(4-X*JHf<^ 5?>- 1--f JU) -3- (2-b K □ 3r ->-2-7xZjPX 

* )V) << v * J 'J >g>^*fc 



> (I. 50g) tert-yh^f^^U^Ad. 40g) <0 is * ^ )V >\ )U * 4- -> K (50ml) *1 
ffltll, ^iST'S^Pp 1 !* # (450W *«*T) Bi!» fcff-pfc. (200n»l) fefllA* 

#&x?-;WT?«tt Lfc. &fu:&&*T 2NJSI&7K (lOOrol) Ttt 



fijfc 
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S$ISfi?fc#0 1- t ^ 7 ^ >-l--f JH -3-7ity)K V * / U > (1. Og) 

C CD 1- (4-X ^Jl/ tT ^7 v>-l-'1'^)-3-7xtyil-f V^y 'J > (0. 92g) <D * & 
J -)\, (30nl) Affile. *K3Hfc* £ $t:f h U (0. 12g) &&Wi-?WA1t. l^folS^ 

T*«fi»tt<D«Hrt:*tt (0. 81s) *»fc. 

'H-NMR (400MHz. CDC 1 ») ; <5 (ppm) 1. 17 ((. J=7. 2Hz. 3H) . 2. 56 (q. J=7. 2Hz. 2H) . 2. 7 
7 (m. 411) . 3. 14 (d. 1 = 6. 8Hz. 2H) . 3. 55 (m. 4H) . 5. 15 (br-t. 1H) . 6. 75 (br-s. 1 H) , 7. 02 <s. 
IHk 7. 22-7. 28 (d. 1H) . 7. 35 {I. J = 8. 0Hz. 2HK 7.42-7. 49 (d. 3H) , 7. 58(t. J = 8. 0Hz. 1H), 
7. 65 (d, J = 8. 0Hz. 1H). 8. 05 (d. J = 8. 0Hz. 1H) . 

:n**SI:J:l3->a'>lSi:l/T8Utftl»*(0. 88g) &mtz. 
is O S£ & : 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 26 (t. J = 7. 2Hz. 3H) , 3. 00-3. 64 (m. I2H) . 5. 0 
8(t, J = 6. 8Hz. 1H) . 7. 19-7. 37 (m. 6H) , 7. 56 (t. J = 8. 0Hz. 1H) . 7. 68 (t. J = 8. 0Hz. 1H) . 7. 
80 (d. J=8. 0Hz. 1H) . 8. 07 (d. J=8. OHz. 1H) . 
HA ; 148-149TC 

mmm 4 2 1 =i K-i - ;i/b'^ 7 v )V) ^ v * ; u ><d 
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a ->7y-h;^h'j^ (20. og) <om& (50mi) mms&iz. 2$%&<t*m/&&m 

g. 90. 8K) 

3-7$ y-i-^Dt^fv^ / u > (io. 3g) i i-x^;v tf ^ ^ v > (io. 5g) mm 

7J »J £ A (13. 8g) tO^ftT, NJ-v^^;^^A7 5 h* (80ml)^l:T, HE SB "C 3 B 
MKJfcS-tffc. K*fcf££iB*£L, » S3 7k (500ml) £ AO A, * tf* T I *5 fa & # L . 

u % 3 _y a y -i - <4-x^;v tr ^ ^ >-i— f )V) << v * J u > (4. 5g) 

3.7 5 y.|.(4_Xf y>-l-^M< V^y U > (0.5g)Olf 'J vXIOm 

])i&m\Zl&it'<>V (0. 28g) SrJjDA, ^ia-rS^rPoTSf&^i^ fc. ££i&£r$8*g 

77>f-(S^l!lf^/^ : i : 1t>l)'C^iLT, &S$fcS#e>t£J®{t£!fc>(0. 57g. 
%) 

2S8&# : 

1 H-NMR (400MHz. CDC 1 ») ; 6 (ppm) I. 17 (t. J = 7. 2Hz. 3H) , 2. 56 (q. J=7. 2Hz. 2H) , 2. 7 
3 (ra. 4H) , 3. 45 (m. 4H) . 7. 36 (t. J = 8. 0Hz. 1H) . 7. 48-7. 60 (n. 4H) . 7. 78 (d. J-8. OHi. IHh 
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7. 93-8. 02 <n. 3H) . 8. 27 Is. IH) . 8. 38 (s. 1H) . 

:n^*ffii:«kOIlit!:t, n& » * (0. 58g) £ » fc. 

' H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) I. 32 (t. J=7. 2Hz. 3H) . 3. 14-3. 38 (d. 4H) . 3. 48 

-3. 60 (m. 4H) . 3. 92 (br-d. 2H) . 7. 45-7. 68 (m. SH) . 7. 89 <d. J = 8. 4Hz. 1H) > 7. 98-8. 08 On, 

3H) . 8. 21 (s. 1H). 10. 45 (s. IH) . I I. 15 (d. IH). 

Bfc£ ; 1 60-1621C 

MS (FAB) m/z 362 (M+H) +. 

4 2 2 3-^>-g >X fr*>T ^ H-I-H-Xf J^^7y>-I-<^K V 



3-7 £ y -i - (4-x^;V t:^7*/>-l-^ JH-fV + V 'J > (0. 4 g) <D ¥ U ^ > (10m 
l)StBt£, <^>-t* — )V9 n U H (0. 29g) £ jtax.. ^ @ "C 5^r R3 £ Jfc 2 1* . 

itS® (0. 48g) 



1 H-NMR (400MHz. CDC I a) ; <5 (ppm) I. 14 (t. J =7. 2Hz. 3H) , 2. 48 (q. J = 7. 2Hz. 2H) . 2. 6 

2 (n. 4H). 3. 35 On. 4H) . 7. 16 (s. IH) . 7. 33 (br-t. IH) , 7. 42 (br-t. 211) . 7. 48-7. 53 (n. 2H) . 
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7. 64 <d. J = 8. OHz. IH) . 7. 88-7. 94 (n. 2H) . 

cn&nmiz&o n^T^j^y ? * (o. 54g> 

: 

1 H-NMR (400MHz, DMSO-d«) ; <5 (ppm) I. 32 (t. J = 7. 2Hz. 3H) . 3. 15-3. 26 (m. 2H) » 3. 27 
-3. 39 <n. 2H) , 3. 48-3. 60 (id. 4H) . 3. 94 (br-d. 2B) , 7. 48-7. 71 (d. 5H) , 7. 90 (d. J = 8. OHz. 
1R) . 8. 00-8. 08 (id, 3H> . 8. 23 (s. I H) , 10. 45 (s. 1H) . 10. 98 (m. 1H) . 

: amorphous 
MS (ESI) m/z 397 (M+H) 

m ffi M 4 2 3 I - (4-X =f-)V is f )V) -3- (4-* h -> > V > 7. )V 7t> > 

75 K)-f v»;u>o^a 



3-7 5 J -1- {4-x f Jie^7 y>-l-<M^ 7^ / >J ><0. 4g) O If 'J v XlOm 
]) Affile, 4- * h4y^>t'>^J^"i^D'J F (0. 33g) jtJP A, fiSTSBSra 
SJS&Sr&IS »K X ^ ;U Tft ffi U fc. KKX^JH5:7|c, fig ft 
&i£*-Cft#f£> 86Kv^*->*A-e«;«Lfc. 8 Ht £ 9 * U X ft- S fi £ NH— > 

&mw<om*&it'&m (o. 52g. %) 



1 H-NMR (400MHz, DMS0-d*) ; (5 (ppm) 1. 05 (t. J = 7. 2Hz. 3H) . 2. 38 (a. J = 7. 2Hz, 2H) , 2. 
50 (id, 411) . 3. 20 (m. 411) . 3. 79 (s. 3H) . 6. 87 (s. IH) . 7. 05 <d. J = 8. OHz. 2H) . 7. 36 <br-t. 1 
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H) . 7. 55 (br-t. 2H) . 7. 68 (d. J = 8. 0Hz. 1H) . 7. 84 (d. J*8. OHz. 2H) > 7. 80-7. 88 (m. IH) . 1 
0. 54 (n. IH). 

:n^^^l:J:Oigffia«!:l, *)l>7 7 X (0. 59g) £ 

mm& : 

"H-HMR (400MHz. DMSO-d.) ; 5 <ppm) 1. 30 (t. J = 7. 2Hz. 3H) . 3. 10-3. 25 (in. 2H) . 3. 40 
(br-t. 2H) , 3. 5 I (br-d. 2H) .3.71 <br-d. 2H) . 3. 79 (s. 3H) . 6. 98 (s. IH) . 7. 1 1 (d. J = 9. 2 
Hz. 2H), 7. 40 (br-t. IH) . 7. 60 (br-t. IH) . 7. 76 (d. J = 8. OHz. IH) . 7. 87 (d. J- 9. 2Hz. 2H) % 
7. 93<br-d. IH) . 10. 80 (s. IH). 11. 09 (m. IH). 
MS (ESI) m/z 427 (M+H) +. 

&-mm 4 2 4 1- (4-X^;W H' ^ ^ *J >-l — f )V) -3- (4-* b ~> 7 x J * 



A- (4-x^ Jl, If U >-l--f A) -3-^ □ ^r-f V * y U > (I. 0 3g) ©t- h7 t K a 
7 7 > (20ffll)^^^-78t:tC?^^l U, 1. 7M tert-y^ JMJ ^ ^ A (3ml) SriST b 
15#&, NJ-y/f J^^A75 H (0. 5m)) ^ JoA, R^^ISCIl/f;, & J£ f& 
Ic&fcT >^e- £ A*£ Ad A, &VKx^;UT^M3, £S*a:&ig7fc 8; 
lib. ^BEiSISL/c. ^it % * 2 J - )V (15ml) tc & ^ ^llt^^^t h 'J O 

a (o. 4g> t R*e ^ it fc. i£&£a*b. »B!tx^^T»m ^*d^^?kt 
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;M-3-t: HD + y^HV + y 'J > (0. 46g. 52. 7X) 

4- tr ^ y v >-i--r ;u) -3- 1 k d * -> ;* 3^1,^ y * y y > (0. 25g> , 4 

h^v7x;»il/ (O.I2g)ii ( t{;h'j7i-;^X7^ > (0. 29g) h 7 t H 
□ y 7 > (20ml) £-30T: K #23 7 V f/ # ;U # > K ^ X ^ )V (0. 1 9 g> £ rffi T 
L, fc. tC ^ SI £ T # tfi 5 £ K 12PfF«3£f£; £ £ £ £ gf 

® X^;V (50ol) L, 2N&&7fcT8&fcfJ L*:. 5NtK K it *f h U 9 A * T? 7 ^ * 

* y -Jl/JS) T*S& LT, ^ISfe^^co^JKt^^ £#3t (0. 21g) 
«JB-fb£«l£#J5fct;:J: 0 <b LT^fifi)* (0. 18g) £ *i . 

JjJ §J£ i^i • 

1 H-NMR <400MHz. DMSO-d.) ; 6 (ppm) 1. 32 U, J = 7. 2Hz. 3H) . 3. 16-3. 38 (m. 4H) . 3. 45 

(br-t. 2HK 3. 59 (br-d. 2H) . 3. 69 (s. 3H) , 3. 89 (br-d. 2H) . 5. I 5 (s. 2H). 6. 88 (dd. J = 8. 

8. 1. 6Hz. 2H) . 7. 02 (dd. J = 8. 8, 1 . 6Hz. 2H) . 7. 57 <s. 1H) . 7. 62 (br-t. IH) , 7. 74 (br-t. 1 

H) . 7. 94 (d, J = 8. 0Hz, 1H) , 8. 12 (d. J = 8. 4Hz. III). 

M& : 101-102TC 

MS (ESI) m/z 378 (M+H)+. 

mteW 4 2 5 l-(4-Xf JPt^^7y >-l--f } -3- f 4- (2- b: K P * -> X K * is) - 
2-* ^»>7x"JU>fV»; 'J >-iSB£i£g)^EE 




OH 
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HS6#J36-ncft^ N-> f;l/-o4^7= H (I. 70g) t 4- (2-^< > >? ;U ^ ~> x h 
^ ->) -2-> h + yO'Z-MJ^ (3. 30g) £E£ £ it T . 3- [4- (2-^ > i?)],** is 
x h * f>) -2-j* h + y7xr;i/K V^y 'J > (0. 47g) 

14- (2-^ > * > x h * >)-2-> h^S/^jc-;H<y^yu > 

-1-3- > (0. 47g) £ 7t*r is&fc 'J > (10m]) 210 A, ^ U T & S Jfc $ . R fK 

^r«EE@^b, ^6tlfcl-i> n d -3- [4- (2-^ > * * x h 4- ->) ~2-/ h * -> 
7x-M-f V** £ £ N-X^JPt: ^ 7^>(5Bl)ft«K*U^A(l. 

2g) CD # SET, A -120 , CT24WnsIRrt>* -e-fc. EKfiK*«BE»«U,., 3SafilC»»X5F 
^ *JD A*:. R*x^;U®£7k. gSftJ^&TK'rift^b. tt R v £f * 

- (§* flfc X ^ ;U / ^ * >») T«» IT, tfittt^©l-(4-X5 : ;Ptf^7x>-l- 
-f ;u) -3- [4- (2-^ >y;i,t+->x h + -»-2-^ h + ^7iZJM-f V * y U > -*S 
KM (0. 1 ]g) 

1- (4-X fcf ^ ^ ^ >-l— f ^) -3- [4- (2-< >y^t^^x h ^ >) -2-* S ^ 
y7i-;H-(V^y U > - JABS* <0. lOg) * * * / — ;M2DmlM;: 10% -r< 

^ ^ A/j^5^tt^ (0. 03g) <0&&Ts fi2BT6B»|Sl3R*S£»l b Jt. afc&^&^L,. 
^^/-^TttHS, J$i££&JEi®*8 gli&£X:$> J - / X — ^ ^ £ 
<klT/*fi»*ttroeB^^ft <0. 04g) 

-iJEl fi^? * 

'H-NMR (400MHz, DiO) ; 5 (ppra) 1. 37 (t, J = 7. 2Hz. 311) * 3. 35 (q, J=7. 2H2. 2Hk 3. 42- 
3. 60 (m. 2H) , 3. 70-3. 95 (m, 611) , 3. 92 (s. 3H) . 4. 16 (dl 2H) . 4. 25 (br-d. 2H) . 6. 70 (s + d. 
2H>, 7. 57 (d. J = 8. 0Hz. 1H) . 7. 66 (s. IH) , 7. 72-7. 77 (m. 1H) . 7. 94 (m. 2H) . 8. 10 (d. J = 8. 
4Hz. 1H). 

HL& ; I40- 142*C 
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MS (FAB) m/z 408 (M+H) t. 



2i*&#j7-c?# rc 1- ji t:^ ^ e? >-i-> r >u) -3- (4-t h d * 7 x x;uw v 

^ y ij > (380mg) £ ^ h?t^ny^> (20ml HC U , 60X-fS tt 7* ^ ft ^ h 'J »> 
A <48rag) &£.U-vm?Lti. 30#*£, i£ K «: © 5fe U , > £ n 4- -fe > :* * > H ( I 5m 
D^jjox., ISOt: -C3P*MRJC 3 i^-^o ft x ^ ;P -C * L 5N& & * t: m 

^n*'&&\Z&-i-Ct&&& t &&®3i0>&®<t&y} (240mg) 



1 H-NUR (400MHz. DMS0-d«) ; 6 <ppa) 1. 23- 1. 42 (m. 7H) , L 59- 1. 68 (id. 2H) . 1. 85-1. 
94 (o. 1H) . 2. 00-2. 08 (ra. 1H) . 3. 20-3. 66 (n. 9H) , 3. 97 (br-d. 2H) . 4. 10-4. 20 (o. IH) . 7. 
07 (d. J = 8. 0Hz, 2H) . 7. 52-7. 61 (m. IH) . 7. 66-7. 75 (m. 1H) , 7. 90-8. 14 (id. SH) . 10. 82 (m. 
III). 

tt£ ; 143-1441: 



OH 
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MS (ESI) m/z 432 (M+H) +. 

m m M 4 2 7 v is>-\-* )l) -2~ (4-> h^y7x-JM^t'/ 



4- U-X ^ )V tf ^ ^ is >-4--T JP) -2-^ a D V 'J > (0. 5 6g) , 4 - > h ^ y 7 x 
— ;W 3fc §2 (0. 46g) . th7^^ hU7iz;H^^7^ >A7v t )A(0) <0. 12g)> 
h JUX. > (50mJ) 43^1/10%^^^ h 'J IxTkmm (30ml) BB ft ~F. 

£ £ IC 2Nf P«3I3# 4-* h * > ~7 x x;U* £ ■ (0. 3 I g) £ il jbD b . 2 £ ic 1&5 ffi 

b & . I^T4-/ h + ->7x-^^OK(0. 3ig) fciiijn $ I 
fc. *ig4fc #«B J £»l»b&. 2m&-V2\zlto& L, 8N7KKik7^ h U r> 

A7fci£i££*J0* TpH=l0i: L, B fig x Jl, "C 2® tt ffl L, fc. ffi IP A * # "Cft # U , 
iSKT^^y-jAT^Hl, Ufc. 8StS£. NH -> U * ^ ;P 7b ^ A 

«ffi<fc^4fc^jB«# (0. 58g) 

: 

* H-NMR (400MHz. CDCI>) ; <5 (ppm) I. 16 (t. J = 7. 2Hz. 3H) . 2. 53 (a. 1*7. 211 z. 211) . 2. 7 
0 (t. J = 5. 0Hz. 4H) . 3. 89 (s, 311) . 3. 90 <t. J=5. 0Hz. 411) . 7. 00 (d. J*8. 8Hz. 2H>. 7. 37 (dd 
d. J=l. 2. 8. 4. 8. 4Hz ( IH) . 7. 70 (ddd. J = l. 2. 8. 4. 8. 4Hz. 1H) , 7. 88 (dd. J = l. 2. 8. 4Hz. I 
H) . 7. 93 (dd. J = L 2. 8. 4Hz, Ill) . 8. 51 (d. J = 8. 8Hz. 2H) . 
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: 

; 224. 5-226'C (#&> 
1 H-NMR (400MHz. DMSO-d 6 ) : <5 (ppm) 1. 31 (t. J = 7. 2Hz. 311) . 3. 15-3. 21 (d. 2H) . 3. 24 
-3. 32 (d. 2H) . 3. 65 (br-d. 2H) . 4. 03 (br-s. 2H) . 4. 84 (br-s. 2H). 7. 19 (d. J = 8. 8Hz. 2H>. 
7. 67<br-L 1H>. 8. 02 <br-t. 1H) . 8. 20 (br-d. 1HK 8. 28 (br-s. 1H). 8. 54 (d. J=8. 8Hz. 2 
H). 1 I. 64 (br-s. 1H). 
MS (ESI) m/i 349 (M+H) +. 

mmm 4 2 8 1- M-X^;U K ^ ^ i? >-\— f ;U) -3- (4-> h * y 7 x. zl )V)-l-7 if 



4-^7 d D-3-y 7 y e U y > (I- 50g) t4-> h * > 7 :n - ;U 7 -fe f U > ( I. 60g) £ , 

ct Ifi b U If ^7 5 > (10ml) C0*?ftT, N, N-//f J^^A7 5 H (25m] ) * T, 
&&&m RT lOOt: S StSB-S*** (100ml) WKXf 



>&) T*S§5I L T. $3t^ftfc#tf>4-(4-;* h + /7x-JHf-M'3->7; fcf U 
V s > (2. 13s. 95*) 




OMe 



629 



WO 99/18077 



PCT/JP98/04465 



4- (4-* h4y7iz;Hf-;H-3-*>7y fcf 'J *J> (2. lOg) # U 'J >* (1 
OmD^t'T, I20t:-r 15#IHR*;S (40ml) SriJQ** 'J 

0 A-CpH£6. SfcSBlE b, BBifJI'TilfiLfc. ft & x ^ ;Hg £ * , ©fa&&* 

A (lOg) £*]n*> 140T: T'**&JEtf; £ it &. S & 19c €r tK ( I OOml ) T # R b , 

y^DDI^TilUlf:, W«K^^7K, fi!»ft«*Ttti>«, » tt ^ y * •> r> 

V* :z U >-l-*- > - WKtt (1. 70g. 58% ) 

3- (4-* h * >- 7 x - )V) -7-7 if -2H->* t H □ -T V #■ - y > - 1 > ft tt « (0. 2 
5g)£, vttfc »J. > (lOg) t 100^-^41^ ras*5 5 li-fc. ig£423£iaaB b, * £ 

T-ife^&, fi!tKvy^y^Ar*$J;^ bfc. W « B £ -> y * * 3 b T i@ L , 
ft&x^ JPTift^ b* i«fi££ fiilg b, I-i7 od-3-(4-^ h^->7xz;i/)-7-71f 

-r v * y y > (o. i2g) * c n \z l-x tr ^ y 5? > (iomi) tKiiby^A 

(0. 5g) £ Ad A, 8<rcT?6P*ISErt5 2 K J& ^ €r ^ EE iS 88 b , ge*g£ft&x 

^UfcTkK^EbJfc. ftggX^^Jl © ft & £ tK T & # ^ . B£^v^*~>^ 

A ft » b . ^l^y'J^yi^^A^DTh^^^-IStSl^^/^^lt 
>^)T^£[tT, jSfc^tt (0. lOg. 65X)£#fc 0 

'H-NMR (400MHz. CDCl*) ; <5 (ppm) 1. I T < t . J = 7. 2I!z. 3H) , 2. 55 (q. J = 7. 2Hz. 2IIK 2. 7 
5 (m. 411) . 3. 70 (m, 4H) . 3. 88 (s. 3H) , 7. OJ (d. J = 8. 0Hz. 2H) . 7. 48 (s. 1 H) . 7. 52 (d. J = 8. 0 
Hz. Ill) t 8. 12 (d. J = 8. 0Hz. 2H) , 8. 5 4 (d. J =8. 0Hz. 1H) . 9. 40 (br-d. IH) . 

cni&^iilciOilKitU, »tfi»* (0. I lg) 
■tfi St 

1 H-NMR (4O0MHz. DMSO-d*) ; a (ppm) 1. 33 (t. J = 7. 2llz. 3H) , 3. 15-4. 00 (d. 8H) . 3. 85 
(s. 1H) . 4. 34 (br-d. 2H) . 7. 13 <d. J =8. 4Hz, 2H) .8. 12 (s. IH) . 8. 16 (br-d. IH) . 8. 24 (d, 
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J = 8. 4Hz. 2H). 8. 63 (n. 1H). 9. 63 (br-s. 1H) . 11.52 (m. 1H) . 

IKA ; 222t: 

MS (ESI) m/i 349 (M+HH. 

m ffi m 4 2 9 7- (4-X ^ )V b: ^ 5 fx >-l->f AO - 5- [2- (3- b H •> ^ P h!^) tf 
»J ^ >-5— f Mfx; [2. 3-d bf U y > -iSfe&CD^fiE 



3-x7; >^;i/-2-^^7 x >& (7. 50g) «r, H £Hfc »J > (40ml)* tCT, 

^;t,/^^-tf->^)T;fc©UT, #**&&g!#05. 7-^^n^e^x / [2. 3-c) tf U >? 
> (2. 04g. 15. 5X) 

5. 7-v ^ D ^ / [2. 3-c) bf U > (2. 04g) , 1-X ^ U > (0. 95g) & <fc 

U O A (2. Og) N. J^^A7$ H (15ml) * IC T, 70t:-p2^fig 

fa4K(£7- (4-x 9- )l t ^ y ^ >-l--T iH-5-yn^?X / (2, 3-c] t'Jy> (I. 95 g) 
5-yn^e-2-[3-(tert-^f 1 JU > ? ^5 1 ;U-> 'J ^3"* > ) 7 p t* bf »J / > (3. 2 6g) 





N 



2HC1 



631 



WO 99/18077 



PCT/JP98/04465 



t^Jrlt??- )UiST> (5. 80g) fh7*^h'J7x-J^^7-<>/^^!>i* 
Dt';H-5-h'J y^^^^-^tf U (1.80g> 

5fe fc»fc7-<4-xy;u t:^'jy>-i-f JH-s-yp^e^x / (2. 3-c] tf u 

>? > (0. 54g) rh7^X h 'J 7xZjl/^^7-r >^7y^A (0) 10. 20g) <E> 3p & 

& U fc.--. ^ni £ ~> 'J * ¥)Vto 5 2* 2 & ^? h tf? 7 4 — V&it *?-U>/*&S— )l 
:n^^&i:J:OJgstItu, (0. 38g) 



1 H-NMR (400MHz. DMSO-ds) ; 6 (ppm) I. 32 (t. J = 7. 2Hz, 3H) . I. 89-1. 98 (a. 2H) . 3. 08 

-3. 27 (m. 5HK 3. 49 (t. J = 6. 4Hz. 2H) . 3. 58-3. 70 (m. 4H) . 4. 48 <br-d. 2H) . 7. 62 (d, J = 5. 

2Hz. 1H) . 7. 99 (d. J = 8. 0Hz. 1H) . 8. 19 <d. J = 5. 2Fk. 1 H) . 8. 32 (s. 1 H) . 8. 07 (d. J = 8. 0Hz. 

1H) . 9. 34 (br-s, IH) > 1 I. 34 (m. 1H> . 

Hfc£ ; 204-2051C 

MS (ESI) m/z 383 (M+H) +. 

&mm 4 3 0 7- (4-X =?■ )V \> ^ => > - 1 — f & ) -5- 1 3- (2- b FD4->I^->U 
^■J xy f2. 3-cl fcf 'J ->->-ife&i£<Q'£fiE 



6£ ^§ 
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7- (4-x t^'Jy>-H [2. 3-c] tf 'J -J > <300mg) <h 3- 

<2-fc KD + yXh^yUJ U> <300mg) /t7^!)A7tf - h <30mg) . h U 
-o- h fr^ )V^7s 7 ^ > (81mg) *5 «fc h U X 3^1/7 5 > (2ml) CORSET. N. N—>* ^ 
^J^Jl/A7= K (15e!)^I;T, S 5ft 3£ S M T T 6E* H S * $ it . KJS 
SfifeftBEx^;K200Bl)T#RU* *. Tifc#f£, iHJEiSSSL 

TffiSaUT. &^£ftiJtt<*>*§;ti<fc^4a> (lOOng) . 

1 H-NMR (400MHz. CDC ) s) ; <5 (ppm) 1. 16 (t. J=7. 2Hz. 3H) . 2. 53 (a. J=7. 2Hz. 2H) . 2. 6 

9 (n. 4H) . 3. 82 (d. 4H) , 3. 98 (d. 2H) . 4. 15 (o. 2H) . 7. 01 (t. J = 8. 0Hz. 2H) .7.13 (d. J=18. 

i 

0Hz. 1H) . 7. 22 (s. 1H) . 7. 21-7. 25 (d. 1H) . 7. 29 <d, J = 5. 2Hz. 1H) , 7. 55 (d. J = 5. 2Hz. 2H) . 
7. 65 <br-d. I HI . 8. 07 (d. J = 18. OHz. IH) . 

Ctie«tti:J;05/a^ftStl/, <57mg)£4§fc. 
> ol £ Kt £i : 

'H-NMR (400MHz. DMSO-de) ; a (ppm) 1. 25 (br-t. 3H) . 3. 04-3. 80 (m. I0H) , 3. 76 (br- 

t. 2H) , 4. 06 (br-t. 2H) , 6. 86-6. 91 (n. IH) . 7. 19-7. 36 (□. 3H) .7.51 (s. 1H) > 7. 54 (d. J = 

5. 2Hz. IH) . 7. 62 (d. J = 8. 0Hz. IH) , 8. 05 (d. J=5. 2Hz, IH) . 

gijS ; 98-99*C 

MS (FAB) m/z 410 (M+H) +. 

mmm a 3 i 7- u-x^jw g ^ *j >- i-*f ju>-s-H-(2-fc Ho^yxK^->)x 

^■J JWf X/ f2. 3-cl gijy>-tttttt<P^Jft 
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7-(4-X^;Wfcf^ U 12. 3-c) fcf U > (300mg) i: 4- 

(2- t H a 4- > X h * >) J* 3F 1 U > (300mg) £ , /X^v^AT-fe^ — h (30iiig) . V »J 
-o- K JU-T 7, 7 ^ > ; (8 1 tng) 43 cfc 1/ K Ux?|l/7 = > (2ml) <D&tET. H r h-5s * 

a 7 5 K U5m])4> \ZX. ft * * 18 6B« M E * S ii: fc. &£P&, S 

f££:Sf SZX^JW (200ml) -rifr3& 7k, ^fa^^^-C^fe^^:, S£**L. MffiiSfcSU 

T*g®LT, &^feft&#cogSgi<t:^& U20mg) 

cn^^&icctoya^eistu <68mg) 

'H-NMR (400MIIz. DMSO-do) ; 6 (ppn) 1.25 (br-t. 3H) , 3. 09 (br-fl. 211) . 3. 29 <m. 411) 3. 

73 (t. J=5. 2Hz. 1H) . 3. 80-3. 99 (d. 4H) . 4. 02 (t. J = 5. 2Hz. 1H) , 6. 97 (d. J = 8. 4Hz. 2H) , 7. 

16 (d. J = 12. 0Hz. 1H) . 7. 46 (s, 1 H) ,7.51 <d. J = 5. 2Hz, 1H). 7. 58 (d. J = 8. 4Hz. 1H) > 7. 60 

(d, J=12. 0Hz. IH) . 8. 03 (d. J = 5. 2Hz. III). 

8 * ; M3-145TC 

MS (ESI) m/z 410 (M+H) +. 

mmm 4 3 2 7- h-x 7 ;u e ^ 5 v > jh -5- f4- <3- b Kp^->^ab';i/)7 

xUMf I / f2. 3-cl fcf 'J y > -ift&iatp^EE 
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OH 



7- ;i/e^'J y>-l->f JW-S-^D^fxy [2. 3-cJ hf U i? > (200og) <h 3- 

(4- 1- 'jy^^X^-Jl/7xZ )\,)-f u >&X-?- )l UOOmg) £ > 7 h 7 ^ X h 'J 
7 x - * 7 4 > n zr is O A (0) (50mg) O^&T, * is V > ( I 0m 1 ) * Xz. T , ^ X 
# H« T-P5II3 Pi] »3P«. Sf&ffiSBlFffiX^;K200ml) 2N 

JttBETK-caaj bfc. 5N7fc&ft^- h >J r> atKT 7;w# 'J tt £ »B6x^;p-ctttfs 

6 H fi M 4fc <D 7- (4-x 9- )\s tf ^ ^ V > - 1 — f ) -5- [4- (x h * :> 27 ;!/ - x ^ ) 

7 xx;H ^jlJ [2. 3-cJ f U *J > (0. 20g) £ *§fc. 

£ tl (0. 20g) h ^ t H D 7 ^ > (5ml) ^ fi T? tJc sfc ft 7 5 X O a 

•J ^ V A (0. 07g) (OTh7tKD77> mx&\)mmWL\zmiB b fc- £ 1 

*(0. 07nl). 5N*Kft^- h U AtKISME (0. 07ml) . * (0. 2 1ml ) <D m 

^j-erasibx* ^jife^^^^sft^^ (o. ng) 

Slit^tl^S^lCctO^K^t t, (0. lOg) 

^eA • 

1 R-NMR 1400MHz, DMSO-d.) ; 6 (ppo) 1. 31 (t. J =7. 2Hz. 311) . 1. 71-1. 80 (in. 2H) , 2. 67 
(t. J =7. 2Hz. 2H) , 3. 14-3. 2 6 <tn, 411) . 3. 44 (I. J =7. 2Hz. 2H) » 3. 55 (br-l. 2H) . 3. 64 (br- 
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d. 2H) , 4. 43 (br-d. 2H) , 7. 32 (d. J = 8. 0Hz. 2H) . 7. 56 (d. J = 5. 6Hz. IH) .8.01 (s. 1H) . 8. 0 

5 (d. J = 8. 0Hz, 2H) . 8. 07 (d. J = 5. 6Hz. 1H) . 10. 82 (o. 1H) . 

m& ; 112-113*0 

MS (FAB) m/2 382 (M+H) +. 

mmw 4 3 3 7-(Mf Jl/t^^ 7 if>-\-' i JU)-5-f4-(3-b KP^y^aejU- 
3-* s * -> y x " JH^x 7 f2. 3-cl tf'J^>-^S£^cD^^ 



5-7 D ^-2- (3-7 -fc h * > -f D e ;U) 7 — V -;u (2. 27g) fs^-V 7 T > 
(5. 2 8g)£> f h U 7x-;^7 7>f >A7V^A (O)O^lET. *r is U 

>*TJra**UT2- (3-7 -fe h^y^a fJl/)-5-h U ^ ^ ->lp 7- V - Jl' (0. 

92g) &&tc a 

-tl LI- (4-X^;Hf ^ ijy>-l-f ;H-5-7D^f xy (2. 3-c] t 'J y > (0. 21 
g) fh?*^ HJ 7x-^*77*{ >/t7v^ A (0) (0. I2g) <9#&T\ * > 
U > * CI X , ***HSSlTT?lWHgE* E£iK £ Mff giig£->'J 

^feifctt^-M-x^U ^ ^ v >-l-*f ;b>-5-[4- (3-7 ir h + y^ a 
h4-/7xZiHf xy [2. 3-c) t" U 5? > (42mg) £ ISfc. 

£ ft £ >< * / -jMISnl) K B» 2NtK St it h »J A ?K m & (5 q I ) £ . ^i^T 
EJ&fflt£»*8 «iS€:fi*Bx^^T«lffi Lfc. # & X ^ Jl, /I 




OH 
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cn^ftj^C.tOSKitlT, JSfi»*©«Hft'&* (31mg) 

mm& : 

'H-NMRMOOMllz. CDC la) ; 6 {ppm> ). 17-1. 25 (m. 3H) . I. 80- 1. 92 In. 2H) . 2. 62 (m. 2H) . 
2. 68-2. 84 (m. 6H) . 3. 63 (m. 2H) > 3. 83-3. 98 (a. 4H) . 3. 95 (s. 3H) . 7. 22 (d. J = 8. 0Hz. lH) . 
7. 36 Id. J = 5. 2Hz. lH) . 7. 58 <n. 2H) , 7. 67 (s. 2H) . 

: 

' H-NMR (400MHz. DMSO-d.) : 6 (ppm) l. 31 (t. J = 7. 2Hz. 3H) . 1. 66- 1. 7 5 (id. 2H) . 2. 62 

(I. J = 7. 6Hz. 2H). 3. U;-3. 25 (m. 4H) . 3. 44 (o. J = 6. 4Hz. 2H) . 3. 55-3. 68 (o. 4fl) . 3. 91 (s, 

3H) . 4. 43 (br-d. 2H) , 7/23 Id. J=8. 0Hz. IH) . 7. 57 {d. J = 5. 2Hz. 1H) . 7. 65 (dd. J = 8. 0. 1. 

6Hz. IHJ.7. 69(br-s. 1H) . 8. 06 <s. 1H) . 8. 08 (d. J = 5. 2Hz. 1H) . 11. 10 (m. 1H) . 

Bft£ : 11 4- 1151C 

MS (FAB) m/z 412 (M+H) +. 

3g ftfi #1 4 3 4 7- (4-X ^ y >-l — < )V) -5- [4- (3- t: Ko*-> 

7xZJbl^xy f2. 3-d e ij zs > • 2teBfeia<Q^fiE 



^«sW161-2£|s|«»;:LT, I - {4-^ D^7x/^y)^-(Th7t K □ ^ ^ > - 
2--f A,** ->) ;/ o /t > (2. 08g) t t'7 (h U >) (3. 3nl)^5, co 

!-|4-(Mjy?JU^iU7iy^y)-3-(rhnHDt'7>-2^JH^ + y 

y a A> (I. 73g) 
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:nt?-(i-ifjnf^7v>-4-fM -5-7Dtfi; (2. 3-d t: u v > (o. 29 

g)£* ^*5#J300-4£ra&K:E&$1*T, 7- (4-X ^ If ^ ^ > -l--f ;H -5- 14- 
|3-(fh7t HDlf7 >-2— f ;Ht+^^D# + y]7i-;H?i / (2. 3-cJ fcf U 

8c#L/r. 8Nzk&<fc^ MJ £ A*&&£*DxTpH=)0<h fit K x ^ ;u t 30 to tfi 

»«UT, asfe#«K©«JH<b^tt<B»«#(0. 26g) 
21 SI fa : 

'H-NMR (400UHz. CDC1 1) : 0 (ppm) L 1 6 (t. J = 7. 2Hz. 3H) . 2. 09 (qu i n t e t. J = 5. 9Hz. 2 
H) . 2. 52 (a. J = 7. 2Hz. 2H) . 2. 69 U. J = 5. OHz. 4H) , 3. 85 (t. J = 5. OHz. 4H) % 3. 90 <t. J = 5. 9 
Hz, 2H) . 4. 20 (t. J = 5. 9Hz. 2H) . 6. 99 <d. J = 9. 2Hz. 2H) . 7. 33 (d. J = 5. 6Hz. 1H) > 7. 55 (d. J 
= 5. 6Hz. 1H) ,7. 61 (s. IH) . 8. 04 (d. J = 9. 2Hz. 2H) . 

4fi •(£ 

; 126-127TC 

! H-NMR(400MHz. DMSO-d.) ; 6 (ppm) 1. 3 1 (t. J = 7. 2Hz. 3H) . 1. 89 (qu i nte t. J = 6. 2Hz. 
2H) , 3. 16-3. 23 (o. 4H) , 3. 53-3. 66 (m. 4H) . 3. 58 <t, J=6. 2Hz. 2H) , 4. 10 (t. J = 6. 2Hz. 2H) . 
3. 42 (br-d. 2H) . 7. 04 (d, J = 8. 8Hz, 2H) . 7. 54 (d. J = 5. 2Hz. 1H) , 7. 96 (s. 1H) , 8. 05-8. 09 
(in. 3H> . 10. 99 (br-s. 1H) . 
MS (FAB) m/z 398 (M+H) +. 

m M M 4 3 5 7- (4-X g ^ =? -J > -l--f )V) -5- 14- f2- (R) - b K D ^ ~> 7* P ^ 
^y)7x^JMf xy [2. 3-cl 'J V > - 2iSBg&<D^gg 
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161-2 £l m$k\Z. IT, MR)-7th^y-l-(4-yD^7i/^y)^D^ 
> (1. 94g) <h t: (h'J/f^?» (3. 6ml) £>, 28 £ to # <D 2- (R) -7 ir h * v-1 
- [4- < b 'J J^^^;P)7x y * iy) ~7 a ;t > (1. 3 lg) £ Ac 

cn«!:7-(l-x^^t:^7y >-4-*f JU) -5-7 a ^x J [2. 3-c] t* U i? > (0. 29 
g) ^^^J 300-4<hf^^HS^^-ttX, 7- (4-X )l fcf ^ ^ 5* >- l--f ;U) -5- 14- 

i2-<R)-T-t: h + ->yD^+-»7i^jn?iy [2. 3-c] tf'j^>£^tr£:tf;*es£ 

*T*8Jg £2NJg6£-e*&ft Lt. *Jg£^*3itT#§&X^;UT*2[sI&# Lit. 8NtK g£ 

^ ia ^ r c o £ ££©-e45#fS3ifcs b fc. jg&£iajEig5£ ?K * ad , mm 

X^;UT3|eI JfctB L ft. figfa^mTK-pSfe^ U. ESST^^y^ATSilL, & & €: 

1 11— NM R (400MHz. CDCU) ; 6 (ppm) 1. 16 (t. J = 7. 2Hz. 3H> . 1. 31 (d. J = 6. 4Hz. 3H) . 2. 3 
7 (br-s. Ill) . 2. 52 (q. J = 7. 2Hz. 2H) , 2. 69 {t. J = 5. 0Hz. 4H) , 3. 84-3. 88 (n. 511) . 4. 01 (dd. 
J = 3. 2. 9. 2Hz. IH) , 4. 19-4. 28 On. 1H) . 7. 00 Id. J =8. 8Hz. 2H) . 7. 3 3 (d. J =5. 4Hz. 1H) , 7. 
55 (d. J = 5. 4Hz. Hi) . 7. 62 (s. III) . 8. 05 (d. J = 8. 8Hz. 2H) . 
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St 

M& ; J26-127 € C 

1 H-NMR (400MHz. DMSO-de) ; <5 (ppm) 1. 18 (d. J = 6. 4Hz. 3H) . 1. 3i (t. J=7. 2Hz. 3H) . 3. 
16-3. 24 (d. 2H) . 3. 55 (br-t. 2H) » 3. 64 {br-d, 2H) . 3. 84 (dd. J = 5. 2. 9. 6Hz. 1H) . 3. 89 <d 
d. J = 6. 0. 9. 6Hz. 1H) . 3. 95-4. 0 1 (n. 1H) • 4. 4 2 (br-d. 2H) . 7. 05 (d, J = 8. 8Hz. 2H) . 7. 5 4 
(d. J=5. 6Hz. 1H) . 7. 97 (s. IH) . 8. 05-8. 09 (m. 3H) . 10. 91 (br-s. 1H) . 
MS (FAB) m/z 398 (M+H) +. 

m m m 4 3 6 7- M-m ^ ;u ^ y >-i— r )i) -5- H- (2-h HPt^ypeju? 

xr^l^xy 12. 3- cl bT'JS?>-2tt[Kift0^iS 



H$6#J 16 1-2 £ mm tc L T\ I - (4-^ n ^ y xX;U) ^ D >-l-* > (2. 09g) £ t* 
Xlh'jy^JI/?/) (5. Oml) A* 6* Ife^^^l-M-lh'jy^iU^z^)?!- 
jH^d^ >-2-;t > (1. 98g) 

:nt7-(l-if Jl'k^yy >-4--f Jl/)-5-^Dtf 1/ [2. 3-c] £ 'J >? > (0. 29 
g) * JEW 3 00-4 t H« IC Srt> £ 1*T. 7- (4-X ^ ;W ^ ^ i> > - I— f )V) -5- [4- 
<2-** V 7 D tf JU) 7 x - JW) X / [2. 3-c) bT U v 1 > (0. 20g) fc. 

# u t. *s e> ntc 7- (4-X^;W ^ ^ > -!—f ;u) -5-14- (2-* * V :/ n e JU) 7 
x - )V\ X y [2. 3-c) t: >J > (0. 20g) ^jh7t Fn77> (5ral) IC ft 8¥ L fc. 
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CiDI&i^, *&{fc 7 - U ^ A (0. 04g) (OrH^t HD77>llml)!g 
»i£<Mc» A&-*3Sffl»a>T»:: m?L* 2 £ K 15^13}$ bfc. Kfemz* (40ml), 
5N7|cKfb^ h 'J •> (40ml) * * ( 1 20m) ) £ JR \Z JbO A , & :c ^ ;U T 

# (0. 15g) 

'H-NMR (400MHz. CDC 1 3} ; 6 (ppm) 1. 16 (t. J»7. 2Hz. 3H) . 1. 27 (d. J = 6. 0Hz. 3H) . 2. 5 
"2 (q. J = 7. 2Hz. 2H) > 2. 68 (t. J=5. 0Hz. 4H) , 2. 75 (dd. J^8. 0. 13. 6Hz. 1H) . 2. 84 (dd. J = 4. 
0. 13. 6Hz. !H) . 3. 85 (t. J = 5. 0Hz. 4H) . 4. 02-4. 10(m.,lH) . 7. 30 <d. 1 = 8. 4Hz. 2H) . 7. 33 
(d. J = 5. 6Hz, 1H). 7. 55 (d. J = 5. 6Hz. IHK 7. 65 (s. 1H) . 8. 04 (d. J = 8. 4Hz. 2H) . 

; 66-6713 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 06 (d. J = 6. 4Hz. 3H) . 1. 03 U. J=7. 2Hz. 3H) , 2. 
62 (dd, J = 6. 4. 13. 2Hz. 1H) . 2. 75 (dd. J = 6. 8, 13. 2Hz. 1H) , 3. 17-3. 2 3 (m, 2H) . 3. 55 (br- 
t. 2H). 3. 64 (br-d. 2H) . 3. 83-3. 91 (m. IH) , 4. 43 (br-d. 2H) . 7. 31 (d. J = 8. 2Hz. 2H) . 7. 5 
6 (d. J = 5. 2Hz. 1H), 8. 01 is. 1H) , 8. 04 (d. J = 8. 2Hz. 2H) . 8. 07 (d. J=5. 2Hz. IH) . 10. 79 (b 
r-s. IH). 

MS (FAB) m/z 382 (M + H) +. 

mm m 4 3 7 7- u-x^ ju ^ v >-\-«< > -5- [3- ^ □ n-4-<2-b h d ^~>x 
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OH 



mmm iei-2 1 mm \z it, 2-7 -fe h * ->-i- (4-7 d -t-2-^ a a 7 x / * ->) x 

* > U. 32g) tt^ih 'jy^ikfV) (2. 3nl)ft> £ . M tei *K CD 2-7 -fe h*>-l-, 
cntl-d-x^iUf^^yz-H/H-S-^D^fx; [2. 3-c) fc: U i? > (0. 19 

g)£, *«W 300-4 t ra«(rRrt>$-e-x, 7- <4-x^;u tf^ 5 >-i--r ;u) -5- [4- 

W&JS £2N&&-Cfciifcii bfc. *Jg£^^^Tfit&X^;i/T2[5lTfe?§> b*Lo 8N*&*fc; 
t hU^A*»*t«lATpH=IOt &X^;WT2tE)$a£fci b*. i& fn * «L tK ~C 

mliinx. T*&#? b* 8N*»<b^" h U O A tK i§ % (0. 7 5ml) £ HQ 7L ft . £ SI T 45# fS] & 
gb, £&JE*S£ b, *£JjP*-> »BEX^;UT3l3i*a L fc. ^fa^tSTlcTift 

#a>«SHfc'&tt<0. 03g) 

mm it : 

'H-NMR (400MHz. CDC I ; 6 (ppm) 1. 17 (t. J = 7. 2Hz, 3H) . 2. 52 (q. J=7. 2Hz. 2H) > 2. 6 
9 (I . J =4. 8Hz. 411). 3. 8 5 (t. J =4. 8Hz. 4H) . 4. 30 (t, J = 4. 8Hz. 2H) , 4. 50 U. J =4. 8Hz. 2H) . 
7. 01 (d. J = 8. 4Hz. IH). 7. 34 (d. J = 5. 6IIz, 1H), 7. 57 (d. J = 5. 6Hz. 1H) , 7. 60 <s. 1H) . 7. 95 
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(dd. J = 2. 4. 8. 4Hz. 1H). 8. 13 (d. J=2. 4Hz. 1H). 
MS (FAB) ra/z 41 8. 420 (M+H) +. 

mmm 4 3 8 7- u-x^jp ^ s? >-i — f ju) -5- u- f i- (s) ^ju-2-h k 

->xS^yl7xrjHfx; f2. 3-cl fc ^ »J V > - 2iS Bfe X (Q G A 



SSJfcW16i-2fcig«fcLT* l-(S)-7t F*>'-2-(4-yDt7i;*'»^D;t 
>(1.6lg) ( h 'J >) (3. OdD ^ «fi*«OI-(S)7t h*->-2- 

U-ihU^f ;i/7^-jH7iy*>l^D/o(i.i2g)*§fc. 
cint7-(i-jL^jutr^^^>-4— r;u)-5-^D^e^xy [2. 3-c] tr »j >*> <o. 19 

g) |^JS^)300-4 i:^^tcR^$itT, 7- <4-x ^ )l ^ ^ > - J-f ;U> -5- [4- 
(S) - (1-7 ir h + y^D/^ >-2--f ;l/)^^*>7x-JH?xy 12. 3-cl If 'J v > £ * 
tf£#i££*S*:. J£&«nc8*&x^;p £2Nig&£ an A, L fc. *Jg 

*r*g/i£2Ni£ft"P*&aj bfc. ^^btT^Kxf Jl>T2IHifcJ* L/t. 

8N*&ft^- h »J A*J$i££flO ATpHHOt U. 6*&X^;U-C2[H]ttb£iibfc. 
^^TKTSfe^L, 6ft&-7^*>^AT$£&L, ig*g£*£JEiS^Lfc:. » 8E fc * * 
/ - JM6nl> £flD;SLTJS# 8N* ft ft h 'J <> A * Jg ffi ( 1- 48m 1 ) £ AD A 3t . 

!Sett««]tt©85«ffc£tt<0jKtt# (0. 15b> 





N 



• 2HC1 
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mm& : 

■H-NMR (400MHz. CDCla) ; 3 (ppm) 1. 16 {t. J = 7. 2Hz. 3H) . 1. 31 (d. J = 6. 4Hz. 3H) . 2. 3 
7 (br-s. 1H) . 2. 52 (q. J = 7. 2Hz. 2H) . 2. 69 (t. J = 5. 0Hz. 4H) . 3. 84-3. 88 (m. 5H) > 4. 0 I (dd. 
J=3. 2. 9. 2Hz. 1H) .4. 19-4. 28 <m. 1HK 7. 00 (d. J = 8. 8Hz. 2H) > 7. 33 (d, J=5. 4Hz, 1H)> 7. 
5 5 (d. J=5. 4Hz. 1HK 7. 62 (s. Ill), 8. 05 (d, J = 8. 8Hz. 2H) . 

@l -Ifi 

Rfejft ; 126-1 27TC 

1 H-NMR (400MHz. DMSO-d») ; (5 (ppm) 1. 18 (d. J?6. 4Hz. 3H) .1.31 it, J = 7. 2Hz. 3H) , 3. 
16-3. 24 (m, 2HK 3. 55 (br-t. 2H) . 3. 64 (br-d. 2H).3. 84 (dd. J = 5. 2. 9. 6Hz. IH) . 3. 89 (d 
d. J = 6. 0. 9. 6Hz, IH) . 3. 95-4. 01 (m. 1H) . 4. 42 (br-d. 2H) . 7. 05 (d. J=8. 8Hz. 2H) . 7. 54 
(d. J=5. 6Hz. 1H). 7. 97(s. JH). 8. 05-8. 09 (d. 3Hh 10. 91 (br-s. IH) . 
MS (FAB) m/z 398 (M+H) +. 

m m m 4 3 9 7- (4-x^ ;u e +< ^ >-i--r )\>) -5- f4- (3- b HP^->-3-^f 

^JM 7 x - JU 7 f2. 3-cl h" U V> > ■ 2ftlgifi0^5S 



3iJ&#ll6l-2<h \Z L X, 4- (4-y □ * 7 x-AO ^ * >-2-* > (I. 36g) £ t* * 
(h'J^f Jl'f » (3. Oral) ifei^04-[MK'jyf i^^riH7x-JH 




OH 
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>-2-* > (1. 61g) 

-nt 7-<l-x^JU tr >-4— f JI/)-5-ya^fl y [2. 3-cj £ 'J ^ > (0. 33 
g)£, H*6fi«l300-4i:MI««C^[^$-tirr, 7- (4-X ^ bf ^ ^ *J > -W )V) -5- (4- 
(3-** vy^;H 7xZjHfX> 12. 3-c) t!'Jy> (0. 23g) 

& % nrzi- (M? jutr ^ ^ >-i--r ju) -s- [4- (3-^-^ vy^;H7i-;Hf 

X y (2. 3-c] tT U i?> (0. 23g) h7k K D 7 7 XIOqI) 1:^^ L, *#T«# 
L fc. - tw 3. OM- >f J^^^v 1 ) A^DS K/X — -r-^KSfSt (0. 3 9ml ) 2: 2ia A. , 

(0. 39nl) £«*0 S 5 £ 4. 5fir M L fc. IS <fc T > ^ - ^ A * & fig? , IfgS 

x^JU£ija*Tl3#L, *s«Jg£#S8Lfc. #&Jg fcfiSfn 

£ &JE*S£ £NH~> U * v A >7 O "7 

4fcOiSJ$!# (0. lOg) 

1 H-NMR (400MHz. CDC),) ; <5 (ppn) 1- IB it. J = 7. 2Hz. 3H) . 1. 31 (s. 6H> . 1. 81-1. 86 (m. 
2H) > 2. 52 <q. J = 7. 2Hz. 2H) > 2. 69 (t, J = 5. 0Hz. 4H) . 2, 74-2. 78 <b. 2H) , 3. 85 (t. J = 5. 0Hz. 
4H) . 7. 29 (d. J = 8. 4Ilz. 2H) . 7. 33 (d. J = 5. 4Hz. 1HL7. 55 (d. J = 5. 4Hz. 111). 7. 65 <s. IH) . 
8. 02 (d, J = 8. 4Hz. 2H) . 

& St t& : 

» jfe : 1 22- 1 23. 5t: 

'H-NMR (400MHz. DMSO-d*) : 6 (ppm) I. 17 (s. 6H) . 1. 32 (t. J = 7. 2Hz. 3H) . 1. 65-1. 70 
(b. 2H) . 2. 65-2. 70 (a. 2H) . 3. 1 5-3. 24 (ra. 411) . 3. 57-3. 65 (n. 4H) . 4. 42 (br-d. 2H) > 7. 3 
1 (d. J = 8. 0Hz. 211) . 7. 56 (d. J = 5. 4Hz. IH) , 8. 00 (s. 1H) . 8. 04 (d. J = 8. 0Hz. 2H) . 8. 08 (d. 
J=5.4Hz. IH), II. 28(br-s. IH). 
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MS (FAB) m/i 4 J 0 <M+H) +. 

m m m 4 4 0 7-(4-X^J|, fcf< 5 5? >-l--f ;U-5-l4- (3-b K ->7^ 7 x 



HJS^J J 6 1 -2 t Hft C IT, 4- a ^£ 7x >-2-^ > (I. 29g) «k If X 

( h U zTT )VT >) (2. 9ml) is* 6 . » idJ « 4- [4- ( h U ^r^)7x-^] 
>-2-* > (1. 59g) *mtz. 

cnt 7- (i-x^;u tr^ ^ ^ >-4— f -5-^ d ^ y [2. 3-c) t: u > to. 22 

g)£, *J6OT300H£fi«lwKJS£li:T. 7- (4-x ;U tf ^ 7 S? >-l — f -5- 14- 

<3-** v 7 xx;u]^x y [2. 3-c] tr u v >*'&tz_. 

^e.n^I-H-XfjUf^^yV-l-^JH-S- (4- (3-*3r V y 7 x x;H ^ 

I ; |2, 3-cl If 'J y > * t h 7 t H □ 7 7 > (5nl) C ^» I fc. 7*c 3£ 

ft 7 )V 5 x 'J TO A (0. 04g) co^ h 3 t h* a 7 ^ > ( 1 a ) ) 5$ £3 f£ 4* lz > *?&T 
T Jm A , 2 «5> K 15#f5]mt$ L Ac. JK ffc % IC zK (40m ) ) . SNtJc & ft: T h »J ■> A tK i& & 
(40ml), ?K ( 120ml ) $ A* IC JdD A, 6* & X ;U T # it & L • « £ ^ 

Eiffli ?II$rNHy'J^y;^7A^ h^7 7^- <Bf & X ;b / n-'N * If 
>|)TISSLT, »fett«Mi« 0«H^b^«5©iK«# (0. I8g) 



MI-NMR (400MHz. CDC 1 3) ; 6 (ppn) I. 16 (t. J = 7. 2H2. 3H) . 1. 25 (d. J = 3. 2Hz, 3H) . 1. 7 
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8-1. 85 (n. 2H) .2. 52 (q. J = 7. 2Hz. 2H) . 2. 69 (t. J = 5. 0Hz. 4H) . 2. 65-2. 8 5 <o. 2H) . 3. 84- 
3. 89 (m. 5H) . 7. 29 (d. J = 8. 4Hz. 2H) . 7. 34 (d. 1 = 5. 4Hz. 1H) , 7. 56 <d, J = 5. 4Hz. 1H) , 7. 66 
(s. 1H) . 8. 02 <d. J=8. 4Hz. 2H) . 

§ft * 

A & ; 110. 5-1 12-C 

'H-NMR (400MHz, DMSO-da) ; 5 (ppm) 1. 10 (d. J = 6. 0Hz. 3H) .1.31 (t. J = 7. 2Hz. 3H) . 1. 
62- I. 68 (d. 2fi) . 2. 60-2. 76 (m. 2H) . 3. 15-3. 23 (a. 4H) . 3. 57-3. 65 (n. 4H) . 4. 42 (br-d, 
2H) .7.31 (d. J = 8. 4Hz, 2H) . 7. 56 (d. J = 5. 4Hz. 1H) > 8. 00 <s, 1H) . 8. 04 (d. J = 8. 0Hz. 2H) . 
8. 08 (d. J = 5. 4Hz. IH), II. 2 6<br-s. 1H) . 
MS (FAB) m/z 396 (M+H) +. 

35 AS ftl 4 4 1 7- (4-x^ )V e *C 5 V >-\-4 )V) -5- (4- (3-b K D =fr~>-2-* *)\,Zf 
U 7 zc ~ JU 7 f2. 3-cl ti U > - 2*Si£&CP^fiE 



JKI. 36g) tt'XIh'J^f^f >K2.7nl)^b. 8lfe?fctK<E>2-;*^Jl'-3-l4-(N 'J 
y5 L lM^-M7x-JH7'Dt:t>K^fJK1.52g)^lir:. 

C n <h 7- (l-x ^ )U tf ^ 7 V >-4--f ;U) -5-7 d =t ^X / [2. 3-c] t* U >* > (0. 2 2 
g)£. ^$£#J 300-4<h mmiZfcfc2i*T* 7- (4-X ^ ;U tf ^ ^ >-l-*f JH -5- (4- 
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h*-># a#-;^d tf;n -y ^ — jHf xy [2. 3-c) tr »j > ^ ^ ^ . 

|§ £ ft & 7- (4- X ^ Jl.tr ^ 7 > - 1 f ) -5- 14- (2- * h * ;*? # - JU ^ D tf 
jH7i-iHf X7 (2. 3-c] tf U > £ 7- h 5 fc: F D 7 7 > (5ml) (C&$? L fc. C 
7K^ft7;i/^-^^U^r>A(0. 05g) Of h 7 t K a 7 7 > (0. 5ml) » 
^fg^tw, *»~FTilD*.. 2 6 tc20# Ufc. SJfciSC:* (50ml> , 5NtK B£ -fb 

h 'J •> <50nl) , tK (150ml) ^HilCjWA. S£ & x ^ ;i/T 3R iZm&fc 

3cLfc. &£E?3^ L, S »*NH*> 'J # yjl'* 7 A ^ □ v h tf y V 4 - 

If^/D^*1t>l)T8HLT, tet^ttiBSto^O^liYk^^co (0. 17g) 

\ Hi 

'H-NMR (400MHz. CDCI*) ; <5 (ppm) 0. 94 (d. J = 6. 8Hz. 3H) .1.16 (t. J = 7. 2Hz. 3H) , 1. 9 
3-2. 02 (m. JH) . 2. 46 (dd, J*8. 2. 13. 6Hz. IH) . 2. 51 (q. J = 7. 2Hz. 2H) . 2. 68 it. J = 5. 0Hz. 
4H) . 2. 8 1 (dd. J=6. 0. 13. 6Hz. 1H) , 3. 49 (dd, J = 6. 0, JO. 4Hz, IH) . 3. 55 (dd. J = 6. 0. 10. 4 
Hz. IH) . 3. 85 (t. J = 5. 0Hz. 4H) . 7. 25 (d. J = 8. 4Hz. 2H) . 7. 32 (d. J = 5. 6Hz. IH) , 7. 54 <d. J 
= 5. 6Hz. IH) . 7. 65 (s. IH) . 8. 01 (d. J = 8. 4Hz. 2H) . 

tti 6§ 4f& 

fife,& ; 108-llOt: 

' H-NMR (400MHz. DMSO-de) ; <5 (ppm) 0. 82 (d. J = 6. 8Hz. 3H) > 1. 32 It. J=7. 2Hz. 3H) . I. 
79-1. 8 8 (m. IH). 2. 35 (dd. J = 8. 2. 13. 2Hz. IH) . 2. 78 (dd. J = 5. 6. 13 ? 2Hz. IH). 3. 15-3. 2 
4 (0. 4H) . 3. 26 (dd. J = 6. 2. 10. 4Hz. IH) ♦ 3. 3 1 (dd. J = 6. 0. 10. 4Hz, IH) , 3. 62 <br-l. 4H) , 
4. 42 (br-d, 2H) . 7. 29 <d ( J = 8. OIlz. 2H) , 7. 57 (d. J = 5. 4Hz. IH) . 8. 01 (s. IH) . 8. 05 (d. J = 
8. 41Iz. IH). 8. 08 (d. J = 5.411z. IH) . 1 1. 28 (br-s. IH) . 
MS (FAB) m/z 396 (M+H) +. 

ggfififrl 4 4 2 7-H-Xf )U bf *t ^ y >-l-*f JU-5-H - 13- b K P *f>-2. 2- * ^ 
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iV^fn V =n - JH^X J f2. 3-cl hf'J fx > * 2 & BE *fi (D EE 




H?K0J I 6 1-2 t P3« t LT, 3- (4-^ a ^ 7 x - )V) -% 2-iS * =5~ )V~f u tf * >& 
* U. 29g) £l fc** ( h U 7*)V7 >) (2. 4ml) ^ «E> , |S6»tt©2. ^-3 

^ n <h 7- (i-xf ji/ tr ^ ^ ^ >-4--r ^i-s-^p^f x; [2. 3-c] H'jy> (0. 23 
g) mm m 300-4 1 i^t£ ic i*-c, 7- {a-x.^ ji t:-^ >? >-w ;w> -5- u- 

(2 -^ h ^ ^ ;i/# - ;U-2-^ fj^Dt;H7i-iHfxy [2. 3-c) t* U ^ > &m 

*5 e tlfc7- ^>-l--f ;H-5-[4-(2-> h^->^JU^-;W^o f 

^)7xr;V)^xy [2. 3-c) f'Jy/^thvt F D 7 7 > (5m 1) \zp&M V fco ZL 
<Dmm&* 7k3R-fb7^ 5 A U A (0. 05g) h ^ k KP77>(iml)!fia 
i£*tc. Tki^T-ClJDA, £ fc30»B3««6 U fc. Soigne* (50mlK 5NtK Si ^~ 
h 'J r> A7fc*gi£ (50ml) , * (1 50ml> ^ MM \zj}Q A, BI!if;R*«*, fct8S£:i«3; 

f;l ,/ I1 ^4 1 f>i)-efifibT, &e«wttfitto«Hffc*«^»*# (o. 2Zg> * 
»&. 

MI-NMR (400MHz. CDC 1 3) ; 6 (ppm) 0. 9 1 (s. 6H). I. 16 (t. J = 7. 2Hz. 3H), I. 93 (br-s. 1 
H) . 2. 51 (q. J = 7. 2112. 211) . 2. 62 (s. 211) . 2. 68 (t. J = 5. 0Hz. 4H) . 3. 34 (s. 2H) . 3. 85 (t. J = 
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5. 0Hz. 4H) . 7. 24 (d. J = 8. 2Hz. 2H) . 7. 32 (d, J = 5. 4Hz. 1H) . 7. 54 (d. J = 5. 4Hz. 1H) . 7. 66 
<s, 1HK 8. 01 (d. J = 8. 2Hz. 2H) . 

: 

Rt£ ; ll3-ll4*C 

'H-NMR (4 00MHz. DMSO-ds) ; 6 (ppn) 0. 8 J is. 6H) ; I. 32 (( . J = 7. 2Hz. 3H) . I. 92 (s. 2H) . 
3. 12 (s. 2H) . 3. 15-3. 24 (n. 4H) . 3. 62-3. 68 (m. 4H) , 4. 43 (br-d. 2H) . 7. 27 (d. J = 8. 2Hz. 
2H) . 7. 57 <d. J = 5. 4Hz. 1H) . 8. 02 (s. IH) . 8. 04 (d. J = 8. 2Hz. 2H) . 8. 09 (d. J = 5. 4Hz. JH) . 
M. 49 (br-s. 1H) . 
MS (FAB) m/z 410(M+H)+. 

gg m m 4 4 3 7- (4-X f Jbe^7 > ;U) -5- (4- (3- b H 1 - y * 5P 

JI/ynh:jM7xz;H^xy (2. 3-cl fc* 'J y > - 2m&m<D<£& 



«««161-2<fcl^#fc:LT, l-7th*>'-3-l4"rDt7iMy)-3-^f;^ 
^ > (I. 34g) (h U y?i^>) (2. 4ml) ft> £ . ftS6ia«0>3-7-fch4 t >'-l. I 

-y^f;i/-l-[4-(h l jyf^X^-JH7x^y]yP/0(l. 36g) 5: 

:nt7-(|-I^JPt^7y/H-< ;H'-5-yp ^^X y (2. 3-cl tf U i>> (0. 20 
g)£* !6ifiM 300-4 £ rattle Ktf? 2 -BrT, 7- (4-X ^ tT ^ 7 ^ > - 1 -*f ;H -5- 14- 




OH 
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(3-7t h^*>-l,l-y/5 : ;pyDb:;H7xliH5 : xy 12. 3-cJ tf 'J > $ tf £ 

d OS^ifitl^SX^^ <h 2N&6££aoA. * g 4fc * *S £ L . * 
^^8L, Wli^ZNlKT^aiL^. ^ =b 1* T I* & X ^ ;t, T 20 Sfc # Lfc 0 

8NtK SSMt "t" h U ^ A^cjSi?: ilDxT pH= l 0 £ L * # & X ;W T 2 [eJ « Hi L *: . ffi *0 

J -7U (IOdD £;Ull>LTiS# U, 8NtK SSMfc :J~ MJ O A ;K ^ jS (0. 75ml) £ jbD A £ . ^ 
ia*C2P^foJ#C@ L, b, KKx^;UT30fill£13 L fc. & 

&&jttffltt#4>«fB4b«tt®i&filtt (0. 16g) «r»fc. 
iE&tt : 

1 H-NMR (400MHz. CDC)*) ; 6 (ppm) 1. 15 (t. J=7. 2Hz. 3H) . 1. 38 (s. 6H) . 1,98 (t. J=7. 
6Hz, 2H) . 2. 5 0 (q. J =7. 2Hz. 2H) . 2. 67 (t. J = 5. 0Hz. 2H) » 3. 5 I (t . J = 7. 6Hz. 2H) > 3. 84 (I. 
J = 5. OHz. 4H) . 7. 32 (d, J = 5. 4Hz, 1H) . 7. 43 (d, J = 8. 4Hz. 2H) . 7. 53 (d, J=5. 4Hz. 1H) . 7. 6 
4 (s. 1H) , 8. 03 (d, J = 8. 4Hz. 2H) . 

»&nfcai«#«:«ffilCJ:Diafftitti:L, x ^ J - ;U / IPE^ £ W fct © U X , K 

: 1 25. 5- 127. 5*C 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 30 (t. J = 7. 2Hz. 3H) . 1. 32 (s. 6H) . I. 85 (t. J = 
7. 8Hz. 2H) . 3. 15-3. 25 (m. 2H) . 3. 57 (br-t. 2H) . 3. 64 (br-d. 2H) . 4. 44 (br-d. 2H) . 7. 4 6 
(d. J = 8. 4Hz. 2H) . 7. 57 (d. J = 5. 4Hz. 1H) . 8. 01 (s, 1H) , 8. 06 (d. J = 8. 4IIz. 2H) . 8. 08 (d. J 
= 5. 4Hz, IH) , 10. 89 (br-s. 1H) . 
MS (FAB) n/z 4 10 (M+H) +. 

m m m a 4 4 1- u-x^;u e ^ =j v >-i--r jh -5- \a- (R) - (2-e k q * -f o e 

Jl/f t)7irjMfxy [2. 3-cl tf' J V > ■ 2^Bg^(D^5£ 
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2kmW 161-2 t \Z IT, (R) - 2-T-fe h + ->-l-(4-^D ; E7i-;i,^^)^D 
/Oil. Hg) ttXlh'J^f^f » (2. 2ml)rt* **&ifetf<D (R)-2-7-fe h * ^ 
-l-[4-(h'J?f ;^^-M7i=^ft)^D^> (0. 79g) 

^ 7- (l-x^Jb t:^ ^ V s >-4— r jH-s-ya^^i; [2. 3-c] tr u ^ > <o. 20 
g) 300-4 i mm\zKfo% -a-r, 7- ^e^7 >-i— r ;u)-5- [4- 

(R)-(2-r-t: h + y/Dt;^t)7xuHfx; [2. 3-c] w z; >&^tsKfcm 

£ f£i& KifcKX^ ;U £ 2N4£& «r m ^F^^€:ffl;5feL/t. * H £ ft M b . 
#«B*2N*KT»HSbJfc. 7KJg^^^-&XKKx^;i,-r2lHliSfe^b^:. BNTklMt: 
^- h U £ A*J£f££ Jto ATpIl=IOt b* BfcKX? 1 Jl/T2teJ*fcfcij b£:„ £S ID & 2* T' 
ifc#b, 5l£SlT^^y^ATfS:^t, ««£«ffiJH*bfc. aHfc^^y-;HI 
0ml) iLXmmiss 8N*Kft^- h U £ Azfcfcifc (0. 74ml) £i0*.fc. ^©T2^fS3 
ft«b. *g*££&BEiS^ ^^Xf^T30i dJ b f&fD&i&Tfc-c 

ift#b, 8ii7y^>")AtKl»l, ««£«BEffl*b&. NHyiJ^y 
J^7A^D7h^77^-(fit^lf il'/ n-'x ^^>^)T^S5bT, 6 *& SI 
»«(O««Hte*«OjB*#(0. 14g) 
: 

1 II— NM R (400MHz. CDC 1 ») ; 6 (ppm) 1. 16(t. J=7. 2Hz, 3H) , 1. 29<d. J=6.4Hi. 3HK 2. 5 
I (a. J = 7. 2Hz. 2H) , 2. 68 (t. J =5. 0Hz. 4H) . 2. 89 (dd. J = 8. 6. 13. 6Hz. 1H). 3. 15 (dd. J =3. 



652 



WO 99/18077 



PCT/JP98/04465 



6. 13. 6Hz. 1H) . 3. 85 <t. J = 5. 0Hz. 4H) . 3. 86-3. 94 Cm. IH) . 7. 33 (d. J = 5. 4Hz. IH) , 7. 46 
<d. J = 8. 4Hz. 2H) . 7. 56 (d. J = 5. 4Hz. IH) , 7. 64 (s, 1H) . 8. 03 (d. J = 8. 4Hz, 2H) . 

#s*ifciKJ[f# j fc*Sfc«fc om&&£: x* j — iv/ iPEa* *>mzm lt, si 
fiS • 

; 98. 5-99. 5*C 

1 H-NMR (400MHz. DMS0-d«) ; 6 (ppm) 0. 19 (d. J = 6-. 0Hz. 3H) . I. 30 (I. J = 7. 2Hz. 3H) . 2. 
97 (dd. J = 6. 2. 13. 2Hz. IH) . 3. 08 (dd. J = 6. 0. 13. 2Hz. IH) . 3. 16-3. 23 (m. 4H) > 3. 56 (br- 
t. 2H) . 3. 64 (br-d. 2H> . 4. 43 (br-d, 2H) . 7. 43 (d, J = 8. 8Hz. 2H) . 7. 56 (d. J = 5. 2Hz. IH) . 
8. 03 is. IH) . 8. 06-8. 09 (n. 3H) . 10. 87 (br-s. IH). 
MS (ESI) m/z 4 14 (M+H) +. 

3fe fife SI 4 4 5 7- (4-X ^ )V ¥ s< V>-\-<< JU) -5- <4-* * >X )V*-JVzr = )V) 
rPX J f2. 3-cl e»jy> ■ 2m&m<D&f& 



SIJ6OT]61-2tK««CLT» 4-/ 9 > 7. )Vfr — )V Zf n ^ ^ > -tf > M. 50e> £ f X 
( h 'J y^JI/f >) (3. 6nl) b , ^ >7J^-^-4-(h U 

^ x;W) ^>ir > (0. 58g) 

int?-(i-xf jie^7 > -4--r ;n-5-yotfx; (2. 3-cl t* y s; > <o. 18 

g)£* *SBfi! 300-4tl3«lCKlSSl2:T» 7- <4-x 5 1 ^ fcf ^ 7 *J > ~ \-<f JV ) -5- (4- 




Me 
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>^>^;^z^7x-JHfxy [2. 3-c] fcfU V > &^tS&ifem$:&Tt. SJfcffc 

f££ JtHl ATpH=]Ot »KX^;UT2(Hia&mLfc. fiS » tt * T ft 8> U . 
y*->->A"C*E«U, &«E£:&E?S^Ufc. NH > 'J # y A # 7 A ^ D v 

^*oa«t# (o. i9g) 

1 H-NMR (400MHz. CDC1,) ; 6 (ppm) I. 17 U. J=7. 2Hz. 3H) . 2. 53 (q. J = 7. 2Hz. 2H) . 2. 7 
1 (t, J =5. OHz. 4H) . 3. 10 (s. 3H> . 3. 88 (t. J = 5. Oik. 4H) . 7. 4 0 (d, J = 5. 2IIz. 1H) , 7. 64 <d. 
J = 5. 2Hz. 1H) . 7. 75 (s. 1H) , 8. 02 (d. J = 8. 4Hz. 2H) . 8. 29 (d. J = 8. 4Hz. 2H) . 

» «e> titzmmit* &m\z <t 0 &mm t > -ju/ipe^ * pittas l -c, n 

■Ifi BS 4£ 

M& ; 222. 5-225*C (#«¥) 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 30 (t. J = 7. 2Hz. 3H) , 3. 18-3. 28 (o. 4H) . 3. 28 
is. 3H) . 3. 55 (br-t. 2H) . 3. 66 (br-d. 2H) . 4. 48 (br-d, 2H) . 7. 62 (d. J = 5. 4IIz. 1H) , 8. 03 
(d. J = 8. 4Hz. 211) , 8. 15 <d. J =5. 4Hz. 1H) . 8. 2 1 (s. 1H) . 8. 4 0 (d. J = 8. 4Hz. 2H) . 10. 5 9 (br 
-s. 1H) . 

MS (FAB) m/z 402 (M+H) + 

m ffi m 4 4 6 7- (4-x f 7 v >-l -f -5- [4 - (1- b K P * is ~f T )l) 7 

xMf xy [2. 3-cl e'Jy> ■ 2i£SSiScp-grE£ 
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OH 




nmm 1 6 1-2 1 i^as n ux. \- [4-7 a * y x. ~ jd 7 & >-i-^t> n. 91-g) £ tr x 
lh'jyf;^»(4. 7mi) £ ^fetrii^^ 1- 14- ( h »J ju* v * - 

y ^ > (I. 74g) 

Ctl £ 7- (1-x f iHf^7 >-4--f ;u) -5-^ n ^fi; [2. 3-c] t'Jy> (0. 22 
g)£, |£ life #1 3 00-4 <h [ilitCR^^^T, 7-<4-X^;Ufc?^ 7 f ^)-5- (4- 

yf'j;i7i-M5 1 xy [2. 3-c) tf U 5^ > (0. 17g) & m 

-c] e »J y >(0. I7g) *f h7tKD77> I61I) l:fSS Ufc. £ <Dfi§8t£r* * 1Mb 
TJ^^^A'Jf f)A (0. 02g) <D^ k F D 7 7 > (0. 5m 1) ffi « ^ , * T 
TUn^, S tc25#ra&# L&. R^^tCTK (20ml) , 5N* & it ~T h 'J ^ A * i£ fi£ 
(20ml). * (60ml) £ KB K fin*, gf&x^;!,T#&^ fct SB £ «t 5fe L . & & £ 
HEiS^b, aaf«NH'>U*y^*7A^D-7hy7 7-{- (»■ X^^/n-'N* 
>»)TBBLT, Hfitt»illlttO«ifc6«Oi«#: (0. I3g) fc^fc. 
2£RI# : 

Ml-NMR (4 00MHz, CDCN) ; 6 (ppm) 0. 94 (t. J = 7. 21lz. 311) . 1. 15 U. J = 7. 2Hz. 31!) ,1.2 
9-1. 40 (in. 1H) . I. 40- 1. 52 (id. 1H) . 1. 6 6- 1. 75 (m. 1H) . 1.78- 1. 88 (m. 1H) . 2. 42 (br-s. 1 
H) . 2. 49 (q. J =7. 2Hz. 2H) . 2. 66 ( t. 1 = 5. 0Hz. 4H) . 3. 82 (t. J =5. 0Hz. 4H) .4. 71 (br-t. 1H) . 
7. 32 (d. J =5. 4Hz. 1H) , 7. 4 I (d, J = 8. 2Hz. 2H) . 7. 54 (d. J = 5. 4Hz, 1H) . 8. 06 (d. J = 8. 2Hz, 
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2H). 



: 

at j% : I 12-1 141C 

1 H-NMR (400MHz. DMSO-de) ; 6 (ppm) 0. 88 (t. J=7. 4Hz. 3H) . J. 06 <t, J = 6. 8Hz. 3H) , 1. 
23- 1. 42 (id. 2H) , 1. 52- 1. 69 (n. 2H) . 3. 15-3. 23 (u» 4H) . 3. 58-3. 66 (d. 4H) . 4. 42 (br-d. 
2H) . 4. 58 (t. J = 6. 4Hz. 1H) . 7. 43 (d. J = 8. 2Hz. 2H) > 7. 57 (d, J = 5. 6Hz. 1H) . 8. 02 (s. 1H) . 
8. 08 (d, J = 8. 2Hz. 2H) . 8. 09 (d. J = 5. 6Hz. !H> . 11.46 (br-s. 1H) . 
MS (FAB) m/z 396 (M+H) +. 

&m&\ 4 4 7 7- (4-X^;U faT^ 7 >-l-"T ;U)-5- 14- (N-y ^ JVtf JU A^E-f JH 7 
xZJll^xy [2. 3-cl ^ 'J y > - 2ifiiSi£cD£fiE 



#li£#J 161-2 i m& \Z LI, N- / >X7S H (I. 13g) i t'X ( h 

'J^fil/f » (2. 9ml) £>. »£ftfe4£c9N-* ^ JU-4- ( h 'J ^ )V 7* $ ~ )V) ^ > % 
T S K (0. 90g) 

cni7-(]-Xf v>-4--f JH-5-7P^f xy [2. 3-cl tf 'J > (0. 19 

g)£, ntlS. m 300-4 £ -t+T, «fcttM»tt©«Hft*«J©i«*flE(0. 

16g) 



O 




NHMe 
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: 

1 H-NMR (400MHz. CDCl,) ; d (ppm) 1. 15 (t. J =7. 2Hz. 3H) .2.51 (a. J = 7. 2Hz. 2H) . 3. 6 
8 <t, J = 5. OHz. 4H) , 3. 03 (d. J=4. 8Hz. 3H) . 3. 85 (t. J = 5. OHz. 4H) . 6. 35 (br-q. IH) . 7. 33 
(d. J = 5. 4Hz. IH) . 7. 57 (d. J = 5. 4Hz. 1 H> . 7. 69 (s. IH) . 7. 84 (d. J = 9. OHz. 2H) % 8. 14 (d, J 
= 9. OHz. 2H). 

e e * « © & a * b & * » fc. 

: 

Kfc £ : 1 50. 5- 152TC c . 

'H-NMR (400MHz. DMSO-d«) ; <5 (ppn) I. 30 (t. J = 7. 2Hz. 311) . 2. 82 (d. J = 3. 6Hz. 3H) > 3. 
18-3. 26 (d. 4H) . 3. 55 (br-t. 2H) , 3. 66 (br-d. 2H) . 4. 47 (br-d. 2H) . 7. 59 (d. J = 5. 4Hz. I 
H) . 7. 95 (d. J = 8. 4Hz. IH) . 8. 1 1 (d. J = 5. 4Hz. IH) . 8. 15 (s. IH) . 8. 22 (d. J = 8. 4Hz. 2H) » 8. 
53 (br-Q, IH) , 10. 65 (br-s. IH) . 
MS (FAB) m/z 381 (M+H) +. 

4 4 8 V >-\—i )V) -5- f4- (N-X^ JUrft A/M^-f )V) 7 

x^JMfxy 12. 3-cl ^ »)y>- 2ttBJfi(D^ti£ 



16l-2£ 13 « lw L T, N-Xfil/-4-^Dt^>X7 i H ( 1 . 1 1 g) t fcf ^ ( h 
>J >) (2. 7ml)3&* Ifei^^N-i^Jl'^-lh U 7 ^ X * — ^ ) ^ > X 

ran to. 84g) £ ^ . 



o 
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:nt7-(i-xf ji/t;^7 >-4--f ;u)-5-^n^e^xy [2. 3-ci t: u x > co. 19 

19g) 



'H-NMR (400MHz. CDC 1 3 ) ; 6 (ppo) 1. J6 U. J=7. 2Hz. 3H) . 1. 27 U. J = 7. 2Hz. 3H) . 2. 5 
I (a. J = 7. 2Hz, 2H) , 2. 68 (t. J = 5. 0Hz, 4H) , 3. 52 (qd. J = 5. 2. 7. 2Hz. 2H) . 3. 85 (t. J = 5. OH 
z. 4H) . 6. 26 (br-t. 1H) . 7. 34 (d. J = 5. 41Iz. 1H) . 7. 57 (d. J = 5. 4Hz. IH) . 7. 70 (s. 1H) . 7. 8 
4 (d. 1 = 8. 2Hz, 2H) . 8. !4 (d. 1 = 8. 2Hz. 2H) . 

It & t& 4* fl: ft ft tz . - 

flftj£ ; 142-14313 

1 H-NMR (400MHz. DMS0-d«) ; 6 (ppm) 1. 15 (t. J = 7. 2Hz. 3H) .1.31 (t. J = 7. 2Hz. 3H) , 3. 
17-3. 25 (m. 4H) . 3. 29-3. 35 (m. 2H) . 3. 5 8 (br-t. 2H) . 3. 66 (br-d. 2H) > 4. 46 (br-d. 2H) > 
7. 59 (d. J = 5. 6Hz. 1H) . 7. 96 (d. 1 = 8. 4Hz. 2H) , 8. 10 <d. J = 5. 6Hz. Ill) . 8. 15 is. 1H) . 8. 22 
(d. J = 8. 4Hz. 2H). 8. 57<t. 1 = 5. 4Hz. 1H). 10. 97 (br-s. 1H). 
MS (FAB) m/z 395 (M+H) +. 

mm&\ 4 4 9 7- )l> bf^ ^ iS >- W ;U)-5- U- (N-7P If JU A tort* 4 )U) 

7x^JMf x; (2. 3-cl fcf il y > - 2JfeBfe JfiiO^BK 



O 
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l6l-2£ fnj « (C LT, N- ^ D \L )\? -4-7 ^ >X75 K (I. 1 3g) <h fc* X 
{ h 'J -fZ-fo* >) (2. 6nl) A' $ . * ftMl*©N-X^;i,-4- ( h U 7 3~ )V X 9 — )V) ^ 
>X7; K (0. 66g) SrfSfc. 

:titi-(i-if^t:^7 x >-4— f [2. 3-c] tr y *s > (0. 21 

g)£. *»«3ooH£m«i;:Ktf;3i*-c\ se«attK<a«afcd4&0iKtttt to. 
2 1 g) £ » fc . 

'H-NMR (400MHz. CDCI>) ; 6 (ppn) 0. 99 U. J =7. 4Hz. 3H) . 1. 15 (t. J = 7. 2Hz. 3H) . 1. 6 
6 (qt. J = 7. 2. 7. 2112. 2H) . 2. 50 <q. J = 7. 2Hz. 2H) . 2. 67 (t.J = 5. OHz. 4H) . 3. 44 (br-q. 2H) . 
3. 85 (t. J = 5. OHz, 4H) . 6. 36 (t. J = 5. 6Hz. 1H) , 7. 32 (d. J = 5;. 4Hz. IHJ . 7. 56 (d. J=5. 4Hz. 
2H) . 7. 68 (s. IH) . 7. 84 (d. J-8. 8Hz. 2H) .8.14 (d. J = 8. 4Hz. 2H) . 

m e> n/t»ssn* & nit ted; o *&mm. £ / -)u/ife& zmtzmisT* m 

n& to* & commits ®&mrz. 

: 

m * ; 1 36. 5-1 38TC 

'H-NMR (400MHz. DMSO-d») ; 5 (ppm) 0. 9 I {t . J = 7. 2Hz. 3H) . 1. 30 (I . J =7. 2Hz. 3H) . 1 . 
56 (qt. J = 7. 2. 7. 2Hz. 2H) . 3. 18-3. 2 7 (ra. 6H) . 3. 55 (br- 1. 2H) . 3. 66 (br-d. 2H) . 4. 47 (b 
r-d. 2H) . 7. 60 (d. J = 5. 4Hz. 1H) . 7. 96 (d. J=8. 4Hz. 2H) . 8. 1 1 (d. J = 5. 4Hz. 1H) . 8. 14 (s. 
1H), 8. 22 (d. J = 8. 4Hz, 2H) . 8. 54 (t. J=5. 6Hz. 1H). 10. 63 (br-s. IH) . 
MS (FAB) m/z 409 (M+H) +. 

^ m m 4 5 0 7- b' *C ^ y >-l--f )V) -5- (4-X g > X * X JU :7 m ~ ;M 

^ X 7 (2. 3-cl b'Uy>-2itjg)^^ 
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16l-2£ mm \z IT, 4-X:^ >*;U* — )Vyu±^>^£ > (1. 23g) it*^ U 
^ - ^ > -tf > (0. 70g)£#?t. 

cntMi-xf^e^^ ^>-4— f ;u) -5-y d ^ ^ x y [2, 3-c] e »j y > (0. is 

g)£* H«g^ 300-4 i:^^ICS^^1tX. 7-(4-X^;U tT ^ 5 2> f ^)-5- (4- 

x ^ >x;^-^7xz^)f x; [2. 3-c] If U S?>fc$tf£JSiK£#fc. KBm 

&T*&£iJ L &'£;t)1tT&m±^)\'-C$c&Vtz. & it ± h V V 2* X m 

m&DU?LTji\[=\Q£ X^^T^tHjfcfcffi Lfc. fiS ft tK f ife # b , B* St 

&®<DMM& (0. 20g) Srfifc. 

mm& : 

l H-NMR (400MHz. CDC1 a) ; 6 (ppm) i. 16 <t. J = 7. 4Hz. 3H) , 1 . 3 Mt . J = 7. 4Hz. 3H) . 2. 5 
2 (q. J = 7. 4Hz. 2H) . 2. 69 It. J = 5. 0Hz. 4H) . 3. 15 <q. J =7. 4Hz. 2H) . 3. 87 (l. J = 5. 0Hz. 4H) . 
7. 38 (d, J=5. 4Hz. 1H) . 7. 61 <d. J = 5. 4Hz. IH) . 7. 74 (s, 1H) . 7. 97 (d. J=8. 6IIz. 211) , 8. 28 
(d. J = 8. 6Hz. 2H). 
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£ : 

m A ; 230-232. OTC 

'H-NWR {400MHz. DMSO-d.) ; <5 (ppm) 1. 14 (t, J = 7. 4Hz, 3H) . ]. 30 ( t. J=7. 4Hz, 3H) , 3. 
18-3. 26 (m, 411) . 3. 35 (q. J = 7. 4Hz, 2H) . 3. 54 (br-t. 2H) . 3. 66 (br-d. 2H) . 4. 49 (br-d. 2 
UK 7. 62 <d. J = 5. 4Hz. 1H) . 7. 99 (d. J = 8. 6Hz. 2H) . 8. 14 (d. J=5. 4Hz. 1H) .8.21 (s. IH) . 8. 
41 (d. J = 8. 6Hz. 2H) . 10. 48 (br-s. 1H). 
MS (ESI) m/z 4 16 (M+H) f. 

mmm4 s 1 u-x ^ ju g ^ ^ >-i— f ju> -5- (4-y n > ^ jun^-jv 7xr 



2l*6#J 1 6 1- 2 t K b T, 4-rD/OX)^Zj^Dt^>f> (I. 4 0g) £ t* 
X <h U -J^frJ- >) (3. Oml)3&> 6. ifeiftt<OI-yD/OX;^-Jl/-4-(h x ) 7 
)\,* 9 ~)V) ^ >-fe* > (1- 09g) 

:n<h7-(l-lf^t^7y >-4-*f ;U) -5-^ P^?XV [2. 3-c] ^ U v > (0. 18 
g) HiSSfc! 300-4 1 ngtRKEJSSii-T. 7-(4-X^;U f ^ ^ >-l--f ;H -5- (4- 
yoA>^;UzJ1^7i-JHf I-/ [2. 3-c) tr»J> ? >£r'&tfEffctt£»fc. CO 
£j£^IC&1^X^;i/<t 2N&&£#0 A* ^ £ ©5* L tK@£#&L, *T t» Jg 
£2N£®Tfl&titf bfc. 7KJi££^i*T#&x^Jl/T t ft#Lfc. 8N7kSMb:J- h U 
A7K&i££ 2ju*-TpII=I0£ (S^x^;UT2lH]^fci4 b fc, fiS fa tK t ifc # U , 
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B&&v^*>-^/*T8;&U* 8&£&ffiiS£L*:. NH5> 'J ***** ^ A 

B J« (0. I9g> 



l H-NMR(400MHz. CDCi 3 ) ; 6 (PPm) 1. 01 it. J=7. 4Hz. 3H) . I. 16 (t. J = 7. 2Hz. 3H) . 1. 7 
3-1. 83 On. 2HK 2. 52 (a. J = 7. 2Hz. 2H) . 2. 69 ( t. J = 5. 0Hz. 4HK 3. 08-3. 12(0, 2HK 3. 87 
<t. J = 5. 0Hz. 4H) . 7. 38 Id. J = 5. 6Hz. IH) . 7. 62 (d. J = 5. 6Hz. 1H) > 7. 74 (s. IH) . 7. 97 <d. J 
=8. 6Hz. 2H) . 7. 27 (d. J=8. 6Hz. 2H) . 

•tfi 6£ * 

iSt A ; 230. 5-233. 5t: i#m) 

'H-NMR (4 OOMHz, DMSO-ds) ; 6 (ppm) 0. 94 (t. J = 7. 4Hz. 3H) . 1. 30 (I. J = 7. 2Hz. 3H) . 1. 
55-1. 64 (m. 2H) . 3. 17-3. 27 On. 4H) . 3. 31-3. 35 Oa. 2H) . 3. 54 (br-t, 2H) % 3. 66 (br-d. 2H) . 
3. 49(br-d. 2H) , 7. 62 (d, J = 5. 6Hz. IH) . 7. 99 (d, J = 8. 4Hz. 2H) . 8. 14 (d. J = 5. 6Hz. 1H). 8. 
21 (s. IH) , 8. 40 (d. J = 8. 4Hz. 2H) . 10. 47 (br-s. IH). 
MS (FAB) id/2 4 30 (M+H)+. 

*tfcW4 5 2 7-(4-x^;we^ =7 &>-\-f i4-(N-:r*JU*;w^>f )U) y 



o 
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'J 7 T (2. 6ral) ^6^^<0N-y?^-4-<h U ^ JU 7, 9 X > 1 > X 

7i H (0. 80g) 

cntT-ll-X^Jbt^^x >-4--f )D D^fXV [2. 3-c] fcf U > (0. 20 

g)£, IS $6 #J 300-4*: I*3t* lr SIS 2 i*T, & & <£> & JH ^ 4fc cd 2£88 # (0. 20g) 

'H-NMR (400MHz. CDCl ,) ; 6 (ppm) 0. 96 (t, J = 7. 2Hz. 3H) , 1. 15 (t. J = 7. 2Hz. 3H) , I. 4 
2 Oq, J = 7. 2. 7. 2Hz, 2H) . 1. 57 -1. 65 (m. 2H) . 2. 50 (u. J*7. 2Hz. 2H) , 2. 66 (t. J = 5. 0Hz.*4 
H) . 3. 44-3. 49 <m. 2H) . 3. 84 (t. J = 5. 0Hz. 4H) , 6. 38 (t. J=5. 4Hz. 1H) . 7. 31 <d, J = 5. 6Hz. 
2H) . 7. 55 <d. J = 5. 6Hz. 1H) . 7. 67 (s. Ill), 1. 84 (d. J = 8. 4Hz. 2H) , 8. 13 (d. J = 8. 4Hz. 2H) . 

: 

m * ; I 27. 5-1281C 

1 H-NMR (400MHz. DMSO-d*) : <5 (ppm) 0. 92 U. J = 7. 2Hz. 3H) . 1. 30 (t. J=7. 2Hz. 3H) . 1. 
30-L 40 (id. 2H) . 1. 50- 1. 57 (d. 2H) . 3. 18-3. 31 (m. 6H) . 3. 54 (br-t. 2H) . 3. 66 (br-d. 2H) . 
4. 47 (br-d. 2H) . 7. 59 (d. J = 5. 6Hz. 1H) , 7. 96 (d, J = 8. 4Hz. 2H) , 8. 11 Id. J = 5. 6Hz. Ill) , 8. 
14 (s. 1H) , 8. 22 <d, J = 8. 4Hz. 1H) . 8. 52 (t. J = 5. 8Hz. 1H) , ID. 57 (br-s, IH). 
MS (FAB) m/z 423(M+H)+. 

mmm 4 5 3 7- (4-X^;l/ fc: ^ 5 5? >-l-*f )U) -5- [4- (N- v ^ P ^ > * )V ti )\> K 

ju) -? 31 = jh^x j f2. 3-d eu v> - 2mmm<D<s&L 
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*«S« 1-61-2 4: n%k\Z. LT, \\- is Z U ^ > ^ )V u ^> X T ^ H (1. 2 2g) i 
fX<h'J^^;^» (2. 5b1)^ «Sfi»«©N-i'^'0^> l ^Jb-4-<h U 1 ^ 
X^-JV)^>X7^ K (0. 92g) £f§ fc. 

cnt7-d-xf ;i/t:^7 v>-4-< ;i/)-5-yat^xy [2, 3-cj e u ^ > to. 21 
g)&. *«« 300-4ti^«K:K«$ii-T, m fits n a> « jh it &w <o m m # (0. 2ig) 
fc. 

1 H-NMR (400MHz. CDC1 ») ; 6 (ppm) 1. 15 (I. J=7. 2Hz, 3H) . 1. 47- 1. 5 6 (id, 2H) . 1. 60-1. 
78 (m. 4H) . 2. 06-2. 14 (o. 2H) . 2. 50 <q. J = 7. 2Hz. 2H) . 2. 66 (I. J = 5. OHz. 4H> , 3. 84 (t, J = 
5. OHz. 4H) . 4. 38-4. 47 (n. 1H) . 6. 26 (d. J = 7. 6Hz. 1H) . 7. 31 (d. J = 5. 2Hz. 1HK 7. 55 (d. J 
= 5. 2Hz, 1H) . 7. 68 is. 1H) . 7. 83 (d. J = 8. 4Hz. 2H) . 8. 1 3 <d. J =8. 4Hz. 2H). 

^£ 6£t 

; 148- 149*0 

1 H-NMR (400MHz. DMSO-ds) : 6 <PPm) 1. 30 (t. J = 7. 2Hz. 3H) . I. 52-1. 62 (d. 4H) . 1. 67 
-L 74 (m. 2HM. 86-1. 95 (in. 2H) . 3. 18-3. 26 (n. 4H) . 3. 55 (br-t. 2H) . 3. 66 (br-d. 2H) . 
4. 26 (br-q. IH) . 4. 46 (br-d. 2H) . 7. 60 (d. J = 5. 4Hz. 1H) . 7. 96 (d. J = 8. 4Hz. 2H) . 8. 1 1 (d. 
J = 5. 4Hz. 1H) . 8. 14 <s. IH> . 8. 21 (d. J = 8. 4Hz. 211) . 8. 35 (d. J = 7. 6Hz. 1 H) , 10. 65 (br-s. 
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1H). 

MS (FAB) m/z 435 (M+H) +. 

m M m 4 5 4 7- I4-X3 1 )l> V s< 5 >-\--l )V) -5- 14- <ci s-4- e K □ ^ v ^ S ^ 
P P fcf ^ >-2->f JU> 7x-iblfx; f2. 3-cl e'J ^>'2Mig^ 



^^«fiJ 161-2 <h mm \Z UT. cis-4-7-fe h + ^>-2- (4-^ a ^ xn;Mr h7 t 
H n If ^ > (1. 20g) £ fcf X ( h U ~J JU^ >) (2. 2ml) rt> £> * *5 *4 4£ <0 c is-4-7 -fe 

:nt7- a-x^;i/ 1:^^ ^ >-4--r )V) -s-yD^fi / (2. 3-c] tr u > (0. 21 

g)£, *«M 300-4 £ P3«fcKtf; $ i±T. 7-(4-X5 1 JU tf^ ^ v 5 >-l--T JH-5-[4- 
(cis-4-T -fe h + yfh7t Katf7 >-2--Y ;H 7 xx;H ^x y [2. 3-c] If 'J V > 

* ? J —)V (I Oral) £JJDATi2#¥b* 5N**ffc^- h U ^ (IbI) €rJD A fc. ^ 
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m&#8*n<D&BM<t (o. 20g) &&rz 0 
mm& : 

'H-NMR (400MHz. CDC) *) ; 6 (ppm) 1. I 5 (t. J = 7. 2Hz. 3H) . 1- 53-1. 70 (n. 2H) . 1. 93- 1. 
99 (n. IH) . 2. 15 (br-s. 1H). 2. 16-2. 22 (n. Ill), 2. 51 (q. J = 7. 2Hz. 2H) . 2. 68 (t. J = 5. OHz. 
4H) . 3. 59 (dt. J = 2. 0. 12. 4Hz. IH) . 3. 85 (I. J = 5. OHz. 4H) . 3. 89-3. 97 (n. IH). 4. 16-4. 2 
1 (m. IH) . 4. 34-4. 37 (m. IH) > 7. 33 (d. J = 5. 4Hz. IH) . 7. 42 (d. J = 8. 4Hz. 2H) . 7. 54 (d. J=5. 
4Hz. IH) . 7. 66 (s. IH) . 8. 06 (d. J=8. 4H2. 2H) . 

JS^ 

: 1 57- 159X: 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 04 (d. J = 6. OHz. 3H) .1.31 (t. J = 7. 4Hz. 3H) . 1. 
38-1. 4 8 (m. IH) . 1. 80-1. 86 im. III) . 2. 04-2. 10 (m. )H) . 3. 16-3. 24 (id. 4H) . 3. 48-3. 6 6 
(m. 5H) • 3. 73-3. 8 1 (m. IH) > 4. 02-4. 06 On. IH) . 4. 37 (dd. J = l. 6. 1 1. 2Hz. IH) . 4. 43 <br- 
d. 2H) . 7. 43 (d. J = 8. 4Hz. 2H) . 7. 57 (d. J = 5. 4Hz. IH) . 8. 03 <s. IH) , 8. 08 (d. J = 5. 4Hz. IH) . 
8. 09 <d. J = 8. 4Hz. 2H) . 10. 94 (br-s. IH). 
MS (FAB) m/z 424 (M+H) +. 

m m m 4 5 5 7- (4-x^- )l ^ ^ S? >-l— f )l) -5- U- (trans-4-b K a4 > t~ h 
7hHPb!7 >-2->T ;i/) 7 jc " JU1 J f2. 3-c) e'J^>- 2JfeSgJgQ^fiE 




OH 
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MMm 161-2 £ mm iZ b T, trans-4-7 -fe h is -2- [4-7 a 7 ~ )l) ^ h 5 
t H p 7 > (I. 31g) £ tf X (MJ^f-il/5 1 » (2. 4nl> 6, ft 4£ <D t rans-4- 
y -fe h^y-2-[4-lh , J^fJ^^-^)7i-;H7h7t F o t? 7 > (I. 29g) & 

£ ti £ 7- (1-x Tfr bT^5 v >-4— f ;H -5-7 n ^E^X y [2. 3-c] e'Jy> (0. 21 
g)£, W 300-4 IS SlirT. 7- (4-X ^ JHf ^ 7 > - I — f Jl ) -5- (4- 

(trans-4-T-fe h^yfhn F n fcf ^ > JW) y x.-)V) ^ x y [2. 3-c] £ U v 

7KJg£#Slb* Wfi&ia £2NJ£&T&ai b * H £ ^ ^ X & & X ^ ;UT2IhI # 
bfc. 8N7KK{b^- F U ^ A*&i££JlH ATpH=lOi: b, jl/T2(H]iai t fc. 

§&fD&:£7fc-Cifei$b. B5^vy^>-^A-Cf£^b. ««E«:«EES56bfc. 
y $ J — ;U (I0mJ) ^ImXXmm b\ SNzfc&ffc:)- F »J ^ AtK^^ (lml) £j&0**:. ^ 
tBT IP* rattB U» *£&£fl£ffi?S^b, fit K X ^ ;U T 30 Jfc fcfci b • & 

fP^mTKT St ^ b, Kl!7^^'>')AT^^l J €: d£SiS 5£ b 3^ bSE , 

Mfe^^Mo^giik^^^iSSi^ (0. i8g) zmtz* 
mm ft : 

1 H-NMR UOOMHz. CDCIj) ; 6 (ppm) 1. 16(t. J = 7. 2Hz. 3H) . I. 64 (br-d. 1HK 1.88-1.9 
1 (m. 2H) . 1. 94-2. 03 (o. 1H) . 2. 06 (br-s. 1H) .2.51 (q, J = 7. 2Hz. 2H) . 2. 68 U. J=5. 0Hz. 
4H) . 3. 8 5 (t. J = 5. 0Hz, 4H) , 3. 95 (ddd. J=l. 6. 5. 2. 1 1. 6Hz. IH) . 4. 09 (br-d I. 1H) . 4. 3 1 
(br-quinte t. IH) , 4. 84-4. 92 On. 1H) . 7. 32 (d. J = 5. 4Ilz. Ill) . 7. 4 3 (d. J = 8. 4Hz. 2H) , 7. 
54 (d. J = 5. 4Hz. IH) , 7. 66 (s. Ill) . 7. 06 (d. J = 8. 4Hz. 2H) . 
»6nfcM»#£*iEfcJ;B*Rifi£b, x^/-;u/x-^ju^b^^^b 

H* : 146-148*C 

• H-NMR (400MHz. DMS0-d«> ; 6 (ppm) 1. 30 ( I, J = 7. 2Hz. 3H) . I. 54 (br-d. IH) . 1. 68 (b 
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r-t. IHh 1. 74-1. 84 (m. 2H) . 1. 17-1. 24 (o. 4H) . 3. 54 (br-t. 2H) . 3. 65 (br-d. 2H) . 3. 81 
(br-q, 1H) . 3. 94 (br-t. IH) .4.11 (br-quintet. 1H) . 4. 43 (br-d. 2H) . 4. 77 (br-d. IH). 
7. 41 (d. J = 8. 4Hz. 2H), 7. 57 (d. J*5. 6Hz. 1H) . 8. 03 (s. IH) . 8. 08 (d. J = 5. 6Hz. IH) > 8. 09 
(d. J=8.4Hz. 2H) . 10. 71 (br-s. IH) . 
MS (FAB) m/z 424 (M+H) +. 

3? fife 011 4 5 6 7- (4-X^JU fcf^ ^ i? >- l--f (2. 3-^ K P-2-b E P* -> 

^ + > W 3 >-S— f JU) ^X y f2. 3-cl fc: U > - 2 ife&i&cp^5fc 



mmm 161-2 1 m&iz lt, s-rrn=z~2-x. ju^-ju-2. 3--^t fd-2- 

/f-JK>V77>(l. 34g) £ fcf* (h »J -7^A^>) (2. 6nl)rt* fc. *5^te#c02- 
> (1. lOg) 

7- (i-x <?)v tr ^ s> >-4— f -5-7 d^e^ xy [2 ( 3-cie'jy> (0. 29 

g)£, IS *S#J 300-4 <h 13 KR* 2 1±T. 7-(4-X^;U tf ^ ^ V>-\-<i JU)-5- (2- 

ji h^i/^;u^-;u-2. 3-v? t HD-2-/f;K> , /77 >-5— f juj^x y [2. 3-c] 
t" >j v > £ ^ fc . 

*3 b *l7c7- (4-X )\, \f ^ 7 >* >-l--T ;U) -5- (2-X h *> ft )V #-)U-2. Z-iS t: 
K □ -2-* 9- )l «> > *y 7 7 > -5-< Mfxy |2. 3-c] e 'J y > ^ f h 7 h F □ 7 7 

t H D 7 ^ > (lml)S8iS8ffi + «C. ^K^TTIJDX, $ *> iz I 5# M tfK # U fc. JR £ US tc 
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*(60nl>. 5N^S<t^" K 'J 0 * & (60ml) . ?K ( 1 80ml) £ m tc &n * , SfKx^A 

~* V it 77 4 — (ft&x^;i,/'n-'\*1*- >*UT*I©T a&fefliSiafclKcDSS&fl: 
-£!&<Z)2£ (0. 20g) 

'H-NMR (400MHz. CDC 1 3) ; 5 (ppd) 1. 15 (t. J=7. 2Hz. 3H) . 1. 46 is. 3H) , 2. 50 (a, J = 7. 
2Hz. 2H) . 2. 61 <br-s. III). 2. 67 (t. J = 5. 0Hz. 4H) . 2. 96 (d. J=15. 6Hz. 1H) . 3. 31 (d. J=15. 
61Iz. IH) . 3. 64 (d. J=ll. 6Hz. 1H) . 3. 69 (d. J = 1 1 . 6Hz. 1H) . 3. 82 (I. J = 5. OHz. 4H) . 6. 80 
(d. J = 8. 4Hz. 1H); 7. 28 (d. J = 5. 4Hz. 1H) , 7. 51 <d. J = 5. 4Hz. IH) . 7. 55 <s, 1H) . 7. 84 <dd, 
J=l. 4. 8. 4Hz, IH) . 7. 90 (d. J«J. 4Hz. IH) . 

ifi fist ifi 

»j£ ; 1 38-140*0 (#») 

1 H-NMR (400MHz, DMSO-d*) ; 5 (ppo) 1. 32 (t. J = 7. 2Hz. 3H) . I. 38 (s. 3H) . 2. 91 (d. J = 
15. 8Hz. IH) . 3. 15-3. 2 <o. 4H) . 3. 30 (d. J = 15. 8Hz. lHh 3. 45 (d. J = 7. OHz. IH) , 3. 49 (d. 
J=7. OHz. IH) . 3. 55-3. 65 On. 4H) , 4. 39 (br-d. 2H) . 6. 79 (d. J=8. 6llz. Ill) . 7. 52 <d. J-5. 
6Hz. IH). 7. 88 (dd. J = l. 6. 8. 6Hz. IH) . 7. 91 (s. IH) . 7. 95 <br-s, IH) , 8. 05 (d. J = 5. 6Hz. 
IH). 11. 25 (br-s. IH). 
MS (FAB) a/z 410(M+H)+. 

mmm 4 5 7 7- 14-x*» ^ i? >-\-* 1 JH-5-f4-<->g P b K a* 

->/f JH7xZJUfxy J2. 3-cl bT 'J > ■ 2iS&&g)-£ES 
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OH 




161-2 <L 1*0 EMC LT, 4-<->^ PA + y;k7t b^->^^Jl)yu=e^<>if 
>U.36g)ttfX(l-U^^^^>) (2. 1ml) ^ m&l&Vt<D4- <~> 5 D )VT 

^ ~> * ^;u> -i - ( h y ^ ^ — )V) ^ >-tr > <i. 39g) &mtz. 
:n^7-n-xf j^^7v>-4-<^) -5-y a^f xy [2. 3-c] tr ■ j 3? > (0. 20 

(y^D^^y^yt h+*>^f ;W7i^Mf x; [2. 3-c] tf»J>?>£:^trRj£ 

h u^A*»s*iio^TpHsioi:L. ^gEx^;u-c2iHi«&mbfc. mm&m 

tK T ifc # BSiY^^y^AT^^U, i§&£&E*S3?L*:o S « IC * * / — 
)V (10ml) £2)0 ATi§8¥ 5N*«<b^ MJ ^A*«fflc Unl) ^^"Cl^f 

PpT^@U, ig*&£r&ff*S£t^ zKSrJflX, fit & X T 3 ® M U £: . ^fa^^Tlc 
-fift^L, filSKvy^yyAT^^U, i£ & £ M EE M & b /c. Mis V iJ 

£hn<D&m<tei<$}<Dm& & (o. i2g) 

iERIIte : 

1 H-NMR (4 00MHz. CDC I >) ; 5 (ppn) 0. 9 I- 1 . 28 (m, 3H) . 1 . 1 6 (t. J = 7. 2Hz, 3H) , 1. 45 (b 
r-d. 1H) . 1. 45 (br-d. I H) . I. 6 1 - 1- 69 (m. 3H) . I. 77 (br-d. 1H) . 2. 02 <br-d. I H) . 2. 23 (b 



670 



WO 99/18077 



PCT/JP98/04465 



r-s. IH) . 2. 50 (q. J = 7. 2Hz. 2H) . 2. 66 (t. J = 5. 0Hz. 4H) . 3. 83 U. J = 7. 2Hz. 4H) .4.41 (d, 
J = 7. 2Hz. IH) . 7. 32 (d. J = 5. 6Hz. IH) . 7. 37 (d, J = 8. 4Hz. 2H) , 7. 54 (d. J = 5. 6Hz. 1H) > 7. 6 
4 (s. IH) . 8. 05 (d. J = 8. 4Hz. 2H) . 

Bkjft ; 127. 5-l29*C 

1 H-NMR (400MHz. DMS0-d«) ; 6 (ppm) 0. 92-1. 88 (m. 4H) , L 32 (t. J = 7. 2Hz. 3H) . 1. 38 
(br-d. IH) . J. 46-1. 70 (in. 411) . 1. 85 (br-d. IH) . 3. 15-3. 24 (m. 4H) , 3. 57-3. 66 On, 5H) . 
4. 30 (d. J = 6. 4Hz. IH) . 4. 43 (br-d. 2H) . 7. 38 (d. J = 8. 4Hz. 2H) , 7. 57 (d. J = 5. 6Hz. IH) . 8. 
02 (s. IH) . 8. 06-8. 09 (d. 3H) , 1 1. 41 (br-s. IH) . 
MS (FAB) m/z 436 (M+H) +. 

mifcW 4 5 8 >-l--f JI/)-5-H-(->^ p ^ > ^ Jl/ b K 

~> * y j — I * x J [2. 3-cl bf U y > - 2 jftBfe*ag>^fiE 



Hj5S^ll6I-2^[^^tcLT. (4-:/ P ^ 7 x x;U) ? D ^ > h > (1. 57g) 

th7 (h'jyfi^-» (3. ImD^e, **&&Vt<D (4-K U 7 7 )V 7s 9 — )V7 zl- 
jHy{^o^>f h>(l.2lg)£»Jfc. 

:nt?-(l-xf > -4-^f >IU) -5-^ c ^ J (2. 3-c] tr U i> > (0. 22 

g)£, II 300-4 * HfclwJRJSS-tirT. 7- Jl/ f ^ 7 y > JP) -5-[4- 
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(•/^□/<>f j^j^zji/)7i^;Hf x; [2. 3-c) t y > * &fz. 

ft £ tifc7- (4-x tf ^ ^ *J >-l--f ;U) -5- (4- (> >? a ^ > $ > - )l) y 

3L-)V)^Ji J [2, 3-c] tr*Jv?>£^h^fc K □ 7 v > (5ml) L . C <Z) flSc 

zKSSHfcT JU£ — ^AU^ 1 )^ (0. 06g) 05^ h 7 t K o 7 ^ > ( lml) ® i£ * (C . 
SK^T-CJtHlA. $ 6 \Z lO#ffif&# U fc. KfcKIc* (60ml) , 5N* & ft ;h h y ^ A 

(60mlK * (180ml) ^iCUflx., SfKlf il't^^^, fct 58 £ it 3; L *3 
&£«JE*S£b. @lai^:NH*>iJ^^;U*r^A^DT h ^/ ^ 37 -< — (g* & X ^ n> / n 
-^*^>^)T*88!LT* &fc&S3tett<3£te*t&4ao&f8#<0. 14g) 
i8tt# : v 

'H-NMR (400MHz. CDC ) a) ; 6 (ppm) 1. 15 (t. 1=7. 2Hz. 3H) . I. 14-1. 70(m, 7n>> 1. 88-1. 
95 (m. 1H) . 2. 20-2. 31 (m. 1H) > 2. 30 (br-s. 1H) . 2. 49 (q, J = 7. 2Hz. 2H) , 2. 66 (t. J = 5. OHz. 
4H) • 3. 83 Ct; J = 5. OHz. 4H) . 4. 44 (d. J = 8. 4Hz. IH), 7. 32 (d, J = 5. 2Hz. IH) 4 7. 41 (d. J = 8. 
4Hz. 2H) . 7. 54 (d. J = 5. 2Hz. 1H) , 7. 64 (s. 1H) , 8. 05 (d. J = 8. 4Hz. 2H) . 

4£l St 

St A : 128-I29TC 

1 H-NMR (400MHz. DMSO-de) ; 6 (ppra) 1. 1 8 - 1. 6 1 (d. 7H) . 1. 31 (t. J =7. 2Hz. 3H) . 1. 65 
- 1. 72 (m. 1H) . 2. 07-2. 17 (m. IH) . 3. 16-3. 24 (m. 4H) . 3. 55-3. 66 (m. 4H) . 4. 34 (d, J = 7. 6 
Hz. IH) , 4. 43 (br-d, 2H) , 7. 42 (d, J = 8. 4Hz. 2H) , 7. 57 (d. J*5. 2Hz. IH) > 8. 02 (s. HI) . 8. 
07 (d. J = 8. 4Hz. 211) * 8. 07 (d. J = 5. 2 Hz. IH) . 11.01 (br-s. IH) . 
MS (FAB) m/z 422 (M+H) +. 

4 5 9 7-M-Xf ;bh'<7 -V > -l--f JU) - 5- (4-* ^y7x-JMfX>/ 
\2. 3-cl e U V > - 2&fe& CD £ fig 
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OMe 



5 _y D ^_7_( 4 -X^;i/ \L^^ *J>-\-' f ;P)^X J 12. 3-c) M U is > (0. 35g) > 4- 
* h * > 77 x — A * £ & (0. 24g) v ^h^i^^ b *) 7 )\,& X 7 > 7 is O lx 
(0) (0.0 6g) . hM> (30ml) 43 £ 10% m h 'J O A * & f& (20ml ) *g ^ &l £ 

(0. 16g) £i£&] 2 6 1Z 2 ra I© » b*:. 4-* b * -> 7 x - ;U * & (0. 16g) * it 

job, ^ £ ice. s^nn«#Lfc. ^moo&m&i'* ^mmzftmi-fc. 2nikt2 
^saur. mm&&mte#(ofe®<t'£®<Dmm<* (o. 34g) 

'H-NMRUOOMHz. CDCI>) ; 5 (ppm) I. 15 (t. J = 7. 2Hz. 3H) . 2. 50 (q. J = 7. 2Hz. 2H) . 2. 6 
7 <t. J=5. 0Hz. 4H) . 3. 84 (t. J=5. 0Hz, 4H) . 3. 85 (s, 3H) . 6. 98 (d. J = 9. 0Hz. 2H) . 7. 30 <d. 
J =5. 2Hz. IH) .7.51 (d. J = 5. 2Hz. 1HK 7. 59 (s. IH) . 8. 04 (d. J = 9. 0Hz. 2H) . 

^■L St - 

; 113- 11 St: 

1 H-NMR (400MHz. DMSO-d.) ; 6 (ppm) I. 30 (t. J = 7. 4Hz. 3H) , 3. 16-3. 24 (m. 41!) > 3. 53 
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(br-t. 2H) . 3. 65 (br-d. 2H) , 3. 82 is. 3H) . 4. 43 (br-d, 2H) . 7. 05 (d. J = 8. 8Hz. 2H) . 7. 54 
(d. J=5. 4Hz. IH) . 7. 97 is. IH) . 8. 06 (d. J = 5. 4Hz. IH) . 8. 09 <d. J = 8. 8Hi. 2H) , 10. 64 (br 
-s. IH). 

MS (ESI) q/z 354 (M+H) +. 

mm&\4 e 0 4- H-x^jt/ \*« *7 i? >-\-+ r ;n-6- u-n. 3-s?*-*v ^ >-2--< ;n 




**S«259 iH«lCLT, 2-:/ □ V x > 2? ;U # * 5> 7 JU t K (5. I9g) 

43 J: 1- (1. 3-^** V 5 >-2— f JW * h4 > -4-x ^ — ;U ^ > if > (5. 89g) ^ 6 . 

n&i&mmtt<D4- (4-x tr ^ ^ >-i-*r -6- [4-u. i-v** v -7 >-2— r ;w 

;* K^y 7xz;Hf xy [3. 2-c} fcT U (1. 60g) 

i£*g# : 

1 H-NMR (4 00MHz. CDC1,) ; (5 (ppm) 1. 1 6 (t. J=7. 2Hz. 3H) . 2. 52 (q. J =7. 2Hz, 2H) > 2. 6 
9 (br-t. 4H). 3. 70 (br-t.4H). 3. 96-4. 02 (id. 2H) > 4. 04-4. 12 (m. 2H) . 4. 10 (d. J = 4. Ollz. 
2H) , 5. 33 (t. J =4. 0Hz. IH) . 7. 02 (d. J =9. 2Hz. 2H) . 7. 31 (d. J = 5. 6Hz. 1 H) . 7. 39 Cdd. J = 0. 
8. 5. 6Hz. 1H).7. 72 (d. J=0. 8Hz. 1 H) . 8. 04 (d. J=9. 2Hz. 2H) . 

»etifcil!S#&Stti:J:Oya*SStL, * ? y - ^ / x - ^ ;U a> e> P§ 



674 



WO 99/18077 



PCT/JP98/04465 



M& ; 188- 1 89^ 

1 H-NMR (400MHz. DMS0-d fi ) ; <5 <ppn) I. 24 (t. J = 7. 2Hz, 3H) . 3. 08 (br-Q. 2H) . 3. 28 (b 
r-s. 4H) . 3. 76 (br-s. 4H) . 3. 86-3. 92 (m. 2H) . 3. 94-4. 00 <n. 2H) . 4. 07 (d. J = 4. OHz. 2H) . 
5. 23 (J=4. OHz. IH) . 7. 06 (d. J = 9. 2Hz. 2H) , 7. 60 (d. J = 5. 6B2. 1H) . 7. 77 (d. J = 5. 6Hz. 1H) . 
8. 10 (d. J = 9. 2Hz. 2H> . 8. 16 (s. 1H>. 
MS (ESI) m/z 4J6 (M+H) +. 

4 6 1 4-(M»^e^7i;>-M JU1 -6- f4- (2- fc K d * -> X h * ->) -7 
a: XjU y f3. 2-cl tf »J 5? > ' 2^^ig(7)^^ 



nm&izwo tc 4- <4-x^;u e ^ ^ ^ >-i--r ;m-6- (4-t k n * -> ^ 
- ^x y [3. 2-c) tf u > to. 52g) ^#j#i4i7£fig8nc u, ^sifeyux 

A4*<3«S<fc^4fc£>i£S$l{*(0. 20g) 



' H-NMR (400MHz. CDC 1 >> ; 6 (ppm) 1. 16 (t. J =7. 2Hz. 3HK 2. 09 (b r-s. 1H) > 2. 53 (q, J 
= 7. 2Hz. 2H) . 2. 70 (t. J = 4. 8Hz. 4H) . 3. 70 (t. )=4. 8H2. 4H) . 4. 00 (br-t. 2H) . 4. 15 (t. J = 
4. 4Hz. 2H) . 7. 00 (d. J=9. OHz. 2H) , 7. 32 (d. J = 5. 6Hz, IH) . 7. 39 (dd, J = 0. 8, 5. 6Hz. IH) . 
7. 72 (d. J = 0. 8Hz. IH) . 8. 05 (d. J = 9. OHz, 2H) . 




OH 
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»,£ ; I28-I29r 

'H-NMR (400MHz. DMSO-de) ; 6 (ppn) I. 31 (t. J = 7. 2Hz. 3H) . 3. 18-3. 28 (m. 4H) . 3. 50 
(br-t. 2H) . 3. 60 (br-d. 2H) . 3. 7 5 U. J-5. lllz, 2H) . 4. 05 <t. J = 5. !Hz. 2H) . 4. 22 (br-d. 
2H) > 7. 05 (d. J = 8. 8Hz. 2H) . 7. 62 (d. J = 7. 2Hz. 1H) . 7. 79 (d. J=5. 6Hz. 1H) . 8. 10 (d. J = 8. 
8Hz. 2HL 8. 18 (s. 1H). 10. 76(br-s. 1H) . 
MS (ESI) m/z 384 (M+H) +. 

mmm 4 6 2 4-(4-x^;u tf ^ 5 y >-i-r )V) -6- m- (3-b hp* 

■7 ji- JUl^xy f 3. 2-cl e»Jy> - 2i& fifc 



i£ $6 #1 2 80©;* m-Z'&fzA- <4-X f il/t:^7 5* >-l— f ;U) -6- (4- t Kn + y7a 
- ;u)^xy [3. 2-c] tr »j >?> <o. 40g> fll 4 1 7 <h ^ & \z u x * g33t^ttiagft& 

#<^4-u-x^-;L/tf^^^>-i-< ;u)-6-u-(2- {3-5=- h ^ t K o 7 >-2-< ;u) 

5>^D >) 7 jl x;H ^X y [3. 2-cl t»Jy> (0. 47g) 

m *>ntz4- e ^ ^ ^ >-i--r ;v)-6- 14- [2- (3— f- h ^ t h o tr ^ >-2- 

>(;Ut^yyD3|i+-»7xziHfi; [3. 2-cl tf U ^ > (0. 47g) lc * 9 J - ;U 
(5ol) <t2N&& (2ml) *»?s.TaiaTft» l/fc. ?§ & £ iS* EE iS 3c b • BN* & ft h 
U C A*igigTpH = 10<h LTgmx^;i/-Cffc£B fi fu ft & * T * # L . « K "7 
^ * v ^ A T & & b £ . *§&£i8JEJ32;b, mm £ *> V t> ¥ )l* *> V 2* 2 V ^? # 
77Y-(^nD^;iA/^^y-^^)T^S!bT, ^flfettSaffiJttw&ggfc^ 
&<Qjg&# (0. 18s) 




0 
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'H-NMR (400MHz. CDCIi) ; <5 (ppm) 1. 15 (t. J = 7. 2Hz. 3H) , 2. 04 (t t, J s 6. 0. 6. 0Hz. 2H) . 
2. 48-2. 53 (br-s. 1HK 2. 51 (q. J = 7. 2Hz. 211) . 2. 6 8 (t. J =4. 9Hz. 4H) . 3. 69 (t, JM. 9Hz, 
4H) . 3. 85 (t, J=6. 0Hz, 2H) . 4. 15 (t. J = 6. OHz. 2H) . 6. 96 (d. J = 9. OIIz. 2H) . 7. 29 <d. J = 5. 
6Hz, 1H) ■ 7. 36 (dd. J = l. 6. 5. 6Hz. 1H) . 7. 69 (d, J=l. 6Hz. 1H) . 8. 01 (d. J = 9. OHz, 2H) . 

: 

; 102- 1 04*0 

'H-NMR (400MHz, DMSO-de) ; a (ppral 1. 3 1 (1, J = 7. 211 z. 3H) % 1. 89 (t t, J = 6. 2. 6. 2 Hz. 
2H) . 3. 17-3. 28 (d. 4H) . 3. 50 (br-t, 2H) t 3. 57-3. 61 (o. 2H) . 3. 58 (t. J=6. 2Hz. 2H) . 4. I 
0 (t. J = 6. 2Hz. 2H) . 4. 21 (br-d, 2H) . 7. 03 <d. J = 8. 8Hz. 2H) . 7. 6 1 (d. J = 5. 6Hz. 1H) . 7. 78 
(d. J = 5. 6Hz, 1H). 8. 10 (d. J = 5. 6Hz. 1H) . 8. 1 8 (s, 1 HK I 0. 77 (br-s. 1H). 
MS (ESI) m/z 398 (M+H) +. 

4 6 3 4- M-x^Jfc fcf ^ ^ V >-\"f JH -6- f4- (2-fc K D =*• > - 1- (R) - * ^ 



&tfam2*Q<oj5m-emtzA- (4-x^ & e ^ v v >-i-< ju> -6- (4- 1 fd^/7x 
- ;u> ^x j [3. 2-ci t; u *j > (o. 3ig) mmw4t4t mm iz ^fifi/tjx 

Att<DSEBfb£4!!><0ffiB# (0. I6g) 
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'H-NMR (400MHz. CDC 1 >> : 6 (ppn) 1. 17 (t. J = 7. 2Hz, 3H) . 1. 32 (d. J = 6. 4Hz. 3H) . 2. 5 
3 <q. J = 7. 2Hz, 2H) . 2. 71 (t. J«5. 0Hz. 4H) . 3. 70 (t. J = 5. 0Hz. 4H) . 3. 75 (dd. J*6. 4. 11. 6 
Hz. IH) . 3. 80 (dd. J = 3. 6. 1 1. 6Hz. 1H) . 4. 54-4. 61 (n. IH) . 7. 01 (d. J = 8. 8Hz. 2fl) . 7. 32 
(d. J = 5. 6Hz. IH) . 7. 39 (dd. J = 0. 8. 5. 6Hz. IH) , 7. 72 (d. J = 0. 8Hz. IH) . 8. 04 (d. J = 8. 8Hz. 
2H). 

; 1 24- 12 5TC 

1 H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 24 (d. J = 6. 0Hz. 3H) . I. 30 (t. J = 7. 2Hz. 3H) > 3. 
18-3. 37 (o. 4H) . 3. 44-3. 51 (m. 3H) . 3. 56-3. 61 (o. 3H) > 4. 22 (br-d. 2HK 4. 48-4. 54 (m. 
)H) . 7. 04 (d. J = 9. 0Hz. 2H) . 7. 62 <d. J = 5. 6Hz. IH) . 7. 79 (d. J=5. 6Hz. IH) . 8. 08 (d. J=9. 
0Hz. 2H) . 8. 17 (s. IH) . 10. 56 (br-s. IH) . 
MS (FAB) m/z 398 (M+H)+. 

mm ma 6 4 4-(4-xf ;^^7 ^ >-i--r jd -6- (4- k d^->-i-^d \± - 
^)7i-;Hfi; 13. 2-cl b* u v ><o&& 




OH 
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^fJHfiy [3. 2-cJ tf U i? > (1. 27g) £ 7 u rt )\, ¥ )\, T )\> n - )V (0. 92a I) £ E f£ $ 

•e, ^DD*;u/o-^^if>^b^^l.LT, &H£$f#ii(Z>&jti<fc<&!&>(0. 4 

Ig) 

»& ; 149. 5-1 50. s*c MM) 

1 U-KMR (400MHz. CDC1>) ; «5 (ppm) I. 1 7 ( t . J=7. 2Hz. 3H) . 2. 53<q, J-7. 2Hz. 2HK 2. 7 
0 (t. J = 5- 0Hz. 4H) . 3. 71 (t. J = 5. 0Hz. 4H) . 4. 53 (s. 2H) . 7. 37 {d. J = 5. 6Hz. IH) . 7. 42 (dd, 
J = 0. 8. 5. 6Ilz. 1H) . 7. 52 (d. J = 8. 4IIz. 2H) . 1. 80 (d. J=0. 8Hz. IH) . 8. 06 (d. J = 8. 4Hz. 2H) . 
MS (ESI) m/z 378 (M+H) +. 

&ttm 4 6 5 4- (4-X^;U b: ^ ^ f Jl^ ) -6- [4- (3-b KP^yypejH7 

xrjM^xy f3. 2-cl E U S?> - 2ttiftJft PfrEfc 



mHJ6^"r#fc4- (4-X^JU tf ^ 7 >-l--f >»U) -6- (4- (3-t h* D=* •>-!-/□ fcf 
-;W7xrMf xy [3. 2-c] tf U 5; > (0. 30g) €r, H«6^29lt[^^twil7cLT, 
^MBffc£4ai<aiE!St# (0. lOg) Jfc. 



1 H-NMR (400MHz. C DC 1 3 ) ; d (ppm) 1. 1 6 ( t. J =7. 4Hz. 3H) . 1. 89- 1 . 96 <m. 2H) . 2. 52 (q, 
J = 7. 4Hz. 2H). 2. 69 (t. J = 4. 8Hz. 4H) . 2. 7 6 (t. J =7. 6Hz. 211) , 3. 68-3. 71 On. 6H) . 7. 28 (d. 
J = 8. 6Hz. 2H) , 7. 33 (d, J = 5. 6Hz. IH) , 7. 40 (dd. J = 0. 8. 5. 6Hz. IH) . 7. 76 (d. J=0. 8Hz. IH) . 
8. 02 (d, J = 8. 6Hz, 2H) . 




OH 
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fife 

1&& ; 1 25. 5- 126. 5*C 

'H-NMR (400MHz. DMSO-d.) ; 6 (ppm) 1. 30 (t. J = 7. 2Hz. 3H) . 1. 72-1. 79 (n. 2H) . 2. 67 
(t, J = 7. 6Hz. 2H) , 3. 18-3. 29 (m. 411) . 3. 44 (t. 1 = 6. 4Hz. 2H) . 3. 48 (br-t. 2H), 3. 61 (br- 
d. 2H) . 4. 23 (br-d. 2H) . 7. 31 (d. J = 8. 4Hz. 2H) . 7. 64 (d. J = 5. 6Hz. 1H) . 7. 82 (d, J = 5. 6Hz. 
IH) . 8. 06 (d, J = 8. 4Hz. 2H) . 8. 23 (s. IH) . 10. 51 (br-s. 1H). 
MS (ESI) m/z 382 (M+H) +. 

mmm 4 6 6 4- 14-XfJM:X7y>-l-f )U) -6- f4- (3-b H D4 j/-3 -* 7 )V - 
\--7^~)\>) 7 x-jbl^xy f3. 2-cl bf U s?> > '>3.0^^co^^: 



<jHt"x; [3. 2-c) fc? U > (0. 50g) <h 2- ;* )V 7 > -2-=* - ^ (0. 16ml) £ S 
fo^tT, *«fi#S«©«Hffc«*«Dit! (0. 2 8g) 



MI-NMR (400MHz. CDC 1 1) ; <S (ppm) I. 16 (t. J = 7. 2Hz. 3H) . K 65 (s. 6H) . 2. 53 (q. J = 7. 
2Hz. 2H) . 2. 70 (t. J =5. 0Hz. 4H) .3. 71 ( t. J = 5. 0Hz. 4H) . 7. 37 (d. J = 5. 4Hz. IH) . 7. 4 1 (dd. 
J = 0. 8. 5. 4Hz. IH) . 7. 49 (d. J-8. 2Hz. 2H) . 7. 80 (d. J = 0. 8Hz. IH) . 8. 05 (d. J = 8. 2Hz. 2H) . 
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» £n?ti£itt#£#&ic<*; o->a!)iiu x^ / - ju/x sis a;® 

ya ")SlI : 

S*£ ; 124. 5- 125. 5*C 

'H-NMR (400MHz. DMSO-d*) ; 6 (ppm) 1. 24(t. J = 7. 2Hz. 3H) . 1. 49 (s. 6B> . 3. 08 (br-Q, 
2H) . 3. 29 (br- 1. 4H) . 3. 78 (br-t. 4H) . 7. 49 (d. J = 8. 4Hz. 2H) , 7. 64 (d. J = 5. 4Hz. 1H>. 7. 
85 <d. J = 5. 4Hz, 1H) > 8. 17 (d. J = 8. 4Hz. 2H) , 8. 29 [s, IH) . 
MS (ES!) m/z 406 (M+H) +. 

Hi *S fr] 4 6 7 7- (4-X * )V bf ^ ^ — T JP) -5 T (4-* K^y7xrM7D f2. 
3- cl tf ij y > - 2i£ifci&<D^fi£ 



5-^ d u-x f jbe^ ^ >-i--r ;h y □ [2. 3-c] t: > j ^ > (o. 34g) . 4-* 

^y7i-J|/^OS(0. 25g) , T h ^ * X h'J y jl-)V*7,7 >( > n i? V <U 
(0) (0. 06g) , h )1>X. > (30ml) ^5cfc^lO%^K^h 'J r> A tK & & <20ml) K> £ 

(0. I7g) £ jiJjD $ & K -«fe«# U*io *T*B Lfc. 2 

Nm&T2(»Iftiim L. 8N7R Stfb^" h U ^A7K^fS^:jtlOATpH=I0i: b , KSxf 
20ttUJLfc. &fa&i£*Tift# L, 1^KY^^->^AT«;^L, & *K * ft BE S * 




OMe 




N 



• 2HCI 
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mm<* : 

! H-NMR (400MH2, CDCU) ; 6 (ppm) I. 16 it. J=7. 2Hz. 3H) . 2. 50 (q. J = 7. 2Hz. 2H) . 2. 6 
5 (t. J = 5. OHz. 4H) . 3. 86 (s. 3H) > 3. 99 (t. J=5. OHz. 4H) . 6. 73 (d. J = 2. 2Hz. IH) , 6. 97 (d. 
J =9. OHz. 2H) . 7. 32 <s, 1 H) . 7. 6 1 (d. J = 2. 2Hz. IH). 7. 97 (d. J = 9. OHz. 2H) . 

^ol §ft 

gfi^ ; 1 27-1 28*: 

'H-NMR (400MHz. DMSO-da) ; 6 (ppm) 1. 29 (t , J = 7. 2Hz. 3H) . 3. 1 0-3. 20 (m. 4H) , 3. 55 ' . 
(br-t. 2H) . 3. 62 (br-d. 2H) , 3. 81 (sv 3H) , 4. 75 Ibr-d. 2H) . 7. 01 <d. J = 9. OHz. 2H) . 7. 02 
(d. J = l. 8Hz. IH) .7. 63 Is. IH) . 8. 01 (d. J = 9. OHz. 2H) . 8. 14 (d. J=l. 8Hz. IH), 10. 84 (br 
-s. IH) . 

MS (ESI) m/z 338<M+H>+. 

3zmm 4 6 8 4- (4-X ^ ^ ^ ^ fx > - 1 --f ;l ) -6- (4-* h^->7xlJ[/)7D [3. 
2-cl b r Ufx>— >^^^^CD^£t 



*KW 259t|Sl«i:LT. 2-^o^-3-7 7 >*JU#* ->7;Pf t K (5. 79g) *5 J: 
I^4-x5 1 -^7 " (8. 74g) 6 . «fi«S«»*©«H^t«-«l©il6«(»(0. 29 

g) €:»&. 




OMe 
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'H-NMR(400MHz. CDC1») ; 6 (ppo) 1. 16(t. J = 7. 2Hz. 3H) . 2. 50 (q. J=7. 2Hz. 2H) . 2. 6 
5 (t, J = 5. 0Hz. 411) , 3. 86 (t. J = 5. OHz. 4H) . 3. 86 (s. 3H) . 6. 81 (dd. J = 0. 8. 2. 4Hz. IH) . 6. 
97 (d. J = 9. OHz. 2H>, 7. 31 (d. J=0. 8Hz. IH) . 7. 51 <d. J =2. 4Hz. IH). 8. 01 (d. J«9. OHz. 2H). 

mat ; 170-1 72*; (&m) 

1 H-NMR (400MHz. DMSO-d.) : 6 (ppn) 1. 21 (t, J = 7. 2Hz, 3H) , 2. 96 (br-q. 2H) .3. 13 (b 
r-s. 4H) . 3. 81 (s..3H) . 3. 92 (br-s. 4H) . 7. 02 Id. J = 8. 8Hz. 2H) . 7, 22 (d^J = 2. OHz. IH) , 7. 
64 <s. 1H> . 7. 98 (d r J = 2. OHz. IH) . 8. 08 <d. J = 8. 8Hz. 2H) . 
MS (FAB) m/z 338 (M+H) +. 
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7yJH, 5f#«7 v-^iE. « » 7 ;W =■ * -> * ;b # - ^ S . 7 'J - JU * * -> * ^ 

# - ;u a * fc 7 ^ ;w * ;u * * -> * # — ^ S S: s * T a . 




|3' 
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Bte, ®8?ntliTi<t^7'J-iH, @^^EtiT^tt»i:l^fP7 l J-;H 
^8?nT^tt^:^7 7^*J^^xl, 7»J-;Kk HD*->I7J^JH» 
5fiSE7'>;P75>'l, 7'J-J^i^^^75yS, fi»7^34->7U-;i' 
XJ^-^75>/S, t K 7 JPa* ^Xf 'J ;ua, <S.f& 7 A ^ Is r 

— )V 3r is 4-7 x -JU tT < U >-!-< JWS. 4-fcf U v^U hf ^ U v> >-l--f 

jH, s^$nruT j bJ:^7 , J-;i/7;i'^-;H. i^$nr^Tt)<tu7 u 

-;i/7 JU=^ ~ JUS. ftT l^-C Ji^'Sr U T *J - )l>7 )l tr =1 )\, & * © & 2 

nT^Tfe<tt^Ta7'j-^7;^z;n. 5f m m i >- ^ t >v - ;w &m 
i^^a^$nT^Tt>j;^7 5 y iDS7;^;n, s^^nT^Ttcti^'j 
-ji.7i/I, B^$nt^T*)J;^7 7;^JV7a;SifcliTg£-J!fi:^Ti 
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(St*, z 1103;*: l^^^T -5. 

RMt'.R'tt, H — Sfclitta&oTTkSRJK^. /Nay>l^^, tt«7^ 
^;H. {£*&7 = tt»7^=* - ;H, &t&7)Uzi * (Slif ^ 7 

t: H d * ->«»^-* 7 7H3 * ~>g, 7'J-;l^*S* ^yOTU— 

~>) (g;Jffi7 ^*JU*. t Hp + ->7J^-JH, t HD^-/7;K-iH, tKo 
*->{£&~>£7 □ 7;Hr^;P». i®7J^^x(t HP + y)7J^JH, <£*S7 
JU=J * > (h K a * f>) 7 )V 3 * «£»7;l>3 + y7iI/^JH, «»7^3^ 

/7J^ + ->i, &&J9 1 *7;U=)*->7 J ll':3*->g* <£fc3& 7;U*;^x;i.* ~ ;U7 
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9 nyj\,*j\, <t H d^'>)7;k;h, ju-jus, t H d * v 7 7 ;us, 

y7;S, *>7yii»7J^^S, 7= KS, N-ft»7;^^75HS, 

D 7Jl^JU75 HI. N. N-vi£iS7^^^7 5 HS> N-k F n * x fi« 7 ;P 
^JP7= Kl, N-k F ->fiJB7^ + ^-N-tt»7^*^7 5 F &, N-7'J-^ 

7 = FS» tt*r ^ y v $ 7 5 y *;^-;n, ^^A'^-f ;ps, N-<£&7 
# ;!/ /t -f ;u m , N. N- v (& & 7 ;u * jv % )V n < g * 75 / ^j^ziPi, 
-f^j^7^^;^-iH. N-iSi7;KJP7Ay^;^-jn, n-<£j&~> 
^D7J^;i/7 = y7JH^-;n, n. N-s?«i»r ^^jut ^ y x - n- 

k HD^i/filft7J^Jl'75 y XJ^-;H,' N-(gJ& 7 ;^^y7;^^7$ y 
^ji/^-jH, n-;n d y >-fb<£jlS 7 — ji^g, k □ y 2; - a* - 

i£8*7 ;v * >V7s & & — ;u 7 ^ y 7 n-M7j^^7^ y^;^ 

— JU7 JU^^g, N. N-'^fiiffi7J^;l/7 = y *JU* - fry JU* JUM* fcl&y is fr 

{&JK7 zsfryfr*fr&* i&m > O o yfr*fr (k F D 4- >> y 
t HDe7ZJH, tHD + ->fh7t Fo^z;H, k F d =^ 7 ;u 

jl^f h7t HDt7-JH, H«57v^75;7i^JH, (^7 \Z-;W-2--f JP) 

^ * - ;u g , {& & 7 ;u ^ * 7 ;u * ^ ;u * - ju & , t Ka^->^«i7^^^ 

7,fr&-frm* 7 Jl'*;!'* A-* — ;i/7;i/=^^S, N-<£»7 ;^A7 5 F7JU 

*;us, 7'j-;n, 7^jw*^a* AfP7U-;i'S, ^-r- u 7 y - ;u<&& 7 
-^T- d 7 y — ;KSife yfru * o 7 y Ji/S, 4- 

^e;u* u - ;P7. — fr&. 4-* * •> ^ *■ ^ ;u 7tT y - ju x ju* - fr& % 4->?* + 
^^ejw* y - ji/* — jus, y — fr 7. fr& — ;u k h' d ^ ■> t 

Sy ^ D7J^;H, kh'D^ytiy^nyj^i^ + yi, k F o * -> -> ? 
D7J^^;H, ADyXkb Ka^yfi»7;^^S. 4 - k Ho^*> t'^'J i> 

;H 4 4-<ais 7 ^ v y >?;u*. w. w-<g^7;u* u > v?*-^->7;u*;u 
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S. a>. Q>-&1&7 )V*\s>zt**zs7 )VZl3r>>m, & & > # U 7 Ji, * )U t K D * 
^pt^^g. 7 V - Jl** 7U-^7^7;U-jl/S, 75 / g> 

7^4^7ayg, ytS7J^^75yi, t K □ + ->iS 7^^^7 5 7 
I«57->^7^ / I, t Fo + yiS7y^7Syi t <£ J& 7 > * ;U * - ;V 
7=;l, "J ^;HE»7;U3*^«, i^7;^;l/f'Jy^7;l/34yS, <£ 
S7^3^y t KD^y7JP3^yS, ft & ^ * 7 ^ 3 * -> 7 )\s 3 * v S * <£ jR 
7Jl/4^XJU-;i/7^3^->I t N-<ft»7JP*;H& )V A^E-r N;N-i;«« 
7 )Vrt=£<1 N-k HD^yt«S7J^^*^A t; &-f ;PS, N-kh'D 

*isfc® t 7)\s*)V-]l-&1&7)l : *c)Vti)Vrt^<1 )Vm. J\ a V >fcfii»TJI/3 * ~>g, 
y7>'<l^7 J >l'3 + yl, fcKa*-><B;&>'y*D7;i'3^->&. h'J^i^D^ 

f h 'J 7 * h * is&, 7s;fi*7^D^->i, N-ii7;^;i,7 

S;7J^*'>8, llJ-y<IS7J^^7$;7i^^yS, {& & 7 is 7 JU 3 
* Z^m* {&Wl7 is)V7 5 J 7 )V 3 ^ (1. 3-^=* * V ^ n JP) 7JU*;U£, 

(1. 3-5*:*=* V ^ " * 7^ KI^7^3^yS, 4-{fcKa* 

is 7 ft* )U) 9- b 5 t K a tf ^ > 2, 3->* t K D^>^7 7^;H, 2- 
t H is-l-7 )l>-l. 3-^ t h'P^>V77-Jl/S, < > y / =• ;U S , hF 

2£lCRMl*5&i£^T&DR 8 £R , T:>^o^>*/>^ t HD*yy^D'?> 
^ > 53, kHD^y7J^;l/y^D^>^>l» > v 'D^\4 1 ity>^, t K o * 
is is ? n ^ir-V \i F i/7 )\s*r )V is 2 U sk**} 2-t Hn^y/f 

JU-2-j*^;U>y*a^>*/ >m, \.2-^^U>zs*^ism&fr\** : ?-\s>is*Jr 

m it *> ct 

R' o .R' 2 .R l3 .R l ' l .R l5 .R i6 .R 1 '.R l '.R , *.R ,0 .R ,, .R tz .R J3 .R 25 .R J7 .R a, (^, 
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R* * fct , TkSSJE^tifcHfc K D * ~>i&&7 * & £ ?~ * . 
lifctttHD*'>fta7il'3*'>i*fiftt5. 



»* , h ^ > 7. U -5 l£ fz \Z is X & -€> & M Z> . ) ] 
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->y ; <&Wt7 )i>*)i<m. t> )vn^-i fricfrm. <&m 

* = ;u a £ tc \* 7 =? )v * >v * * -> t> )\> * - )v m & & r * . 

^ffit7yJl7 = yi, 7iJ-JPX;^Z^75 > I, l»7^3 + ->7 'J 
^J^-Jl.75 yl, t h*D^yti7;l'3 + y^f' JM, &&7 )VZ} * > 7 
U— JlJj-^zsm* 4-7xZ^t^'Jy>-l-^JH, 4-hT U V )V tf ^ »J i 

jvm. m&ztix b£^7 v — )U7 jutr = i^^ntuT^.ti^u 
-ji.7;^zjh, gi$nr^xt)«);o^7D7'j-^7^^z;n, g& $ 

nTtiTt)<fci^tD7 , J-^7J^-^S, 3Sr mWL7 z/)\,7)\s*r — 

l^f ^Sft$nt^Tt),i:^7 5 ; j£SI7;i/ + Jl'i, S16?nT^Tt)J;l>7'J 

-jurats, ia«dnTtJTfe«t^7 7;i/*^7 5ya*tttTE-iRata 
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WO 99/18077 PCT7JP9S/04465 

r 7 . r ■ . r * * m-&tz\zftmter>T7k&& : 3r* nu tf >w.^. zk&s> <a»7;u 

;i/n^f>s. t Fa + y{|»f^7;i/3^yS, 7»J-;^*S, ^^D7'J — 
AfD7'J-;Kt KD4y)7J^iH, A D^r ><fc <& & 7 ^ * Jl< g, 
tFD^->fiS7J^JH, i^t h*D^viffi7J^^S, A d V > it (t H d * 
7 t Ho + x7;^--/H, tHP + y7Jl/t-;H, fcFo 

^yftSv^ D7;^-^S, ii7J^4*>(t Hd4'»7;KM, te&7 
;Vj4y(tFD^y)7i^ + yS, tec 318 7 Jl' a * > 7 ^ ^ JU <£ 18 7 za * 
•>7^3^vl; i &Wl=?*7 )VZ3 * -> 7;H3 * *>g. f£fil7J^JMJ^r jl,7 
JUn^-VS, tHD + ytt»7J^ + /i, t H a =^r ->«3R7 r ->=i * t 
KD + y{£®7^4JI/7J^ + *>i, t HD^y^i/iil7J^;H, (S & -> 
i7D7;P * ;P (t HP + y)7J^;H, 7 ^ )\> * & , t H □^y77Jl/^^i, 
■>7;l, ~> 7 y <tt»7^*^S, 7 5 HS, N-®i7;K^7a KI, N-ftS 
•>^D7J^^7 = KS, N. N-S>«» 7 )V*c)V7 5 h* H-th'D^ 7 ^ 

^JP7S Hi, N-th'a^'>ll8l7JKiH-il«7Jl'W7S KI, N-7U-JU 

7$ h'S, ifo , J^7=y*j^-ii'S 1 ^jw^^f^s, N-<aift7;p^;p 
tf )V ;u •< jh, n. n-v<£& 7;p*;u* JW^-f 75yxjp*-;u^, 

<^'J7^7S/7;^-;H 4 N-iSi7JH i ^75;7;^-^i, N-ffic&v- 
^D7^4^7 = y XJ^ZJH, NJ-y{£a7J^^7S;XJ^-JH, N- 
t H D 4- *><K» 7 ;i^=fr ;W7 * / N-&3&7;H3 * is7 )V*c )V7 * / 

- n-a ny >{t<£)S7;u^;w^;b^ — tr o u — juxjp* - 
7 jt/*;ux ;u* — 7 a y 7 jh. N-ft3tt 7 ju=¥jU7 ^ y x * 

z^7J^;H t N,N-yfiSt7^^)l/7 5;7JI/^r^7il' + ;i/S, {£iffi7 y ;u 
(SIS7y^7J^;H t (t»y ^ □ 7J^JKt KD*-»/f ;I^S, 5r h 5 
kFDh^-lH, t Hn + yf h7 t Kot7- JH. t h'a^yS^7J^ 
il-T^t h'ot*7-JH, dffi7y^7 = / 7J^JPS, i? 1 7 y — ;W-2--f 
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fcKa*->y^;Ug. >? 7 — )\,) t: h* d * ~> > ^^s, <s&7;b*;u 

n^Jl'g* Afo7'J-;K£lfi7^3 + ->S 4 AfD7'J-Jl'7;;nlN-JH, 4- 
^e;u* ij - jux — jPi. 4-* * * ^e^^ y - - 4-.^ ^- ^ 

&> 2 □ 7 ji,* JVS. t HD + ->i£Siy^D7;^^t + yl, t F u * -> 5/ £r 

.a? j\,tr=.jum. ADyxtt k D^*>fiffi7;^;n, 4-t h n^-> tr^ y 

Jl/g. 4-<£J& 7 * > If ^ 'J a> , <o 7 Jl/ 4- U > is * * > 7 Jt, 

a> . to 7 JU* U > 5* ~>7 Jl- 3 *.->S, &m is & U 7 )V )V t F a ^ 

7 )V7 ^ J y(lii7Jl/^;P7S;l, t Hn^yi«i7J^;i'75yS, 
fii7y^7a tFD + *>Iffi7y^7^S, ft » 7 )V * ^ ;U * - Jt, 

7s;i, fjy;Kiffi7;^^y5, ia7;^;i/eu y;i/7;^^xi, & 
ilS7;l'3 + y t Ho + v7;^ + yS, ft»?-:d"7;u:34-->7Jb=i*>'». 
7^ + ^XJ^-^7;i/a4->S, n-<£J£ 7;i/^ ju* ^ a ^e-r N. N- 

7;u*^;& a ^ -f )\»&* N- t F o * ->{£&7;u*;u* ;p a^e-t N-t F □ 

4- > & 7 ^ * A - N- <£ a 7 ^ * )V 1i Jl A * -Y S • A a y > fb <& » 7 ^ a * > g . 
->7 / & 7JP :s * t Ka^yliy^D7;^^->S, h'J7AtD/ 

f iH, h'J7^tD^h^r->S, 7 ^ / tt»7^3 * ~> & , N-fc&7;U*;U7 
$;7J^^yl, N. N-y(Sa7^*;P7Sy7;^*S'S, i&mr is )V7 
**>m. t^7y^7$y 7JI/D + yS, ( 1 . 3- 57 ^ * 7 7 - ) & 7 ;U )V M . 
(l.3-y^+V7-;Ut»7;i/3 + yi, 75 K«»7^3^^a, 4- (t K D * 
x7J^jl/)ThnFDf7>-H;H-, 2J-y t Kn^>V77-M, 2- 
tHD^y-Z^iKJl'-ZJ-yb Ho^>77 7- JH, / t K 
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^ t h'D^'>7;^^y^n^>^>g, v ^ d ^\ * * / > S3, t: K o * 

•> >- £ D 'v * ^ > t KD^->/;^^y^DA^f 

)V - 2- * )l i« 2 u ^ > J >£5, 1, 2-X ^ W>^**^^£/ttt*^U>:x:*-^ 
R ,o 1 R ,, ,R ,, J M l R' s J , '.R ! ',R l, .R"J J0 J n J II J n J ,i J ,T . R ,9 U, ^E-n-? 

n^K^^^, Aay>if, th*D^->s, 7 ;i/^;n> i&isi7;^ + '>s, 
R * * • *^M^^/ciiti7J^;H^I«t5. 

IIAJit KD + ->fi»7^3 + ->««:t*t'4. 



WW* 
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3. 8fiifu^>B«#^ TK-fi^-ct^nsfb^ftp^estfnfci s, 




d O O 




o o 

(jC*. R J, ttS1JiBR't. R"ttStt82R J t. R 1 'UfitJS2B<t. ^-tl-FnjiieSOSW* 
tt5. ) 
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<CH 2 )-R 33 

0 

R 32 

(SC*. R'^WER't, R a, teiHfIBR , £; R 3S teffJ&B£, ■* ti IQ « O « «£ £ 

*rf*. ) 
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R 3, ti^S2R' R'MSiftgBR'i, R a 1 « f& SB B t * * ti -Fix m 4* <D « « & 
*TT*. ) 




<5£*, R^ttttWR't, R S3 *4 mlfBR 2 t» R S3 14 ffi IB B <h , tl ^ ti m & <0 M <Jfc & 
*Tf*o ) 




(5£*K R* ' »^MKR a R*M4h9 IBR 2 R 3 * 14 ml f B B <h , ti * t\ m * © & f* * 
) 
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(I) 3- (4-^ > i/f^fr) -1- e^7^>-i^in-fy^ / u > 



(2) 


1- 




4- 




3- 


<4-> ^y7x;;H-fv^; >J > 


(3) 


1- 




4- 




3- 


[4- (2-fc FD + '>lh4y)7x-;H-f 


y *y 


U > 










(4) 


1- 


(4-X f Jl^f^7 : J >~ 


1- 


■-f ;H - 


3- 


(4- h »J 7;l/^D^?;i/73:-JH^ 7=^ 


/ U 


> 












(5) \: 


i - 


<4-x^;u tf ^ 5 v >- 


1- 


< - 


3- 


M-(1-7J^,d7'd tr;i/> ^ x x;H< v 


* y 


U 


> 










(6) 


1- 


(4-Xf tf ^ 5 ^ >- 


1- 


< ;u> - 


3- 


(2- 1 f p + y 7 xz;H-f y * y y > 


(7) 


1- 


(4-x^;u tr ^ ? 


I- 


-f )U)- 


3- 


(4- 1 h n * -> ^ x x )v ) -r y * y y > 


(8) 


1- 


(4-x^;l tr^ ? ^ >- 


1- 




3- 


(2-* h * xx;i/) -f y *y y > 


(9) 


1- 


tf ^ ^ ^ >- 


1- 




3- 


(3-;* h + ->7x-JVXV4 1 / 1 J> 


(10) 


1 




- 1 




-3 


- (4->C h 4 1 ~> y x X ;U ) 7 4 v y > 


(11) 


3 


- (2. 3-^ * h 4 >7 x 




)V) -1- 


(4 


-if j^^7y>-i-r jH^fy^; y > 


(12) 


3 


- (2. 4-5* * h + ->7x 




;u) - 1- 


(4 


-x^;i^ tf ^ >-i-< ;h y * y y > 


(13) 


3 


- (2. 5-i> y h * ~> 7 x 




;u) -l- 


(4 


-x^;u tr^ ^ ^ >-i--r ;m -r y ^ y y > 


(14) 


3 


- (3. 4->? * h + -> 7 x 




;u> -i- 


(4 


-x^;u tr ^ ^ >-i-*f ;n-fy + ; >j> 


(15) 


3 


- (3. 5-^ * h ^ •> 7 x 




;u) -I- 


(4 


-Xf Mf^7 >-l--f JH-f v + y 'J> 


(16) 




- (4-x ^ ;u tr v > 


-1 


— r ;u) 


-3 


-12.4, h^x7jIJl/KV^y 


U > 














(17) 


1 


- (4-x^;u tr ^ 7 >* > 


-1 




-3 


- (4-b KD + ->/f JP7xXjV)>f 74/ 


U > 
(18) 


3 


- (2- (2-fc FD + yl h * •>) Z7 


X 


x ;H-i - (4-x^yu t:^ ^ > - i--f ;u) < 


V =*■ 


J 


>J > 
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(19) 1- (4-x^;b k ^ ? is >-l— f M -3- (4- (1- k F □ 4 x ^ o If ;P) y x x )V) -f 

(20) 1- (4-X7* JHf ^ ^ ^ >-!-- f -3- [4- (3-k K D * ^ ^ D If )V) y x x )U) -f 

(21) l-(4-l^il/e^7y>-l-^JH-3-H-(l-k K D*y^f JH 7x=M-f V 
^ y • J > 

(22) 1- (4-x ^ ;i/ f ^ 7 y >-l~ f ;W -3- [4- (3-k h'D^->75 1 JH7i-M'f V 

(2 3) 3-(4-(4-k FD^y^fM 7 x - )l ) - 1 - (4-X 5^ ;Hf ^ ^ V s > - 1 — f ^ ) -f V 
^ y U > 

(24) 3-[MI,3-vt HD^*>yo t*^)7x-;H-l-(4-X 7 c ^tf / ^7 v>-I-< 

(25) 3- [4- (1 . 3->> k KP^i/-3-^f ^y^;W7x X )V ) - 1 - (4-X ^ ;U tf ^ =7 is 

>-i--r ;h -f y ^ / *J > 

(26) 3- (4- <3-k FD^v-l-^ h ~> 7^ J^) 7 x x JH - 1 - (4-x ^ ;U k ^ ■=> ^ > 

(27) l-(]-x^;ue^7v >-4--f MO -3- [4- (3- k FP^y-l^^tDT^Dt ;H 
7i-JH-f v + ^ 'J > 

(28) i- (4-xf Jlh!^7 v >-l-< ;U) -3- [4- (4-k F d * -> * )V-Z-7 fr* a) y 
xZJH^V+/'J> 

(29) i-U-x^jUk -<^> ? >-l-< ;U)-3-[3-7^*o-4-(l-k Kd^x^d kJU) 
^ x x ;u ) -f y * y 'J > 

(30) 3-|3-^DD-4-(3-t FD^y7'Dh , ;H7xZJH-l-(4-If^e^7y> 
(3D 3- [3-£ >7 3 F-4-(3-k FD^->7*D k* ;U) 7 x X )V\ - 1- (4-X 7 )V 

is >-i--f ;u) <v*/'J> 
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(32) 3-[3--> T J -4- (3-h H o * is 7 u \± A) y x - )V) -1- (4-X5^U fcf ^ ^ > 

(33) 1- (4-X^JW hf* 7 >-!--< JU) -3- [4- (3- t H D * -> y D hf JU) -3-^ h * ~> 

(34) 3-|3-(3-tHD^i/^Dh';H-4-/ h^x7iUH-l- (4-X^;U t: ^ ^ 

(35) 3-13- (4-fc K a * > ^ ^ -4-* H + y 7i-iH-l-(Mf tf ^ ^ >? > 

(36) l-(4-If Ji"t 4/ < ^ v >-I--f -3- (4- (2- t FD^yl h ^ :> ) 7 x X ;H 

y * y > 

(37) 3- (3, 4-5/ (2- t K D ^ y I h •> ) 7 xz;H-l- (4-X^;P t! ^ ^ 

Ji/ ) -f y * y y > 

(3 8) 3-13. 5-^ (2- t F D ^ ■> X H ^ •>) 7 (4-X ^ ^ t: ^ ^ >-l--f 

(39) 3-(3-^DD-4-(2-h K a * -> x K + y) 7 x " (4-x^;V tf ^ => V > 

-i--r ;w) -f y * / u > 

(40) 3- (3-;* ^ Jl^-4- (2- t K n 3- f> x h 4- ->) 7 x x JH -1- (4-x =f- )V tf ^ ^ > 

(41) 3- 13— T y y D t: JU-4- (2- h HD + ->Xh + y)7xZjH-l- (4-X^U tf ^ 

5 >? >-i~*r )V) >r y + ;'J> 

(4 2) I- {A-X.^JU tf ^ 7 v >-l— f JU) -3- [4- (2-* h * >- X h^y) 7 V 

* y » j > 

(4 3) 3- 13. 4-^ (2-* h+ylh^y)7 x x JU] - 1 - (4-X ^ t: ^ 7 i> > - ! — f )\> ) 

-< y * y >J > 

(44) 3- (4- (2- t F □ * -> X h + y]^f^7iXjH-l-(Mf^b^7y>-l- 

-f ;u ) -f y * j x ) > 
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(45) 1- (4-X f jl/ tf ^ 7 y JH - 3- [4- (2-7 D X h^-»7HJH^7 

(46) 3- (3. 4-/ > zS** > 7 xx;i,) (4-Xf Mf 7 >-l— f ;tO -f V *• 

y u > 

(47) 1- fcT^ 7 S> >-4— f ;P) -3- (4-7 -fe hzjl/t^y 7i-JH-f 7^7 
U > 

(48) 3- [4- (3-7 £ 7 y a >) 7 x — )V] -1- tT ^ 7y>-l-<;W^f V 

*y 'J > 

(49) 1- U-X-?- Jl/ t ^ 5 i? >-4--f ;UT-3- (4- (2-:x ;* 3^1/7 5 yxh^v)7x~ 

(50) 3- 14- (3-7 t h 75 F^D^^*»7i^H-l- (4-X tf ^5 v >-)— f 

(5!) 3-(4->7;^h4->7i - ;U) -l-(4-lf ^ h'^7y>-l-<Jl-K V+y U 

> 

(52) 3- 14- (2-> 7 y X h ^ -> ) 7 xn JH-]-(4-Xf f ^ ^ ^ >-I--f ;U) 74 

y < J > 

(53) 3- [4- (3—> 7 7 7 r D^^*>) 7xXJl/]-l-(4-Xf j^^7 y >-|--f V 

* y U > 

(54) 3- [4- (3-;* fj^tyD#*-»7 x x;U]-(4-X^;U fcT ^ ^ V >- 1 — f )l> ) *f 

v + yj> 

(55) 3- [4- (3-;* > :/ n * * ->) 7 x - ;H - I- (4-x^^U tf^^ > - 1- 
*r ;u) ^ v * y 'j > 

(56) 3- 14- 12- (1— f = ^'/-;HX h^y] 7xXiU-)-(4-X5 1 ^t:^7y >-l- 

-r v * y u > 

(57) 3-14-13- (4-t: 'JyJHra#+->|7 x ~ - ! - (4-X T JV fcf ^ ^ >-!-< 

701 



WO 99/18077 PCT/JP98/04465 

(58) 3- 14- (2- (2-* ^ ;U tf U i? >-5--f ^)lh^y]7 x — )V\ - 1 - (4-X ? }V t! 1 

(59) I- e^7y >-4--T ;U) -3- [4-(N-x^;i^ ;M 7x-JH^f V 

(60) <Z) - I- (4-Xf fcf< 7 ^ >-l— f -3- (4- t h'D^y-f S y / 7^1/ 7 x X 

;M < v * y u > 

(61) (E)-l - (4-Xf fcT^ ^ i> >-l— f )V)-Z- (4- t h'D^v-f ^ y ^?Jl^7xZ 
-Y V * / >J > 

(62) 3- (4--> 7 J 7-x — ;u> -1- (4-If Jl' tf ^ 5 5? >-l— OU) -f V * y 'J > 

(63) l-(4-Xf ;H:X7 y >-) — f JU) -3- (4-K-^ a fcT^TSy^AsHxjl^xz: 

ju) < v * y u > 

(64) 3- [4- (4- t HD4 : ->-l-xi7DA^t>-l-^;H7xXJH-l - (4-X ^ )V fc? *C 

^ s> > - 1 — r ) -r v * y y > 

(65) 3- (4-7 a y 7 x — ju) -i- (4-x^;n^ ^ 3 *s > - 1— f ;v ) -f v * y u > 

(66) 3- [4- (N. n->> y^;i^r^y)^xx;n-i - u-x^;p tf ^ ? >-i — r -r v 
* y 'j > 

(67) 3- (4- (2- t FD^ylf iU7i y ? x XJH -1- <4-X^;U If ^ ^ v> >-l — f 

) -r v * y u > 

(68) 3- (4-7 -tr ^ ^ K y x x JU) -] - (4-xf Jl' tf ^ ^ >-l— f Jl/K7^/'J> 

(69) 3-(4-lf;^J^x;l/75 y 7xZJH-l-(4-x^JHf^7y>-l-^ JW-f 

v * y 'j > 

(70) 3- (4-y a e jp*? ju^ -)v 7 x y 7xxjH-i-(Mf ^t:^7y >-i-< ;n 
*f v * y »j > 

(71) 3- (4-X^ Jl/X J^^x;P7 S y 7xZJH-l-(4-X^;Hf^7x>H-^ JH-f 

v 4- y 'J > 

(72) 3- M--/D e^x ;u*x;ur ^ y 7 x x;w) -1- (4-x^;u t: ^ ^ > -i--r >v\ 
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(73) 3- )l>X)\,&-)\, T a J 7 x -)-<4-x^ )l> tf ^ 3 i? > - 1— f ;U ) -f 

v * y y > 

(74) 3- <4-x;p* >7 a h'7x^;u-i* (4-x5P;u e^7v>-i-f M-f v^y >j 
> 

(7 5) 3- 1 (4-^ 'J x )\>) x *x )V 7 x -;n - l- (4-x ^ )V tf ^ ^ v >- 1 --f 

(76) 3- [ (4-^ JU* »J - HO X — ;|/ 7x - )V\ -1- <4-X3^ fcT ^ ^ V >-l- 

*f ;w) -f v * y u > 

(77) 3- [ (1. l-v^aj-* x^^" ^ 'J x;l/) J*;i/*x ;U 7 x x ;H -]- (Mfjl/ hf ^ 

(78) 3- juj^^^r a y y f ^7 xx;u) -i- u-x^u tf ^ ^ ^ >-i- 
-r -f v * y u > 

(79) 3- = yxf ^7i-JW-l-(M^;Pe^7v>-l- 
;u) *f v * y U > 

(80) 3- (4-x ^ ;u r a JMf ^7x-iH-i-(4-x^;i^t:^7y>-i- 

(81) 3-(4-yPtJl'T^7il'^-JMfJl'7i-;H-l- \f 3 V >- 

(82) 3- [4- (N. N-i>*xf ;l/7 a ;)7iU-JMf ^7xxjH-l- (4-X^A< fcf ^ ^ 

>? >-i--r ;M -f v * y 'J > 

(83) 3- (4- [9- h 7 t KD t'7>-4-f M7x-iH-l-(4-X5 : Mf^7y>-l-'f 

(84) 3- (4- (5. G-->- t K D-211-fcT ^ > -4-f ^) 7 x x ;H - 1 - (4-X ^ Jl, t* ^ ^ v> > 

-i--r ;u) -f v * y u > 

(85) 3- (4-x^ JU/j J^r;P7 = y Jl^7xXjl/) -1- <4-x^P ;U b" ^ ^ ^ > - 1 - 
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-f )V) <i V * J 'J > 

(86) 3-(4-^d b:;^;^f-;l,7 = y ^7i^JH-l-(4-x^^e^7y>- 

i--r ;m -f v * y y > 

(87) 3- (4-x^;U7 = ; ft -jl, * Tfry - foV*?^ >-l- 
-f ;u ) -f v * y »J > 

(8 8) 3- d fcf;U7 £ / ^jj^-JMf Jl/7izjU-l- (4-x^;U h* >- 

i--r jw) v * y u > 

(89) 3- 7$ y — ;m ^;i/7x-;i/)-i-(4-x^ji/t:^7 v>-i- 
ji-w y y > 

(90) 3- (4-y T-jUTsji* x;u y ^ )V y * x jp)-i- U-x ^ )v tf ^ ^ v >-\--t )V) < 
v * y y > 

(91) 3- (3-^ d D -4-X^ )V 7. )Vifr~)l> T ^ J * ^ ^ 7 m x;U) -1- <4-X^ JHf ^ 

^ ->~ >-i-< ;u) -f v * y y > 

(9 2) 3-(3-^DD-4-yDt'J^;«-JV75y ^?^7x" ;H -1- (4-x^ 1 JU hT 

(93) 3- (4-^;H* ij - )V y 7 x ~)\,) -1- (4-X^-jU tf ^ 3 i? >-W A) -f V * 

y y > 

(94) 3- <4-^=t ^ u - ;u y ^ )V ? * x ;H - l- tr ^ ^ >-i— f ;i/) -r 

(9 5) 3- [4- (3-t=^t7'Jy/>)7 x x ;H - 1 - (4-x ^ )U bT ^ ^ -f V 

(9 6) 3- [4- (4. U > 2; -> tf ^ y >-l-*f JU) 7 x JH -1- Jl^ bT 

^ 7 v > ;h * v 4- y y > 
zl x ju] < v * y y > 

(98) !- (4-X^ t:^ 7 is >-\-<i fr) -3-|4-(4-y h * ~> f ^ 'J i/>-)-^^)7i 
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— <i v * j 'J > 

09) 3-[z-(4-7-fe^;u tr^ ^ > f >-i--r )V) t? y ^>-5--f ;H -i- (4-x ^ji 
v >-i— r ;h -f v * y 'J > 

(100) 3- [4- (4-7 -fe^ 1 ^ tf ^ ^ f ;M 7 x -;H -1- (4-X ^ JU lf^7y>- 

(ion 3- h * >"< - l- (4-x^;u tf ^ ^ *j >-]-- f -f v * / y > 

(102) 3- [ a -> (4-/ h * ~> ^> V JUJ-l - (4-X^;U bT ^ ^ > - l-*f )V ) -f 

v * y »j > 

n03) 3- [ a -k -K a * (2-> h * ^ > )V) ) -1- (4-x 5*~ ;U b\--< ^ > - l~f AO 

-f y * y y > 

(104) 3- [ a -b HQ+y - (4-* h * > ^ > -^A) ) -1- (4-X ^ ^ tf ^ ^ >- 1— f A) 

-f y =*=■ y u > 

(105) 3- ( a cr - b H a * >- (4-y h * > ^ > t> ;U ) ] - I - (4-X ^ )U tf ^ ^ 

(106) i-(i-x?^t:^7y >-4--r fr) -3-(4-y h + y7x^f jn-rv^y «j> 

(107) 1- (1-X^;i/ b' ^ ^ ^ >-4-< A) -3-[2- (2-b K o =^ X h + -»7i^fJH 

-f y y y > 

(108) 1- (1-X ^ )V b* ^ ^ >-4— f A) -3- (3- (2-b F D + *> X K + ->)7i^f ;H 

(109) 1- (l-x^;Hf ^ ^ V s >-4--r A) -3-[4-<2-b F n 3r -> x h^-»7x^f iH 

-f y * y y > 

(110) l-(l-xf jH:^7y >-4-*f A) -3- 13- (2- (2-b K a^->x h^y)7xz 

jH y □ b- )v\ -f y * y y > 

(111) 3-(2-/ h4->7x-J^i^-iM-l"(4-X^JHf^7y>-l^f ;U-f V 

(112) 3-(4-* h=* is 7 (4-x^;u tf ^ ^ >? >- 1 -- f )i> )< y 
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(113) 3- (4-* h^y<>y -1- (4-X ^ )V tf ^ z> V > - l-O ) -f V ^ y 

»J > 

u > 

(115) 3-N-(2-tFD^yih^yK>^>-l-fiH-l- (4-X ^> fcf ^ v v >- 

(116) 3-(8->h^->-l,2-yt h*ot7^U >-4— f JH-1- (4-X^;i, hf ^ 5- >* > 
(i 17) 3-(7^h^y-U-^tHat7n >-4-rf ) - ) - (4-X ^ ;l/ tf ^ ^ V > 

(118) 3- (6-* h ^ ~>-l. 2->> t H □ t 7 ^ 1/ >-4--T ;H-l-(4-xf ;bt^7 y > 
-!-< JH-fV + ;'J> 

(119) 3- (5-* h =* *>-l. 2. 3. 4-9- h ^ t H D 17 ^ U > - 1 — T )V ) - 1 - (4-X^ )\, fcT 

^ ^ >-\" f -f v^;'J> 

(120) 3- (6-* h*->'-l, 2. 3. 4--T" h ^ t H □ ± 37 ? U > - 1 — f ^ ) - I - (4-X =5~ )l> fcf 

^ ^ s> > - 1 ) < v * y y > 

(121) 3-(7-^h*y-l,2. 3, 4-^ H^t H a * y # U>-l--f^)-l-(4-x^Jue 

(122) 3-(3-t F D ^ *> / f Jl' ^ >-6--f ^) -1- (4-x^;i- f<^^>-i-<;i>) 
-fv + y u> 

(123) 1- (4-X^;U tf ^ 7 V s >-!-- f ;H -3- (2-tf "J y^K V + / U > 

(124) l-(l-X^^e^7y >-4--f JH -3- [5-(2- t Fd+j/I h^/)t'Uy>- 

2— f ;H *f v * / »J > 

(125) l-(l-xf ^f^ 7 y >-4-^f ;U) -3- (2- (2- t K □ * > x h > ) h* 'J > - 

5--r ;u] >r v + ; >j> 
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(126) l-U-x^Hf *c?>*>-4— f JU) -3- [2- (2-* h + y x h 4 y ) t 'J y >-5- 

U27) 1-(I-Xf Jl/t:^7y* >-4--T ;U) -3- (5- (2-^ h^yXS^y)e'Jy>-2- 

(128) 3-(2-^n fJl/^JJ^z^TH ; tf ' J ^ > -5--f JP) - 1- (4-x ^ A tT ^ ^ y > 

-i— r ;u) -f v * y 'J > 

(129) 3- ( (2-> ;u x ^ ^ tf U ^ >) -5— f ;H -1- (4-X^ )V i? 

(i30> 3- [ (2-x^;i/* ;w*x ;w tr u;^ >) -5— r ;n -i- <4-x^;u tf^ ^ >-\--i 

(131) i - (i-x ^ ;u tr ^ ^ ^ >-4--r )V) -3- (2-y if u ^ >-5--r ju) -r y =¥ y >j 
> 

(132) 1- (l-x^;i/ (f^ 5 ^ >-4— f ;H -3- [S-O^J^Dynei^e 'J x>-2- 

(133) 1-{I-X^^t:^7 ^ >-4— < -3- [2- (3-7 )i<* □ y d e^) t: »J x >-5- 

(134) l-(l-xf jl^e^7 >-4--T ;U) -3- [5- (3- t KP + yyPtJH f 'J ix > - 

(135) 1-(1-X^^t:^^ >?>-4-< ;U)-3-(2-(3-t FD^yyDh , JMh , 'Jy>- 

(136) I- (l-X^ JU tT ^ 7 ^ >-4--f ;H -3- (2- (3- t H o * -> y ^JV) tf 'J y>-5- 

(137) jbt^7 x >-4— f ;U) -3- 12- (4-b H □ * > ^^U) f U y>-5- 
< ;H -f v * y 'J > 

(138) l-(l-xf iH^^7 v >-4--f ;U) -3- (2- (3- t F W fc* 
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(139) 1-(l-Xf;i/fcf*7 v >-4--f )V) -3- [2- (3-* h * > ;/ n fcf JV) tf 'J v >-5- 

-y ;H -f v * j 'j > 

(140) l- <i-x^;ue v >-4— r ;n -3- [3- (3-^ h ^ y a tr ju) b: u ^ >-s- 
jv ) ^ y * j u > 

(141) I- (1-x 3- )V tT v >-4 — f JU) -3- [5- (3-^ h * •> :/ □ fcf A) t: 'J >? >-2- 

(142) l-(l-xf Mf^7^>-4- f JU) -3- [2- (3-x h + ->^P fcfJH tf U >?>-5- 

(143) 1- (1-xf ^ tf ^ * >-4--f ;U) -3- 12- [3- (2-:/ a a tf tf »J >? 

(144) l-U-x^JUf^^y >-4--f ;U) -3- [2- (3-* h^x^fJH f »J V >-5--f 

;H -f y * / y > 

(145) I- tf ^ ^ >-4—f )V) -3- 12- [2- (2- t H D + ->-2-y ^ pa + -> 

if -jutrus^ >-4--r jbKv + /u> 

(146) 1- (1-lf fcf ^ 7 5? >-4--f M-3-[2-(l-^^-iW fcf U ^ >-5— f JV] <4 y 

(147) i- (Mf ;p tr ^ v >?>-i—f jp)-3-[2-( ; e^^ u >-4--r ;u» tr »j >? > -5--f 
;v ] -y y * y u > 

(148) 1- (Mf )V tr ^ ^ x>-i-< ju)-3-ls-(^e;u^ u >-4 — f JM tf y >* > -2--r 
>v] -f y * / u > 

(149) 3- [2- (2, 6-v * f JU^ )V * y >-4-*f ;U) tf 'J > -5-*f )V) - 1- (4-xf;U tf 

(150) 1- (4-1 fJU t*^ 7 v >-l— f Jl/)-3-(2-(f :*^r^* 'J >-4-*f JV) tf >J v > 

-5--r jH + 

(151) I - (4-1 f ^ tf ^ 7 V >-l— f JU) -3- [2- (S-;* * > f * ^ JU* U >-4--f 

tf y ^ > -5--r jn-f y + y u > 
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(152) 1- U-Ji^JV fc" ^ 5 *J >-l-< )U) -3- [2- (4-fc: H a * •> fcf ^ g ->* >-I->f 

(153) I - (4-x ? ;p e ^ 7 5? > - < -3- H- (4-^ h * •> tf ^ 'J >-l--f JP) bT 

u >* >-s— f )V \ -f y y > 

(154) l-(4-Xf ^t:^7i/>-I^JW-3-[2- (4- t K □ =^ f iHf ^ 'J i/>-l 

(155) 3- [2- (5. 6->? t K a-2H-fcT ^ >-4— f )\>) bf »J ^ >-5— f ;H - I- (4-x^^ tT 
(156> ! 3-[2-(rh7t KDt7 >-4-< JM tf U ^ >-5->f ;H - 1 - (4- x ^ tf ^ ^ 

>-i--r jn-fyty'J> 

(157) 3- (4- [3- (3- tf U >>;U) :/ D ->) 7 x x ;H -1- (Mf If ^ ^ 5? >-!-- f 

;H-f v^y 'J > 

d58) j-d-x^^e^^^ >-4-^f ;u) -3- (1-^7 1 - ;p tf ^ ^ ^ >-4--r JU) -f y 

(159) l-d-X^^t*^^^ >-4--f ^) -3- 11- (2-tf U ;U ) V >-4— T ;H -f 

(160) 3- 14- (4-^e;U* 'jrjH7x-JHH-(Mf J^^7y>-l-< iU<V + 

(161) l-d-x^JUtf^^v >-4-< JU) -3- (2- t HD + y>f i^t7x >-4--f 

;u) -f v * y u > 

(162) 1- (1-X^;U tf ^ v V >-4--f ;U) -3- (2- t KD + y^fJ^^7x >-5--< 

;w) -f y * y 'J > 

(163) l-U-x^Hf*^ ^ >-4--f JlO-3- 12- (2- t KD^ylf JH?^7x>- 

(164) 1-(I-I^^t^7y >-4--f ;W)-3- 12-U-fc K D * D tf )V) 7 x > 

-4--r jH-f v*/u> 
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(165) 1- U-x 7 ^ > -4— f JW) -3- [2- (1-h Fo+yya tJMf t7x> 

(166) 3-[Z-(rh7tKDt7 >-4— f ;M ^ * 7 ^ >-5— f ;H -i-(4-X^;U fcf ^ 
5 5>>-l-' f JUW V ^ / U > 

(167) 1- (1-X^^ 7 v >-4--f Jl/) -3- I4-> **JW-5-<2-fc Ko^yxf 
7 y — ;i/-2— f JH-fv + ;»J> 

(168) 1- (l-x^;ni^ 5 v 5 >-4— f JU> -3- (2-fc F d ^ y > f^fJ^-^-H 

>r v * y »J > 

(169) l- (i-x^;u tr^ 5 i? >-4->r ;ir) -3- (i - (2-t k ->x^ ju) e 7 y-;u- 
3— f ;H -f y * y >J > 

(170) 1-(1-Xf ;l.e^7y >-4— f ;U) -3- I (1-t H a * -> ^ □ X± )V) ^ 7 V- )V- 

5— f -f v ^ y 'J > 

(171) l-ll-xf Jl^e^7 ^ >-4— f ^) -3- [2- (3-t K n * ^> y a 7 y-^ 

-5— r -f y * j u > 

(172) l-(I-X^JHf ^^> ? >-4--T ;P)-3-(2-(3-^ h^y^D t* Jl/) 7 V — - 

5--r ;n *r y y u > 

(173) l- (i-x^;^ 5 ^ >-4--r ;io -3- [2- (4-^e;u* u x f7»;-)hH 
;n -f y * y u > 

(174) 3- (2-y d fi^j^-^r^y^J^ >-5— r ;u>-i- (4-x^;i,e^7 ^ 
>-i-< ;p) *f y * y u > 

(175) 3- [2- (5. 6-5/ fc K n -2H- fcf "7 >-4— f ;P) ^ * 7 jc >-4--f -1- (4-X ^ ;U 

e^^^>-i--r;n-f y * y u > 

(176) 3- [2- (5. 6-s; t H o-2H-e ^ >-4— f Mf^7x >-5-< ;H-1- (4-X^JU 

tr ^ ^ v >-i— r -f y * y y > 

(177) i- (i-x hr^ 7 v >-4— f ;u) -3- {y x -jh^^jh *f y * y u > 

(178) i-(i-xf;pt^7 >-4--f ;u) -3- (4-y h^y7n;nif y * 
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J U > 

(179) l-(l-Xf J^^7 v >-4— r ;u>-3- <2-£ 'J ;u ) - jp-r v * y y > 

(180) 3- [3- (4-^e;u* u - -l-y a bf - ;H -i- (4-x ^yu tf ^ ^ >-i— f ;H -f 

dsn i-(i-x^jutf^7^>-4--r ju)-3-.(3-^x^^-i-^d e-jH-f v^y u 
> 

(182) l-(l-x^;Hf / >-4— Y JM-3-M-7x-^-l-^f zM^fV^ / »J > 

(183) l-U-X^JUtf^^S? >-4— f JU) -3- [4- (2- fc F D + ^X h^v)7x-^X 
^ xyH y * J »J l > v > 

(184) 1-U-X^jHf v>>-4 — f JH-3-^>y-f Jl/X^-JK 'J > 

(185) l-ll-xf JHf^7 v? >-4--f -3- (2. 4~i> * h + >7x-;Uf z;H< 
y 3r J »j > 

(186) l-(l-xf^e^7y >-4-< ;U)-3-[3- {3-^ h + ->7*D tf ;U ) -5- fcf L> V )V) 

(187) 1- (l-xf Mf^7 v >-4— f ;U) -3- 12- (2- t Ho^yX h 4- is) V x ~ ;V] 
X^XJKV + Z U > 

(188) J^^7y >-4-< JU> -3- [3- (2-fc K a * -> X h -> ) -2- tf U v? 

(189) 1- (l-xf ;l tf i => i? >-4-< ;p)-3-(h7>x-2-7xxiPxfxjH-f y * 

(190) 1- O-x ^ is >-4--T ;U)-3- I h ^ > X-2- (4-* h + -> 7 x - ;U) X 

fxjH-f v^y u> 

(191) |-(l-X^iK'^7 >-4-> f ;U) -3- I v7 -2- (4-> h^y^x-iMXjZ 

;H < v + y u> 

(192) l-(l-xf Jl/ y >-4--f JH'3-(yZ-l->f ^-2-7 xXiHf XJH 
< y * J »J > 
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(193) I - (1-x ^ )l fcf ^ y i? >-4--f )U) -3- ih 7 ^)\,-2-y x - )VJL"r — 

(194) l-(J-xfjVt^7y >-4--f JU) -3- [h 7 -2- <2-fc h'D^->xh^y7 
H. ~ ;i/ x ^ - )\* -i *J * J 'J > 

(195) l-()-x5 L iH^^7y>-4-^;H-3-(h7>X-2-(2-^ h * -> 7 x x x 
^x W V * y y > 

(196) l-d-X^Jl'f^^y >-4— T JU) -3- (h 5 > X-2-> ^;U-2-:7 a: - Jl X-7 1 > 

y *y »j > 

(197) 1- (l-x^ JHf ^ 7 i? >-4-< ;i/) -3-[ h ^ > (2-y o ? x x;P) x 

(198) 1- (l-xf JU t:^ ^ >~4--r ;u) -3- [ (E) -4- (2-fc: H o ^ x K ) x 7- "J 

;H -f y * / y > 

(199) 1- (1-X ^ ;U tf ^ ^ i> >-4— f ;U) -3- I h ^ > X-2- (3- (2- t K n4^yi h ^ 

->) ^ jl — x^x;H >r y 4^ J U > 

(20 0) 3- I (E) -2- (2- (4-^E7U* U x;U) fcf 'J v>-5— T ;Hxfx;H-l- (4-X^;V h* 

^ =y v >-i--f ;u) -f v ^ / 'J > 

(201) 3-[(E)-2- (4-^^^7^^-;l/7x-;MXr-;H-l - (4-x f Jl^e^7y 

(202) 3-[(E)-2-(2-^5 : ^7J^zjl/7xz;Hlf^;H-! - (4-x f JPh'^^y 

>-i--r JH-r y * j y > 

(203) (E) - 2 - (4 - / f ^ ^ X JM f JI^ 7 x - jL' ) X r - ^ ) - I - (4-X f il' e 

^ ^ v >-i— r ;u) *f y * j y > 

(204) 3- I (E) -2-(3-(4- : E)^ l JxjH7iXjHxfxJH-l- (4-x ^ ;U fcf ^ 7 

>-i--f )V) -f y * y y > 

(205) 3- I (E) -2- (4- (4-^e 5ft 'JxjM 7 x xiH xf x JH -1- (4-xf e ^ 7 

>-i--r -r y + ; y > 
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(206) 3- I (E)-2-* 7 (4- (4-^E * U ZJP) 7x-iH IfZJH -1-14-Xf Jl' 

yf^^iy >- 1— r ;u) -f v * / »J > 

(207) 3- I (E) -2-* ;u-2- (3- (4-^E ;u * y - ;u) 7 ^ — ;H X t X )V \ - I- (4- X 9- )V 

e^7> ? >-l^i^)'^v + > , 'J > 

(208) 3- [ (E)-2-* h^y^f is >- 

(209) l-(l-Xf;Hf^7y >-4--f ;u) -3-[ h 7 - >X-2- (4-tf u >?;io x ^ — ;H -f 

(210) i- (i-x^;u fcf >-4— r ;M -3-( h ^ >*-2- (4-tf y s?;ioxt- - ;n < 
y * y y > 

(211) 1- (I-X^JU tf ^ ^ S> >-4— f ;U> -3- [3- (2-> K ^ ->) ^ - ;^-2-^ P ^< - 

(212) l-(l-x5 : JI/t'^7y>-M JU ) -3- [3- (2- 1 K a * -> X b ^ -> ) :7 ^ ~ ;U - 

(213) 3- I (E) -2- (2- U-^E^* »J -^)tf'J 5>>-5— i jHirXjH-l-lMfil/ hf 

v >-i-*f ^) -fv^y u> 

( 214) 3- | (£) -2- [3- )V * u -^) t: »J >-6-< ;U) x^x;H-l- (4-x^;P 
t!'<7y>-l^M^V + y 'J > 

(215) 3- I (E)-2- (4- (4-^;U* 'J-JHt'J^ V s >-6 — f ;H Xj-iH-l- 

tr^ ^ >-i--r ;n -f y * y y > 

(216) 3- I (E)-2- 12- (4-^r * U X ^ ) tf ^ v >-6— T )V] x 7- x ;H - 1 - (4-x ^ ;U fcT 

^7y>-i^ ;p) -f y * y 'J > 

(217) 3- [ 1 - (4 - l^y7x-JMl7-JH-l- (4-X^;U tf ^ ^ >-l— f )V) -f 

y * y y > 

(218) l-(!-Xf ^t'^7y > -4-< ;U) -N-y acx ju-3— f y + y u > * Jl/*^ ->7 
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(219) I- (l-x^;P t:^ v i> >-4— f ;U) -3- (4-* h^*>7z'J 
'J > 

(220) i-d-x^^t:^?^ >-4— r ;u) -3- (4-* h^->^>yji/7^ / uy^; 
u > 

(221) 1- (1-X? 1 ^ ^ V s >-4— f ;U) -4-* h ^ ->-3- (4-> h^y7x-JU>fV 
(22 2) l-(l-x^;Hf^7y >-4--f JU) -5-* ^ ;U-3- (4-* h^y7i^JH<V4 

/ u > 

(22 3) I- (4-x^;l/)t:^ ^ >-l--f JU) -3- (4- (2-fc K D ^ X h^-»7xZJH 
(224) l-(l-xf J^^7y >-4--f JU) -6- ^ ;P 3- a -3- (4-* h4y7x^JH< V 

(2 2 5) I - (i-x^;nf ^ ^ v > -4--f ;U) -6-* ^ (4-* h^-/7i-;H-f V* 

/ u > 

(226) I - (4-X^;i, tT ^ ^ A) -6-* h ^ ->-3- (4- K »J ^ n ^ ^ 

(227) 1- (4-X tf ^ 7 5* >-)--f -6-* h ->-3- (4-^ h 4 •> 7 x - -f V 
* / U > 

(228) l-(l-lfJPh^7y >-4--t ;U) -7-* ^^-3- (4-* h * £> 7 ^ X ;W ) y * 

y > 

(229) 1- (4-x V u -3- (4-;* h4y7xXJH< y 

(230) 1- (4-X t* ^ 5 zs >-!--< ^) -3- (4- (2-t KD^v'X h + y) 7x - 

-7-7 ju*- d -f v * y 'j > 

(23 1) i-(4-xf ;^^7^>-i--f;H-7-^ h + y-3-7xz;H y + / 'J > 

(232) l-H-xf Jl/tXyyy-l-f h * ->-3- (2-* h4y7xZj[/K y 
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(233) l-(l-xf jHf^7 y >-4-< JV) -%-7 a -3- (4-* h •> 7 x x ;U) -f y 

(234) 1- (l-Xf^ tf ^ 7 ^ >-4— T )i<)-%-y n -3- [4- (2-k h'D^/I h * ^) 

(235) 1 - (1-x JPtf *c 5» >-4— f ;U) -8-* h^y -3- (4- * h * > 7 ~ )l) y 

(236) l-ll-^D t:;Hf^7V >-4--f ;M-3-(4-> h + y7iZJ|/)>fV4 / 'J > 

(237) 1- (l-y o t*;l/tf ^ z> *J >-4-*f ;U) -3- [4- H D + y X h *~>) :7 x x JU) 

(238) l-(HVyDtJ^^7y >-4— f ;M-3- (4-> h^->7 xZjU-f V^/ 
'J > 

(239) 1- (1— > ^D^DtJie^7y >-4—f ;U) -3- (4-* h^y7iXJH^M 
/ >J > 

(240) 1- (1-7 U Jl^tX7 >-4—f JU) -3- (4-* h * -> 7 x X ;U ) -f y * U > 

(241) l-ll-IZ^^toifJHt^^y >-4-< -3 - (4-> h :> 7 x - )V) -f 

y * y »J > 

(242) l-[4-(2-t K D^f/X^;U) >?>-l--r ;H-3- (4-pt h^y 7xz;M 

y 4=- / 1 j > 

(243) 3- (Mf;^;^ZJl/7 5/^f;l,7x-JH-l-[4-(2-t h* D * yxf JU) 

tr^^£y>-i--f;H-r y * / u > 

(244) 8- (Mf ;U e ^ 7 is -6- (4-/ h^y7xr;H t'J K [2. 3-c] f 
'Jy> 

(245) 8-(l-if ;H^^7 v >-4-*f ;10 -6-14- (2- t K a * -> x h^->) 7 x x ;H 
-I. 1"f 7 TV z/ > 

(24 6) 8-(l-xf jHf ^7 y>-4^ JH-6-|4-[(S)-2-t h'n^y7 / D^^y]7x 
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- ;n-i. 1-1- 7 f u i? > 

(247) tf^^ S?>-4— f )V) -6- [4- (3- 1 K □ t! JH 7 x - JH 
-I. 7-* 7 f »J V > 

(248) 8- <i-x^;u tf ^ 7 >-4--f ;H -6- (4- <3-t K d * ^ >) T7 x n;H -i. 
7-^ 7 ? 'J y > 

(249) 8- (l-X^Jl. tf ^ v i> >-4— T ;U) -6- [4- (3-t h'D^y-l-yj^D^Dh'^) 
7 x x;H -l. 7-^*37^ U > 

(250) fJ-il-If;^^^-/ >-4-< ;U) -6- [4- (2-t h'D^y-2-/^J^D^^y) 
7x-JH-l.7-t7f'Jy> 

(2 51) I - (l-x^JUtf ^ 5 *J >-4— f JU) -3- <4-* h 4- -> 37 x x )V)-2, 6-^~ 7f'Jy 
> 

(252) 5- fcf^ ^ >' >-4— f JW -7- (4-* h + -> 7 x - ;H-I. 6-t 7 U v 

> 

(253) 5- (4- (2-t Hd^xX h > ) 7 x x;U]-7- (4- ;* ^ ;U tf ^ 3 V > - 1— f MO 

^ x y (2. 3-c] t: u ^ > 

(254) 7- o-x^;u tf >-4--r ;u) -5- (4- u- 1 h d =t -> ^ >^ mo 7 x - )V] 
[2. 3-c] t >j 5* > 

(25 5) 7- (1-X ^ JltX7 ^ >-4--T ;U)-5- (4-(l-t F D + 7 

a: - )v] 5 1 x y [2. 3-c) tf u ^ > 

(2 5 6) 7- (1-X^JU tf ^ ^ >? >-4-< MO -5- (4- (3- t K a * f> - 1 - 7 )V * D 7 a e MO 
7 x - MO 9- X J (2. 3-c) e U y > 

(2 57) 5- [4- (3-t K □ 4^ -> y D tT;U) - 3-^7 D D 7 x x;H -7- (4-X t ^ ^ > 

-i--r mo ^x j (2. 3-c) t <j v > 

(258) 7- (l-xf )V tf ^ ^ ^ >-4--T MO -5- [3- (2-t Ko + yi K ^ ->) 7 x x;u] 

fx; (2. 3-c] t: 'j v > 

(259) 7- (4-X^M- tf ^ 5 i> f MO -5 - <4-k F n =^ -> X h^^yxXMO^X 
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/ [2. 3-c] fcf y v > 

(260) 7- (l-X^Jl, tf^ 5 ^ >-4--Y JU) -5- (4- (2-b F y-2-^i^D^4/) 

7 iziH^i; [2. 3-c] t: y ^ > 

(261) 5- [3- (3-fc F D -4-* K * -> 7 x - )V\ -7- (4-X ^ )V h* ^ ^ / 

>-w jHfi; [2. 3-c) tr y ^ > 

(2 62) 5- [4- (3-t FD^y^D tT;H -3-> T y 7 x " JH -7- < 7 v > 

-i--f ^x y (2. 3-c] £ y s> > 

(263) 5- [2- U-^JU* 'J^;H f »J >? >-5— f ;H~7- ^ ^ > - J ~f ;b) 

^x y [2. 3-c] tr y > 

(2 64) 5- 12- (4-^*^ eu >-5--T )V) -7- (4-x^;|,t:^7 ^ > - 1 - 

-r ;u) ^x y [2. 3-c] tr >j v > 

(265) 5- [2- (4-fc KD+ytT^'J :/ >-l--f )D tf U >-5-< )U) -7- (4-X^;U fc? 
^7v>-l-^ x / (2, H)tf'Jy> 

(266) 5- [4- (5. t H o-2H- tT > -4-^f ;U) 7 x — ] -7- (4-X f- )l> e ^ ^ 5? > 
-I-*f Mfx / (2. 3-c] e'Jy> 

(2 67) 5- [2- (2-* h * ~>X h * >--2-;* ^ JU) tf »J >-5--f )V\ -7- (4-X 7^ H ^ 
^ >-l--f JHfxy [2. 3-c] e«Jy> 

(268) 5-(2-(2-t F D ^ ■> I b :> ) tf 1 J ^ >-5--f ;H -7- (4-X ^ )V \± ^ 7 > - 
1— f )\>) ^X y [2. 3-c] t: y V s > 

(269) 5- [2- (2-* h^/Xh^yJtr'J >-5— f ;H -7- (4-x^JU ^ 7 ^ >- J- 

^i/)fxy 12, 3-c] y x > 

(270) 5-[4-(4-t KP^yy^ D^^t >-l-^f;M7x X )l) -7- (4-X ^ )V \f ^ -y 
V s >-l--f JHf xy (2. 3-c] tr y > 

(271) 7- H-X ^ ^ -7 v >-4--f )\>) -5- (4-^ >^ / ^ JP7xZJHf x; (2,3 
-c] tf y > 

(272) 7- (l-x^;Hf ^ 7 *J >-4--f ;U) -5- 14- (3-* )V7 9 J -f ^) 7 x x ;U] ^ 
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x J [2. 3-c) 

(273) 7- (l-x r)l> hT y i? >-4--f )U) -5- [4- W"> ^ n ^ * ~> ;i, y i K)^xx;H 
^ X / (2, 3-c) tf U ->7 £ K 

(274) 7- U-X ^ >? >-4—f ;U) -5- [4 - ( tf o ij -J z. -t) )It$ ~ Jl) y ^ 
x;H ^x y [2. 3-c] tf »J v > 

(275) 5- [4- (2-b K □ * ~> X h ^ •>) 7 x -7-[4- (2- t K a * -> x ^ ;u ) fcf ^ 

^ >-i— r ;H ^x y [3. 2-c) t: » j > 

(275) 5- <4-> h + v7 x -7- [4- (2-fc h'D^ylf M fcT ^ 5 / > - 1 — f ;H 

^xV [2. 3-c] fc? 'J > i 

(277) 4-(4-l5 : JHf^7 C/>-l--f ;H -6- (4-y h ^ f>,C7 xz;i/)^X / [3, 4-cl t* 
U ^ > 

(278) 4- (4-X f Jl/t^ ^ >-l— T -6- (4- (2- t F P 4 y I b4y)7xXJH 
^ X y [3. 4-c) e 'J y > 

(279) 4- (4-^ ^ )V tf ^ ^ £x >-!-- f -6- [4- (2- t K D ^ >- X h ) 7 x x ;H 

^x y [3. 2-c) e U y > 

(280) 4- (4-X tT^ zf is >~\—i )V) -6- (4-h F d^->7 iXJHfiy [3. 2-c] 
e U > 

(281) 4- (4-X?iHf^7y >-l-^;H-6-[4-(l-t H o^yif ;H 7iUHf 
X y (3. 2-c] f U v > 

(28 2) 4- (4-X? tf ^ y is >-l — T ;U) -6- [4- (I- t K -> yp t;H 7 x-M 

^ x y [3. 2-c] t: u fx > 

(283) 4- (Mf JU t: ^ ^ >-l— f >>H -6- 14- (1- t H □ + •> M 7 x - JH f 
x y (3. 2-c] f u ^ > 

(284) 4- (l-xf h" ^ 7 i? >-4 — f ;M - 6- 13 - 12- t W o ^ x h ^ -> ) 7 x x ;H 
x y [3. 2-c] bT 'J >* > 

(2 85) 4- (l-X ^ ;U e ^ ^ ^ >-4--f ;U) -6- [4- (3- t KD^y^f ;H7x^H? 
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X / 13. 2-c) K'Jy> 

(2 86) (4-Xf ;U hf^ 7 >-l--f JU) -6- (4- (2- t K D * v X h * v ) 7 x ~ )V \ f 
X / [3. 2-c] tf »J v > 

(287) 4- fcf^ 5 >-l— T ;M -6- [4- (2- t KD + y^D^ + i/)7xZJH 

fx / [3. 2-c) tf'Jy> 

(2 88) 6- [4- (2-* f ;l/-2-fc Fd^*> yn#+'>) 7 - (4-> f-jHf ^ 7 y 

>-L--f ;P) fx y [3. 2-c) tT 'J ^ > 

(2 89) 6-(4- (2-^ f ;b-2-t KD^^^Dtf^v-) 7 x ~ )U) -4- (4-3/ P hT ;Hf < 5> 

~>- > -!-- r ;u) f x y [3. 2-c) tf u > 

(2 90) 6- (4- (2-* f ;U-2-fc H n ^ ;/ a # * -> ) 7 ^ - ) -4- (4-xf )U tT ^ ^ / 
>-l--T f x y [3. 2-c) fcf U > 

(291) 4-(4-lfJbe^7y>-J-f JH-6- (4- (3- t Ha^ ->-3-/f ^)7 
x"JH?iy [3. 2-c] t! U >' > 

(292) 6- [4- (4-* f JP-4- t KD^->^>f;Vt=l : -»7x-JH-4-{4-xfJ^^ 
^ >? >-l-< Mfiy (3. 2-c] tf »J V> > 

(293) 4- (4-^ D^JVh'^7y>-l-<;i/)-6-(4-(2-t KD^yl h * •>) 7 ^ - ;U ] 
f X y [3. 2-c) t: U y > 

(294) 6- [4- (2-y f ;U-2- 1 K a * fy ;/ a # * fy ) 7 ^ - )U) -4- [4- (2- 7 )l> * a i 
f;Htx 7 y>-i-<;Hf xy (3. 2-c) t!'J^> 

(295) 4-N-(2-7^tDlf jH fcT ^ 7 >-l--f ;U ] -6- (4- (2- h Fo^yi h * 
->> 7 x x;i/) f x y [3. 2-c) tf 'J y > 

(296) 6- [4- (2-* f ;U-2-t FD^y7*a^4y)7xz;H-4- [4- (2-tHD^y 

if ;u) > ; >-i--f ;u)f x y [3. 2-c) t? 'J v > 

(297) 6- [4- (2-y f ;i/-2-t K a * > ;/ o 7 x x;H-4- [4- (2- 7 x-^x 
f;Wtf^7y>-l-< JH^x; [3. 2-c) hf U >? > 

(298) 7- (1 -X f JU tT ^ 7 >-4-*f -5 - (3- (2- t F □ ^ •> X h4y)7ii;H 
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7 a (2. 3-c) fcf U > 

(299) 7-(l-X?^e^7 v? >-4--T ;U) -5- [4- (3- t h'D^y/a t:jH7xz;M 
7 d (2. 3-c) e'Jy> 

(300) I-ll-If^e^^y >-4--f JP) -5- [4- (3- t F D^y^f M 7xZ;H 7 
a [2. 3-c) tf' J ^ > 

(301) 7- ()-x f JH^^77 >-4--T ;H -5- [4 - (2-fc K a * -> x ■>) 7 x ~M 
7 D [2. 3-c] t'Jy/ 

(302) 7- (1-X f ^ t* ^ 7 y >-4--T JU) -5- 14- I (R) -2- t K □ + y-l-^ f Ji^x h 4- 
•»7i-JH7D(2, 3-c] t: ' J ^ > 

(303) 7-(l-Xf jHf^7y >-4--f ;H -5- 14- [ (S) - 2-k K y-I-^f^x 
> ) 7 x ;H 7 a [2. 3-c] tf » J v > 

(304) 7- ll-xf ;U tr ^ -7 V s >-4— f -5- 14- [ (S) -2-fc: K d4 yya^^y] 7i 
XJM 7 d [2. 3-c] e 'J y > 

(305) 7- (1-X ^ ;l/ tf ^ ^ ^ >-4--T ;U) -5- 14- [ (R) - 2- t K D * > Zf O # 4- > ) 7 =l 
x;H 7 o [2. 3-c] t'Jyy 

(306) 7- (l-X^;Hf ^ ^ >-4-< ;U) -5- [4- (3-t Hu^y-3-^f ^^h^y) 
7x-Jb)7a [2, 3-c] tT 'J V s > 

(307) 7-(l-Xf Jl' f^7 y >-4— < M-5-lh7>7-2- M-(2-k h'D^/X h 4- 
y)7i-JHif-JH7a [2. 3-c] tT ' J ^ > 

(308) 7- (l-x ^ ;U fcT^ ^ v >-4--f ;U) -5- I b ^ >7>-2- [2-(2-t HD*xih* 
y)7i-JHxf-M7D [2. 3-c] £ 'J ^ > 

(309) l-(l-x^Jl/e^7y >-4-< JU) -3- (4- (2- b Ho*y-2-^f ^T'a^^y) 

7ii;nr;*/ , J> 

(310) I- U-X fibf ^7 > -4--T ;U) -3- (3-7 x X ;U-3- k K D ^ v-l-y D k*X 
JH -f V * / 'J > 

(311) 1- (1-x^ jut* ^ ? ^ >-4— f - 8-* 9-JU-3- (4-* ^y7xrjH-f 7 + 
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(312) 1- (I-X 7 to fc^ 7 v >-4— f ^) -4-y ^;U-3- (4-y h^y7xZJH^fV^ 

y u > 

(313) l-[l-(2-y7y x^JH t!^7 V >-4-< ;H-3- (4-y h + x7xz;M>f V 

^ y »j > 

(314) l-II-^^/U^f^Mf ^)l:^7 >-4-< ;H-3- (4-y h + y7xz;H 

< v y u > 

(315) 1- (Mfj^ >^*xju t:^ 5 >? >-i--f ;iO -3- (4-y s ^ -> 7 x - -r y 

(316) 4-fcf ^ ^ V - ;U-6- [4- (2-y ^;U-2- t HD^yyosR^y) 7x-JW?l 

y [3. 2-c) t: y V s > 

(317) 7- (l-X ^Jl^ e ^ ^ ^ >-4--f ;U) -5- (4- (3- t: H □ + y7 / D#+y) 7x~ JH 
V o 12. 3-c] \± »J > 

(318) l-lMfJkt^'J >-l--f ;P) -3- (4-y h^y^iZJU-f u > 

(319) l- IN- [2- y fJV7 s y ) x^;M-N-y ^juy a y 1-3- (4-y h^is? x 
x ;u ) -r v * y y > 

(320) 1- (4-^E (4-^ h^v 7x"M< y * y 'J > 

(321) 1- o 'J - JU) y 7-)\,T a / -3- (4-y h =¥ ~> 7 i - )U) -f V 

* y y > 

(322) 3- (4-y h^y^iZiH-l-IZ-IZ-f'JyjHxfjH/^MV^; "J > 

(323) l- (2- (4-^ejp^ y - ;M x z ^ y -3- (4-y h^yyxzjH-fy^; y 

> 

(3 24) 1 - (I--f 5 ^ V 'J -3- (4-y h^y7i-JHrM; U > 

(325) 1 - 14- (£ ^ 'J >' >-!-< )V) fcf ^ U y >-l--f ;H -3- (4-y h * ^ 7 x x ){,) -f 

v + y u > 

(326) 1- (I. 4. 5. 6-x h7k F P t'J ^ y >-!■< iH-3-(4-/ H * > ~? x x < 
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V * J • J > 

(327) ]- U-X^JU** tT^ 7 *J >-4--f ^) -3- (4-y h + y 7xZ Jl/W y^y y 
> 

(32 8) 3- (4-> h*->:7x-;p)-i - tr^^^v-i-^jH^^^-rv^y 
•J > 

(32 9) 1- (4-if ^ tf ^ 5 ^ >-l--T ;H -3- (3- (2-t Fn^yi ^i/)7xz;|/] 

-Y v y y > 

(330) 1- (4-X^jU tf ^ 5 5* >-l--f -3- (4-X ^y7x-M-f U > 

(331) 1- (4-x3^ \± ^ ^ >-l--T )V) -3- [4- (3- b K d 4 i/ ^ n -> ) 7 x r 

-f v * y y > 

(3 32) 1- (4-X ^ b , ^7v>-l-'<iM-3-{3 1 4-X^U>yt4 : y7x-JH< V 

(333) 1- (4-x^JU t:^ 7y>-l--f JH-3-[4-(3-^ h ^ -> :/ □ ejU)7xz;H-1' 

y * y y > 

(334) 1- (4-X ^ )V fc? ^ 7 -3- (4- (n-^ ^ )V) 7 x — JH -f V =^ y 'J > 

(335) i- (4-x^;v tf ^ ^ 5* >-i— r ;u) -3- (4-y b * -> t: y ^ > -2-< ;u) -r v * y 
y > 

(336) I- (4-X^ ^ tX7y>-l--f ;l/) -3-14- (1. 3-5?^"* V 7 >-2— f ;U ^ ^JU* 

* > ) ^ x - jh ^ v * y y > 

(337) l-(4-x^>iU tf^ ^ ;U)-3-l4-(2. 3-v fc H o * *> ^ d ^ ^ ) y ^ 

x )v\ << v * y y > 

(338) 1- (4-x^ ;i/ f^7y>-l-f 1H-3- (4-# ^/U-f JM h * V 7 x x )V) 

(339) I - (4-x 5^ tT-C 7 >-l--f )V) -3- (4- h 'J 7 * u * h * zs 7 * - )l) 

v =¥ y y > 

(340) I - (4-x ^ ^ 7 >-l— f -3- [4- (2- t K a ^ -> x S^y)-3-^ h * 
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(341) 1- (4-x^rt, 5 >-l--f )V) -3- (4-j* ^^1/^ xj- 37 x - ;h < v+ / u > 

(342) l-(4-IfiK^7y>-I-^f JH-3-(4-^;^J^z;i/7iZ^M y * 

y u > 

(343) 1- (4-X5 L ;U t? ^ 7 V >-l— f ;H -3- [4- (2-t K □ ^ ->-3-* K4->/d^^ 

->) ^ x -;u) -f y =* y u > 

(344) 1- M-x-T^U fcf ^ 7 it >-\-<1 h * >- t? 'J x>-5-^H-f V+y 
u > 

(345) 1- [A-JL^ )V tT^ ^ >-l--f ;P) -3- [4- (I- t K d * F;Hf ;n 7 

xzjH -f y * y u > 

(346) J^^7v>-l"f;H-3- 14- IN- (2-t K D + y JW^Jb A^r 
-f JU ) 7 x x )V\ -f y 4- J U > 

(347) 1- (4-x^;U t:^ 7 V s >-l--f )V) -3- 14- (N- <2-fc K a * ^ x f- )V) 7 JV 7 7 

(348) I- (4-x^^bf ^ 7 5? f )V) -3- (4- (I-t H n^ylf ;H7i-JH< 

y * y >j > 

(349) 1- )V tr^c ^ ^>-i-<^)-3-[4-(^d e^x;^-^) 7 x - 

(350) i- (4-x^yU bT^^ >-l--f ;U) -3-14-1 (3- * h * > :/ n t! >) 7, ;U * x ;H 

7x-jn-fy + ; | J> 

(351) I - (4-X^;U bT 5> )V) -3- [4- (2-t h'D^ylf JH ^ x X ;U] < 

7 ^ y u > 

(352) I- (4-X ^ A hf ^ 5 >-!-- f ;U) -3- [4- (3- t F D + y fiHXi^-Jl. 

7x-M-f v + ; u> 

(353) 1- (4-X^;U e^7v>-l--f JM-3-|4-(N-7'ne^7;i'7 7 ; e^jH7x- 



723 



WO 99/18077 PCT/JP98/04465 
(354) l-IMf^fcf^^ f ;U)-3-l4-IN-(2-pt h4'>xf>)7^77i 

(3 55) 1- (4-X^;U tf ^ 7 y JH -3- [4- (3-7 P ^ D t!^U;^-Jl/7 

(356) 1- (4-X 3^V tT ^ 7 i> >-l— f -3- [4- (bf □ 'J y >-l-^M X>I^-;P7 
x x;U] -Y V * J V > 

(357) 1- e ^ ~>' > - 1 - ;W ) -3- (4- (N-X^;U7. ^7 7*^;H7i-JH 

-f v * y ■ J > 

: (358) 1- (4-X ^71/ h* ^ 5 ^ >-l— < -3- [4- (Nr* fJhN-^D e;^Jl^7 

(359) 1- (4-X^;P t' ^ ^ ^ > JH -3- [4- (N. N-y X 5 1 A 7 r ^ *f JU) 7 x 

— *f v * / U > 

(360) 1- (4-X^^ t^7> J >-l->f ^)-3-l4-[N-(l-^5 1 Jl/yofc:^)X^7 7^e 
-f ;H ^ x x ) >r v * y »j > 

(361) 1- (4-X V > - fo) -3- [4- (ti- * T )l> 7 )\s 7 7 : &'f;H7x"JH 

(362) 1- (4-X^JHf^7 >-!--< ;U)-3-[4-(N. N- ;* 5 1 JU 7 )V V r < )V ) 7 x 
x JU ] -f V * J U > 

(363) 1- (4-x ^Jl/ tr ^ =7 ~J >-l--f Jl) -3- [4- (N-y i7 □ ^ □ t'^7;U7 7 ^r^f M 

(3 64) l- (4-x ^ju tr ^ ^ v >-i--r ;u) -3- [4- <N-x^;i/# ji/;^>f jH7xijh 
-r V * J ' j > 

(3 65) l-(4-Xf Jl/h , ^7 y y-l-l' Jl') -3- [4- (N- * 5^ )V 1) )V =E )V ) 7 x x )l) 
-f V * J U > 

(366) l-(4-Xfi^^7y>-l^iH-3-[4-(xf J^i^XJM7xXJH< V 
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(367) 1- ;U fcf 7 *s >-l — f )U) -3- (3-7 )V* u -4-* h ^ y X h ^ y 7 x 
— )V) *f V 4- J U > 

(368) 1- (4-X e ^ ^ >-l--MH -3- (3. 5- 7 D -4-y< h^ylh^y 

(369) 1- (4-x^;U tf'w >-l— f ;l/) -3- [3-7 d-4- (2- t K a * -> x h ^ •>) 

(370) I-(4-X5 1 ;W tf i?>-\-*i )V) -3- [3. S-i?7 D-4-(2-k h'D + yl h 

(371) 1- (4-x tT^ ^ v >-i- Y ;W) -3- (3. 5-y7J^D-4-(2-7^taxh^' 

) 7 x — ;n -r v * y »j > 

(372) l-[4-(2-tHP*->if ^) tr^7 f M-3- [4- (N-xf ;^;i,7 z 
-f ) 7 x ;u j v * y u > 

(373) 1- [4- (2- fc Fa + yif iH t£ ^ ^ > - 1 — f -3- [4- ( zf □ t: X ;U * x 
) 7 x x ;i/ ) -f y * y <j > 

(374) 1- (4-Xfil,e^7 V >-l— T M-3-(7xx;i/f ^-x V+y >J > 

(375) 1- (4-X^ )V t* ^ 7 v 7 ^) -3- [4- (2-;*^ V y D f JU) 7xx;H< V 

(3 76) 1- (4-X^;U £ -7 >-l-< no -3- [4- (2- t K D^y^D fM7xZJH 

(377) I- (4-x^;U tf v>-l-<;i/)-3-[4-(2-fc K d=^5>-2-^ a fcf;i/) 
7xxjH< y^y ij > 

(378) t-(4-Xf j^^7y (2-tf U yJl/ftK V*; U > 

(37 9) l-(4-XfJH: , ^7y >-!-< ;W-3- (4-yf 'J^7i- jl/)-f 74 / 'J > 
(3 80) 1- (4-X^JU h*^^ >-l--f ;U)-3-(4-(l-t F D^y-f > y 7*fJH 7i - 

;H -f v * j u > 

(3 81) !-(4-Xf J^^7y>H-^JU-3- (4- (N-/ f JhN-^P fc* ;U 77 * < 
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(382) 1- (4-X Ely >-l--f )V) -3- 14- {N- (2- t K □ 4 1 x X^Jl/)-N-^ 

(383) 1- {A-X.9-JI tf < ? is>-\-' f ;U) -3- [4- (3-t K P * 5/ - 1- * ^ :/ d ^ ) 

(384) 1- (Mf ^ tr ^ ^ >-l--f ;u) -3- (4- (N-^ □ t? ;*? ;um^e < )V) )l 
*n y ^ y *y 'J > 

(385) I - (4-X Jl/ fcf^ ^ >-]-- T JU) -3- [3-:7 )Vit D-4- (2- t K P^yl^JH 
y x " ;H < y * / Uf5> s 

(386) l-(4-X?^t^7 — f ;U) -3- [4- (3-t K P^f>-2-^ T )U 7 n )± )V) 

7x - jH< v^yu > 

(387) l-(4-x^jl,f^7 v? >-l— MH-3-[4-(l. 2->? t H □ ^ yXf iW 7 i ' ;H 
-f V 4^ J U > 

(388) 1- (4-Xf^e^7 x >-l— f ^) -3- [4- (3-t K D * -3- * T )l 7 ^ )V ) 7 

3L - )v\ -r y * j u > 

(389) 1- (4-X^;U f^^^>-l-< ;U) -3- [4- (3-t H D ;> -2. 2- 5* * ^ )V 7 a t 

;i/) 7ixjH^fv^y 'J> 

(390) 1- (4-X ^^tf ^ 5? >-l-*f ;M -3- [4- (3- t h'D + y-l, l-//^i^Dt 

;H7ixjn<v^y u> 

(391) 1- (4-X^;i/ ^7v>-l-fJl/)-3-N-(l,3-vt H D * ~> -2. l-V * 5^ ;P 7 
n t ;i/ ) y x x ;H < y * y y > 

(39 2) 1- (4-x^;U tf-; ^ v >-l--T ;U) -3- 14- (4- (2- t HD + ylfiHfh7t 

kd tf 7 >-4--f )U] y xx;n -f v * y y > 

(393) 1- (4-x^;U t ^ ^ v — f ;M -3- (2-t FD^y^fiW >-5— f JU) 

< v * / y > 

(394) J - (4-X 5 1 ;i/ t' ^ ^ *s >- I— f ;U) -3- ( (3, 4-5? t FD^y^JH7xXJH 
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-f V * J » J > 

(395) l-(4-X?^tX7'/ >-l--f ;U) -3- [4- (1. 4- v * 4 >-2--f ;U) 7 x - 7U) 
< V * y U > 

(396) I - (4-X^ 7U tf^ 7 5> >-l-f JH -3- [4- It* h 7 t H D 7 >-2--Y 7U) 7 x 

(397) I- (4-x?Jl/ tf^ 7 5? >-l--f )V) -3- [4- (cis-4- t Fo + '>->^ o 4 1 7U ) 

(398) I - (4-X^ JP kT^ 7 ^ >-l— f )V) -3- [4- {(rans-4- fc h'D^ ->v^ da^-/ 

7M 7 x — ;H--f y 4 J »J > 

(399) 1- (4-x? 1 t:^ ^ v >-i— f 710 -3- [4- {j- k ^ t h d e ^ >-4— r > ^ 
7 x x ;H -f y * / 'J > 

(400) 4-^oo-l- (4-xfjl/ £ ^ 7 > 71/ ) -3- h4y7ixjl/)^f 

yj> 

(401) 1- (4-x ^ ;u tT ^ ^ v > - l-< - 3- [4- (c is-4- t: Hn + yrh7t Hotf 
^ >-2— r ;P) ^ xx;H-f y 4- / U > 

(402) I- (4-x^7U fcT ^ ^ >- 7U> -3- [4- (t rans-4- fc:Ka4:>-rh7fc:FD 

e ^ > -2--r ^)7x-M-f v^y 'j> 

(40 3) 1- (4-x^;p tr ^ 5 5? >-I-*f ;u) -3- [4- (2- t H P + > ^ P + -> ) 7 x XJH 
-f V + 7 'J > 

(404) 1- (4-X^7l/ If ^ 7 v >-]-*f 71/) -3- 14- (2-t Ha^y-I-^ f JH 
7 x x ;H -f y 4 V 'J > 

(405) I - (4-X^7P tf ^ 5; >- l--f 7U> -3- (2-> h 4 > tf 'J >-4--f 7M -f 7^7 
U > 

(406) ^e^yy >H"f JU-3- (2-^< >y^t^->e'J v >-4-*f )l ) -i 

y* y »J >^ct^i-(4-x^;i/t:^-7 -x>-i--r ju)-3-(2-^ an tr y x>-4—r jh 

-fV^7'J> 
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(407) 1- v i? >-l--f (2- (2-> K * :> X h 4 ->) t* 'J v > -4- 

(408) l- (4-x 3^ tr^c^ ^>-i--y ^u)-3- (4-# ;u /x -r ^ 7 a: - -r v * y y 

> 

(409) 1- (4-X^;U fcT *C ^ >-I--f JU) -3- (4- {'> ^ D ->;i/ t h'D^y/fM 

(410) 1- (4-x^;i, fcf^ 7 >-l -r Jb) -3- 14- (4-h F D + y f h 7 t H o f 7 > 

-4--r ) 37 i - jh -r v * / >j > 

(411) 1- (4-X 7 >? >-l--f JU)-3-M-lbT* (1. 3-^7 I/ — ;U-2— f ;M t: K 

(412) 1- (4-x tf^^^>-i--r;u)-3-(4-(i.3-^z v — ;u-2— r t h n * 

(413) I - 7 >? >-l--f ;U)-3- [ (3-fcT 'J t FD^y/f^H V 

(414) 1- (4-x f jPh'^7 v >-l--f JU) -3- T >^-/ >-5--Y iW-f V^/'Jy 

(415) 1- (4-X ^ f ^ 7 *J >-l--f ;H -3- (1- t F D 4 1 y < > ^ > -5 ->f ;U ) -Y V 

y 'j > 

(416) 1- (4-X ^ )V fcT ^ 7 v >-l--Y )V) -3- [4- (3-t K a 4 -> -3-* ^ )V ~f T ;U) -3 
-7;U*a7:rx;H-fV*/ U > 

(417) 1- (4-X? 1 ^ tf ^ 7 ->* >-l— f ;U) -3- [3-~>T / -4- (Z-t F D^yl h^y) 

(418) 1- (4-x ^ 7 V s >-l--f )V) -3- [3- (3-t K o * y n fcf JlO 7 x x ;H 

(419) 1- (4-x ^ )V t"^ 7 y >-i— f ju) -3-^ > v;i/-f y^/'j> 

(420) I- (4-x ^ ;Hf ^ 7 >? >-l--Y JH -3- (2-t Kd + ->-2-7 1 z JI/XfJH 7 
4 / ' ) > 



728 



WO 99/18077 PCT/JP98/04465 

(421) 3-^>X7 = K-|-(4-xf JHf^7y>-l-< V * J U > 

(422) 3-^>f >^;^>7S h'-l-(4-Xf ;Pe^7y>-l^;PK V^ / U > 

(423) l-(4-X^;U tf^^ v >-I— f JH-3- (4-* h^->^>i!?>7J^>75 K) 
-f V * y U > 

(424) I-(4-Xf;l't^7y>-l-<JH-3-(4^ h*->7i;*->yf ;n<v + 

y 'j > 

(425) 1- (4-x^^ t:^ ^ ^ >-l--T )V) -3- [4- (2- fc K a * ~> x h * >) -2-* 

-> 7 xxjh< y 'J > 

(426) 1- tf ^ ^ v f JIO -3- [4- (2- t H D 4 1 y y ^ D ^ 

(427) 4- (4-X^;U tf ^ ^ ->* >-l— f )V) -2- <4-* h + -> 7i-^)^t */ 'J > 

(42 8) i- (4-x^;n:^7 v >-i-< ;i/) -3- (4-* h ^ >- ^ ^ x;u) -7-T-y-W v y 
u > 

(429) 7- (4-X^;W tf ^ ^ V >-]— f ;W) -5-[2-(3-h H a * is zf a t: )V) tT 'J > - 

(2. 3-c] tr u ^> 

(4 30) 7-(4-X^;P ^ ^ x >-l — f JU)-5- [3-<2-fc D + yX h ^ •» 'J )U) 

^x y [2. 3-c] t # U i? > 

(431) 7-(4-x^;V fcf ^ ^ 5? >-l — f -5- [4- (2-fc FD^ylh + yU? U ;H 
^ x y 12. 3-c) e 'J y > 

(432) 7-(4-Xf Mf^7y>-1-^ JH-5-[4-(3-t K n^vT'D tfjl,) 7xXJH 
^ x y 12. 3-c) tT U V > 

(433) 7-(4-xf JVtX7y>-l-fM-5-[4-(3-t H a * -> :/ a tT -3- * 
v 7 a: x;H ^x y 12. 3-c] tf >J ^ > 

(434) 7- (4-If ;U t*^ ^ >-l-*f ;W)-5- 14- (3- t H **y)7 zi;H 
fi; [2. 3-c) e 'J y > 

(435) 7-(4-x^;W ^7y>-l-^H-5-[4-(2-t H D 4- > 7 n * * -> ) 7 x - )\,) 
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J [2. 3-c) f »J is > 

(436) 7-(4-xf jHf^7 x>-J— f ;U)-5-[4-(2-t h'D^y^D t:;H7izJH 

fx; (2. 3-c) tr g ^ > 

(437) 7-(4-X^;i/tf ^7v*>-l—r ;H-5-[3-£ d D-4-(2-fc F D4i>x h + y) 
7 x x ;H ^ x J [2. 3-c] e 'J y > 

(4 38) 7- <4-x^ tf ^ i? >-l— f ;U>-5- (4- (1-* A-2-t: Fa*^xh*y> 
7 x x ;H ^ x y (2. 3-c] t^'Jy> 

(439) 7- (4-X^ JHf ^ ^ is >-l--f ;U) -5- {4- (3-t + £>-3-* f ;l/^^;U) ^ 
xxMf xy [2, 3-c) t: 'J ^ > 

(440) 7- (4-X5 1 ;Hf^7 >-l--f ;U) -5- [4- (3- t H □ ^ v y 7 x 
X / [2. 3-c) tf »J > 

(441) 7-(4-x^M:^7y>-l^ f ) -5- 14- (3- 1: Fo^y-2^^j^nt!;i,) 

7x-jHfxy (2, 3-c) tr » j is > 

(442) 7- (4-x^;i/ tf ^ V >-]-< ;U) -5- [4- (3-t F n * ^-2. 2-5? * ^ ^ ^ □ fcf 
;M7x-;Hf xy [2. 3-c) e y e? > 

(44 3) 7- (4-X^;U t:^yy>-l-^;H-5-[4-(3-t H □ ^ is - I . l-^^^^^a if 
JH7xXJHf iy [2. 3-c) tf ' J 2? > 

(444) 7- (4-x^JH^^7y > - l--f ;U ) -5- [4- (2- t K y ^ □ fcf;i/f t) 7 
JHfi; [2. 3-c] tf U 5? > 

(445) 7- (4-x^;u tf ^ ^ >-i-< -5- (4-^ ^ > ;wu * x ;u ? x x ^ x y 
[2, 3-c] tf U s? > 

(44 6) 7- (4-x tf ^ 7 >-l-< ;U) -5- (4- (l-h K D^y^f 7 xXJHf 
X J [2. 3-cl tf 'J 5? > 

(447) 7- (4-X 5 1 ;U tf ^ v V > - l-< )V) -5- [4- (N-* ^ JU tf )V n -t < ;W 7 x x )\,\ 
f X y [2. 3-c] tf U v > 

(44 8) 7- (4-X ^ JHf ^ 7 >* > -I--T A-) -5- (4- (N-X^Jl^ iP;^ < JU 7 x x;H 
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fx; [2, 3-c] tijy> 

(449) 7- (4-x^;i/ tr ^ 7 >* >-i--f ju) -5- [4- (N-;/ □ fcr ;b ^ ;u a -r ;u ) y x — ;u j 

fi; [2. 3-c] fcf »J V > 

(4 50) 7- <4-x 9- )V \L^y V >-\--i )V) -5- (4-X & > X )l ft — )l> 7 ~ )],) ^ X S 
[2. 3-c] tf U V > 

(451) 7- (4-x T)v tr *c ^ >-i--f ;h -5- (4-y d m > x ;p * -ju y x - ;u) j- x 

y (2. 3-c] f U > 

(4 52) 7- (4-X 5^ fcf ^ z> V >-\-^ Jl) -5- [4- (N-;/ ^ ;!> tt )V * JU) 7 x X JU] 

X y [2. 3-c) e 'J y > 
(4 53) 7- (4-x-^;i/ hT ^ *J >-l— f JP) -5- [4- (N- -> ^ o ^ > ^ * ;u n ^ *f ;U ) y 
xx;H^xy [2. 3-c] tr y 

(4 54) 7-(4-X?J^^7y>-l-^ -5- [4- (cis-4- t Ho^yfh^t HPtf 
^ >-2— f ;H 7 x x;H ^x y [2. 3-c) tT U / > 

(4 55) 7- (4-lf tf ^ ^ s; >-!-- f ;P) -5- 14- (trans-4- t HD^yfhn K n 
tr v >-2--f JIO 7x-;H^x / (2, 3-c] fc!'Jy> 

(456) 7- (4-X e ^ ^ >-l— f ;H -5- (2, 3-->* t H □ -2- t h* □ ^ y ^ ^- JU-2 

-y^^^>^/^^ >-5--r iH^xy [2. 3-c) t? y v > 

(457) 7- (4-x^;i/ tr ^ 7 ^ >-i--r ;i^) -5- [4- (>- ^ a ->;p t fd^v^m 
7 x x;H 5^x y [2. 3-c] tr y > 

(458) 7- (4-x^ Jl hT ^ 7 V >-l--T -5- [4- [*> 9 a ^ > ^ )V t K -> * ^;U) 
^ x x ;n ^ x y (2. 3-cl e 'J y > 

(459) 7- (4-X^;^ f ^ ^ ^ > -l-*f ;U) -5- (4-/ h*y7xZjHfx; [2. 3-c) tr 

y =? > 

(4 60) 4- (4-X ^ >-[-< ;U) -6- t4- (I. 3-v^ * * V ^ >-2--Y )U) * b 3- 

-> y x x ju\ * x y [3. 2-c) tf y > 

(461) 4- (4-X ^ ;u e ^ ^ ^ > - i--f ;u) -6- [4- (2- t H P ^ f> X h -> ) y x x ;u ] 
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y [3. 2-c] tT 'J *J > 

(462) 4-(4-x^;Utf^7> ? >-l-< ;i/)-6-[4- (3-t H D + y ^D^i^y) 7 xr JH 
^x y [3. 2-c] t'Jy> 

(4 63) 4- (4-X tT ^ ^ V s >-l-*f )V) -6- [4- (2- t H D + y-l-^f M •>) 
^ xx;H^x y [3. 2-c] tf'J ^> 

(464) 4- (4-X ^ )V tf ^ 7 *J >-l-^f ;W -6- [4- (3-fc h'D^y-!-/ n fcf X ;W 7x 
XJH^X y [3. 2-c] fcf 'J 5> > 

(4 65) 4-(Mf;Hf^7y>H-^ JH-6-|4-(3-t H D^y tJM 7 x - M 
^x y [3. 2-c] tf rj > 

(4 66) 4- (4-x f JHf ^ 7y>-HJH-6-[f (3-t h* n^y-3-^ f^-l-^f- 
;U7xr;Hfxy [3, 2-c] tT U ^ > 

(4 67) 7- (4-X5^;Hf < ^ ^ >-l~*f ;U) -5- (4-> h^y7i-;i/)7D [2. 3-c] t' >J 
z/ > 

(468) 4- tf ^ 7 ^ >-l--Y )V) -6- (4-> h^y 7x-JM7 o [3. 2-c] fcf 'J 

fx > 
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